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mwv&m mm* ***** >mm& 
m^mi] (i) 




(1) 



I 

R3 



ii-S0 2 -^to ) 

X*^fo2>ik&%>}, f<Z)N-t^yK f^S-t^r^K t<Dm.ifzit^flh 

^-e^^ff^l tcffi^<7)^%, ^N-t^vF\ -e<7)S-^^vh\ -?-<7) 

[ff^3] Rl^.lFR3^\ ^^jzl^, ;Nn^>^ Ci_§T*** 
^ Ci_5T;^3irv^ C 2-6 7 ;v # y ^ % *^*i/*M, 

*H^v7 5 y Ci_6T;V^r;W^ Ci_6T;l/r3drv^;i/#n;ur^ 7 Ci_ 6 T 
t^Vl, -hnS, yjyi, T^vV&, C^T *>r =-** * 
v*, tKn^yi, ft^vi, r^-y^ Ci_ 6 T;V^;l/T ^ y X, vCi_ 6 

**% *s^4 *&, -JCuqT***^*^^^ *&, **ii */^4 *&, 
Ci_QT****jr% *s^j *&^ p c i_6T ***** f) * j J* 
Ci-qT*****^ Ci-6T***X*7 4 ~*m, RTfC^T 

**** t>m$tiz> i ~ 3 mvw&mzm LTV^T i> X V^#^ 
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[IS^4] Ris.^R3^ ^o^>m^- n Ci_6T;^^;v 

*Wy7^; Ci_6T;w^;v^ C i^T ;v n ^ y * ^ * - Ji' 7 <y C i_6 7 
)V*)l<m, t + VS> ^>Di, vT/g, T^y^> C2-6T^y--^^^r 
fcKn^y^ ft^fvi, T^y»> Ci_6T;v^;vr^ yCi_6 
7;K;V7 5/i, Ci-eT^n^r^^^^^S, *;v/^-f;i/^ Ci_6T;v 
^r;i/*;v/^^ yCi_67;i/^;v*;w\^^f;vi, f->j-#;w^^ 
Ci_67^+^f t*;^^^ yCi_e7;i'^^f t*;w^^f;H, ^ ;v 

»tr*^>lf^l Kfflit<7Mb^tK W-t^fyF, ^S-t^vK, 

1 ~ 4 icffi^lfc^^ WN-t^vK> ^c7)S-**vb\ ^mXli^tL 

i_67^3^yS, C2-6T;v^-;v^-^v^ *;v^>yCi_67;^;vS> Ci 
_ 6 T ;v =? * v # ;v ;v C i_6 T ;v * # ;i/ ;v c i_6 T ;v ^ 

, HFn^yCi. 6 7i^^ C 6 -10^«^7X^-^ ^^-^ C i_ 6 T;^^ 
N, N-y7iV^^75y^JV^-iVCi_67J^;H, H Hit- C i_6T 
C 6 -io^«^*«-Ci_ 6 t;v^;v*, C 6 _io^f£#Hfc*^- 
f-^Ci_6T;V^r^S, 7y K-Ci_6T;Vdr;^ T ^ ^ C i^T )l<* Ci 

_ 6 7;v^;i/7 5yCi_67;^;H> v (Ci_6T;v^;v) t ^ y Ci_6T;v^^ 

2k tKn^yCi.67^^^7^yCi_87;V^^ Ci_6T;vrr C\^7 

)v*)vr ^ J Ci_6T;i/^;v^ tr* (Ci_6r;v3^r->Ci_6T;v^r^) t^^ 
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& 5> (Ci-eT/u+^^/u*— /ut$ y Ci_6T;v^r;v) 75 y Ci_6T^^;v 
^ Ci_6T;v3^^*;v^— y Ci-eT;!/^^^ v (Ci_67;vn^v 
y Ci_6T;v^;vS. ^;W^^f;V7 5yCi_67^^;Vi, N 
-Ci_6T;v^;u*;v/^^;vt5 y Ci_6T;v^;vS> n, N-vCi_6T;v^ 
;v*;w^^f ;V7 5 7 C i_g7 t 5 J *;wix^;i/7 < J Ci_^T)V^)V 

& N-Ci_67;l/%^;P*^;V7?yCi_67^^;i'S, ^Ci_e7;i'*;V7 
57^;v*-;v7^Ci_ 6 7;^;i/S, c e-io%&m§Hk&m -xfrfr-frr 
< ; - C\^t )\<J] ; 4 )vr * y Ci_6T;v^;v^ y Ci_67;i'3r;i'7j;v^ 
-^7 5 y Ci_6T;v^r;v^, N-Ci_6T;v^;vr< y Ci_eT;v^;W5!7;v^— 
;vr^ y Ci_6T;v^;v* % n, n-^Ci_6T;v^;vt^ y Ci_6T;v^r;v*;v 

7;v*;v-*, «m-C2-6T;v^-;v*;v^;vT5 y Ci_ 6 7;v*;«, C 6 _ 
iO^#^Mb7X^ -7;^-^*;i/^jv7^yCi_ 6 7;K , c 6-10^ 
MMtzltff - # ;v ;i/ 7 5 y c i_ 6 7 ;v * C ^y^^mMtim. 
*;v^;vr^ Ci_67;v^r;^ > UHRH-^/n^-^r 5 y Ci_67;v*;v^ 
, C i_ 6 7 ;v n ^ v ^ -9- u ;v 7 5 y C i_ 6 7 ;u ( c 6-io^#ffl^ bfc* 
(Ci_67;u^;i^) 75yCi_67^^r;i/S, Ci_67;v^;v^;v 
*-^7 5 y Ci_67^ d r;i'*, Ci_67;v^r;v^;u^ — ;^7 5 y C\_^T)V^)v 
3k ;vt^yCi_67;H;H, N-Ci_67;^^;i/^;wt^ey 

vCi_67;V^e;^ N, N-yCi_ 6 7^^;i'*;W^/f;Vt^yCi_67^^ 
C 6-io^#^^ - C i_6 7 ;v ^ ;i/ * ;w?^e y ;v sj- v c i_e 7 ;V3=- ;v 
Ci_ 6 7;^3^v*;p^-;i'^^v-Ci_67;v^;^> C 6 _ 10 ^#^R<h7jc 
H - * * v * )v j^^yc !_ 6 7 ;v ^ ;i/gk MMW* ;v ;vti K7 W y 
•^;v*> Ce.io^^R^TR^-Tj^^^;^ F9Wy C2_6T;i^ 
*;v#^rv-C2-6T^^--;i'*. Ci_67 ;i/^-;v-C2_6 
7;i/-7--;v^ 7>;w^y ;i/C2_6T;v^-;vSs ^^-7^^^;^ 

Ci_67;V3^r->*;i'^-;v^ N-Ci_67;i/^;v 
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^-vl 4/ 



)v - c i_6 T ;v 3r ;v * ;w** ^ ;vS> c i_6T ;v * ^- C i_6 T ;v^f ;v # ;w*^e 

> C i_6T ;i/3^ri/^ ;w\* t: Kn^yCi_67;v^^*;w^^;vS, 

;w^e>f;i/X N Ci_6T;v=i^r'>*;v^-;vCi_6T;v^;v*;w^^;i/^ Ci_ 
6 r;vnJrv*;v#-;VT5 J C\-§T )V*)\<i3 C\-qT jvn^fy 

tK5yV* ;v N - C i_6 T ;v ^ F 7 vV ^7 ;i/ 
N' -Ci_67;v^;vt K7vV N' , N' -yCi_67;K;vt 

F^yV^^^^S, N, N' -yCi_67J^JVHF7yV*;i/^;H, 
N, N' , N' - h i; Ci_6T;v^r;wt: K^vV^;v^-;i/^ N' - {WMM 
-j] )X/ ^-)\,) -tK7^V*;^;H, T^y*. Ci_6T;V3^rvCi_6T 
)V*)lsT$ym, 75/Ci_ 6 7JH;V75/S, Ci_ 6 7;^^7 5yCi_67 

;p^;v7^y^ (Ci_6T;v^r;uT^ y Ci_6T;v^;v) (Ci_6T;v^;v) t 

(Ci_67^^r^^^'f -^7 5 y Ci_67^^;v) (Ci_6 
7^^r^^*-^7 5/Ci_67^^^) T^yft. Ci_6T;V3^v*;v^^. 
;VT5 J Ci^T)V*)VT^ v (Ci_ 6 r;V^r;V) 7^Ci_67J^^7 
^y"^ Iif-7 5 / C i_67;^^^7 5 / S, ^iV^y^Ci_67^^r^7 

Ci_ 6 7;^;i/7^S, (»m-Ci_ 6 r;v^r;v) (Ci_ 6 t;i^;v) r^y 

tKD^yCi. 6 7;^iV7 5yi, (t: FnJryCi_67;K^) (Ci_ 6 

5K-;v^^ri/Ci_6T;v^r;v) (c i-.$T)\<*)v) 7^i, c i_ 6 T;v^;i/^>»v 
7t-^Ci_67;^;i'7 5/^ {Ci^T)V^-)V^)vy^^)V) (Ci_6T;v 
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T<;m, tKn^ryCi. 6 7;V3 + yCi_ 6 7^;V7^i, C6-io^ 

#ss£Hbfcat - c i_ 6 r ;v * )v r ^ y mmn- * ^ x/rxsm. c i_ 6 r 

;v3^y*;v^;v75yi, l&ftSS- C i_ 6 7 ^ # ;i/ t ^ y c 6 

Ci_67;V3^y/f5/i, **V^ kKn^H>yCi.67JWS 
, Ci_6T;i/n^rv^;l/^;i/Ci_6T;l-^r;l'T^ (0 2- 67^*/^^ 

7^ci-67;^;v) r s j c6-iQ%^m%nt*mm, mmm^m (- 

^ Ci_ 6 r;v^r;v*, Ci_6T/i/3*->3k, C 2 _6T;v^--;i/*, 
C2_67;v*y^;v36> *iV^y7^Ci_g7i^jvi, C 

y*. Ci_67;V^r;V7<yS, yC^M^^y*, 7^Ci_e7;V^r 

^*#;w-?;&^;i/& % ^ C i_6T * ft >f C2-6"7^^ y-f;v 
r^y», C2-67;v*y (Ci_ 6 t;v^;v) 75;i, ^-^C2-6T;v*y 

^^-C2-67^^y-T;v (Ci_6T;v^;i/) rs-y*. 
^y*. (Ci_6T;^^;w) r^y*. ft*iK;P7 5yi, ^-^-^ 

(Ci_6T;i/^r;v) r^y^, C2_67';v# y ^ v*. 

i-§T)V*)v^ r^yy;v^— jvs, Ci_6T;v^;^t 5 y y,;v*- 

y C i_g 7 ^ ^ ^ 7 5 y ^ ;i/ * - ;vs, C\^T )V^-)V^)V^=.)vy ^ y gfe 
, S«y f Ci_6T;v^;v^;i'^^;i' (Ci_ 6 r;v^;v) r 3 y */J^Itm^ l ~ 3 
W«ltv^^j;v> 0 ) ) frbM\$th& 1 ~ 3<fi^«*&LT^Tk 

[fS;fc®7] R2^ ^nr^JliF-, Ci-eT^^r;^ kKn^yi, C 
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_ 6 r ;v n * ! s u ;v #~ ;v c i_6 r ;v * , * /u )v c i_6 r ;v 

N, N-yCi_67^^;v7^^;v*-;uCi_67;i/+;H, 1t^^-C 
i_ 6 t;i^;i^ c 6 _io^«M-fb7X*-Ci_ 6 T;v^r«, c 6 -io^«^^X 
^-^^-Ci_ 6 t;v^;«, t v K-Ci_ 6 7;v*;i^ 7^Ci_ 6 7;v^S 

*)\>^ \> KD^yCi_67;i'+;V7 5 y Ci_gT;v^r;v^ Ci_6T;V3^vCi 
_67;i/^r;u7 5yCi_67^+;H, try. (Ci_67;i'3^yCi_67;i'+;i') T 
^ J Ci-§T)V*)V^ (tKn^yCi_67;V^V) (Ci_6T;V3^rvCi_6T 

7^Ci_67^^;H, C2-qT)V^ y 4 )vr \ y Ci-qT fr*)^, 
^jvS, v ( c i_6 7 ;v ^ ;v * ;v * - ;v 7 5 y c i_6 7 ^ 75 7Ci_67^ 

^r^*> C i_e7 ;v 3 y * *^;V7 5 / C i_67 JH, v (Ci_6T;v=r 
Jpy*;v*-;v) 75/Ci_67^^S, *^^/f ;i/7 5 y Ci_67;v^r^3l 
^ N-Ci-§T)V*)]/ji ;l/T^ y Ci_6T;v^;v^ N, N-vCi_67 

;i/^^*;w^^^7 5 y Ci_6T;v^r;v*> r 5y^;v^-;v7 5 y Ci_6T;v 
n-Ci_67^^;^;v*-^75/Ci_67;^;H, ^Ci_eT;v^ 
;i/T^ y y;v*-;vr 5 y Ci_6T/v^;v^ Ce-io^SfeK'fb**-^^*- 
;ut^ y - C2-6 7^* y >f /i/rs y Ci_6T;v^;^> y Ci_67;i/^r;v7j 
5 /Ci_67;v^;H> n-Ci_6T;v^;vt^ y Ci_6T;v^;v^;v 
^;v7^Ci_67;^;H, N, n-^Ci_6T;v^;vt 5 y Ci_6T;v^;v 

i_6T;v^;^> C2-6T frfr—frfi nstf—frT $ y Ci_6T;v^;^> 

e-io^mm^m -*;wf-^7^Ci_ 6 7;^^ C 6-io^&£Hkfc 
»-f**^-^7 5/ Ci_6T;v^;v£, ftsssft-a^tf-^r s y Ci_ 6 r 

Ci_6T;l/3^~>^-^^';^T^y Ci_6T;i/^r;^ (C6-10^#& 

R4bit|f-y;i'*~;i/) (Ci_6T;w^;W r^yCi_67^^;v^ Ci_67;v 
^r;vy,;v^-;vr^ y Ci_67;vdp;vs> Ci_6T;v^;v^^^-;vr ^ y Ci_6 
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6 7 ;v * C 6 _io^#^R<k7K^ -Ci_67;v+;i/*;w^/f;vt^vC i_6 

JfeBHfc/fcSS - * * > U )V ;i/t^vC i_ 6 7 ;i/ * ^S, &*3ft* * * — t K 
7^^f;vS, Ce-io^S^^**^-^ K9 4 /y>f-^*, C 2 _6 

^36, Ci_6T;vn^v*;l/^;vS, N-Ci 
_6T;V3rJV#;w^e^ ;v^ > n, N-yCi_67^^;V*;W^-f;H, C3_sv 
? n r ;v ^ )v - c i_6 T ;v ^ ;v * ;w W c i_e r ;v * ;v f- * c i_6 t ;v ^f- 
;v * ;w-?^e -f C i_6 T fl^ ;v 7 -f — ;v C i_g T ;v * ;v * ;i//t^e *f 

Ci_6T;v3^vCi_6T;v^r;v*;v^^^;i/^ 7^yCi_6T;v^ 
*;w^^f;vS, 7 5 7 Ci_6T;v^;v^-**;w-?*>r HKn + yCi_67 

S> C i_6 7 ;v n ^ y ;v 7 ^ / C i_6 7 ^ ^ ^ * ;v^ ,; e 'f ^1, Ci_67 
;va^y*;v^;>7^Ci_67;K;vft* ^Stii- * 
^7;^ l»^-Ci_ 6 7;v^;v*;v/t-^^;^ c 6 _io^«M-fk7X^-^ 
;w?^e -f tF7vV* ;v N - C i_g 7 ;v 3- ;p t K 9 vV * ;v sK 
N* -Ci_g7;vdf ;vk: K7 yV #;l>aK.=.;Hfe % N' , N' -vCi_6T 
M;Vl;F7yV*^f-;l/S, N, N' -yCi_67;H;Hi K^yV*^** 
N, N' , N» - h 'J Ci_67JV^;vt: K7^^ N' - 

OBBKS*- * ^ **- */) - * K 7 5> 7 * ;i/ 7 5 7 3k C i_e 7 ^ a * 

^Ci_6T^^r;V7^ 7ft N 75/Ci_67;v^;v7 5yl, Ci_6T;v^;v7^ 
7Ci_6T;i/^;v7 5 7^ (Ci_67;u^;v7 5/Ci_67;v*^) (Ci_6T;^ 
^v) 75/i, Ci_6T;V3^'>77;^^-;v7 5 7 Ci_6T;i/^;v7^ 7&, y 
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;V7^S, *^^y;vCi_67^^;i/7^S> (*;v^^v^Ci_6T;^^ 

Ci_6T;i/^;i/) (Ci_6t;v^;W r<7i, t Kn*vCi_6T;i^;v7 5 y 
(t Kn^r^Ci_ 6 7M^) (C!_6T;v^;v) r^y*. Ci_6T;v^;v 

^;i/7 5/i, (Ci_6T;i-^;vt^ y #;v**-;v;**vC 1 _6T;v3 i ;i') (Ci_ 
6 r;v^;v) r^y^ Ci_6T;v^;^;v7*~;vCi_6T;v^;vt^ y^ ( 
Ci_6T;v^;v^;v"7*-;v) (Ci_6T;v-^;v) r^y&> tKn^yCi_67 
;v3^ryCi_ 6 7;v^;v7^*, c 6 _io^«Mk7K*-Ci_ 6 T;v^^T^ y 
^#^-^;v^^;i/T^ Ci_67^n^yiJiv^-^7 5yi, *tst 

ltf-7^S> i±Kn3rW^y*> Ci_6T;vn^^^ ^ y*, 

6 r;v^;vr^ y*. (C2-67;v*/^f;v7^ci-67;v^;v) 75/ 

immm^MKit. ^nr>JK^ Ci_ 6 t;v^;^ Ci_ 6 r;vr7*v^ c 2 _ 

v7 5 y Ci_6T;v^;wi^ Ci_67;v3^y*;^-^7< y Ci.gT;^;^ 
, t^fVS, -fnl, vTyft, T^vV*. 02-67"^^-^^^^^. 
Fn^fvi, ^-**V3k, T^y*> Ci_67^^r^7 5yi, vCi_67;V*;V 

T^y*. r ^ y Ci_6T;v^;v^ Ci_67;v=?^ #;w^y 
^ey;vS, C2_67;^y^f;i'7 5yi > C2-6~7;i"# y y ;v (Ci_67;^;v) 

T^y^ ^-^C2-6^^*^^ ;l/ ^- ^^C 2 _67'^^y (Ci_ 6 T 

7 5/1, ^;v^;i/T$y^> (C\-§T 7 5/ i, 

ft^V?^7<7i> (Ci_6T;l/^;^) 7 5 7i, C2-6^^* 

y>f/i/ ^;v5;i/^^r'>S, y;v#7°h^ Ci_6T^^;v-f-^-^> Ci 
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;v) 7 5 y f>iim^ l ~ 3 i^lt L t v^t ^ ± ) ) frhm^frz l 
~ 3 m*m& LTv^-c Uv^° »; y^afe-eab&ffif^ l ~ 4 tcfai^i^, -e 

t± tsmm m$tm s tmv mm 0 

imtfsgi i] w^i~7<7)v^-rtL^i^iBm^b^, w-t^r 

[mWM 1 2 ] flt$£ 1 ~ 7 cov^T^ 1 ^IBm^^tJ^ ^<7)N-** 

o 

[»^ i6] /? r * n j vm&<Dm*k • fti&migfcmm-f&mBJK r 

[0 0 0 1] 
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[0 0 0 2] 

[0 0 0 3] 

Hgil*l^*L7 , i^AS^^i-^^^^SeS^^T^ n^f (amyloid 
£ protein. A/?) T?ab 0 , 3 9-4 3i<^)7^^^o j?7^n^KI 

[0 0 0 4] 

^T^o^f Klfililiet^l,7 5n^f Km»ffcSS .(APP) frbn^u 
^ «H^fSi6 «b *l& »U^^E-r & o 4 fc> - OilA P P at-fS?- £ #A $ * 

[0 0 0 5] 

tBiE# 2004-30694 



#12 0 0 3 - 1 8 7 7 9 6 ^-S? : 11/ 




Df7-m4BACE (pMAPptmmm) {mzmtt3) ^a sp i 

ov*T«\ ^-b-y >i}^(D— 3P*flfjStrv»&i jfcl^£*LTV> 3 ( 

[0 0 0 6] 

I6I4?:0JiIt^ft^t$ri^Ltv^ o I f:BELANGERf>(i#^it 

t %> Z mm LX^& 0 ttz^WrXM3, 4RXf5 Ki> 7 --tr* W~lf£ 

[0 0 0 7] 
[##It»l] 

Ht-fx-y^, 2 5 9t, 5 1 41 (1 9 9 3) 

v^r-f-;V ^7* ^iOy'A;v ^r^^h'J-, 2 7 0f, 70 
1 31 (1 9 9 5) 

2 8 6% 7 3 51 (1 9 9 9) 
[##It»4] 

T>K -fe;i/7- — jl — 1 6i, 6 

0 91 (2 0 0 0) 

v>-^-;u rfT ^T-Vv^-;l/ ^^^h 1 ;-, 4 4%, 2 0 3 9 

1 (2 0 0 1) 

mm& 1 ] 

gH^HBH 0 0/5 0 3 9 h 
MHW0R21 
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^- V : 12/ 



mm&fflWi 0 1/7 0 6 7 7^°> "7 U7f 



mm&ffl^O 2/0 8 1 4 3 3f^>7V7 h 

[#fp3cjifc4] 



mWitefflnO 2/0 8 1 4 3 5f^ s /7l/y h 



5 ] 

iMi0 3/l 8 5 4 3f^>7Vy b 
[#^«6] 

#^¥9 - 9 5 4 4 4-&&m. 
[0 0 0 8] 

[* w u j: o t -r & mm] 

[0 0 0 9] 

[0 0 10] 

■f*t>%, (1) 
[0 0 11] 

Hb2] 




(i) 
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^-v 5 : 13/ 



[0 0 12] 

^x & x ^mam t < t±^fDco#it^l^S:*X{±^fp^^^^l^^ 

*£jfU R 4 {i7K^WXt±Ci_ 6 T;i'^;^*^L. xi±-s-, -SO-X 
(i-S0 2 -^to ) 

[0 0 13] 

<DX$>& Q 

[0 0 14] 

t7»3£93te, -hffi— ^ (1) xm^fi^t^s f©N-*^'>K, ^-co 
[0 0 15] 

£^*3§^i£, ±1E— *g5£ (1) T^$tL^^%, f<7)N-t^yf\ 
[0 0 16] 

^m$, ±f£— JKS: (1) t?^$tL^^t/, ^ON-t^y 
[0 0 17] 

[H^^Hi&o^S] 

[0 0 18] 

ffi®E# 2004-3069437 
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14/ 



[0 0 19] 

nmtt bmmiz i ~ a m zm-tz 5-6 Mo^^mmm^s^tf h 

&fcm tc tf n v -7 y tf yy'J;!/!, -f ^ ^ V y 

T'/'J tf y tf y ^ -r h7VJ f 7^7V'J 

[0 0 2 0] 

:ti^H, tf 9 v y >r * ^ v* y h y r v y * * -9- v* y 
1; L < > tf y tf y ^ tr y 

j: *9 Sf * t < , tf y vfrmRW y $ v~)vmmKm-t uv> 0 
[0021] 

R2-e^$tt^iMDco«^;«?i^:*^ L-ct±, mmw^, mmm^Rxm 

t LTtitfny V=-)i>^ f F7tFn7 7^H, — r h 9 

Fnfx-jvi, tf^y tf^^v — ^^ii^7y-^ 

# y xl ^ # ;v * y - 7 v y v - -f 5 7 y* y >? - tf 9 

[0 0 2 2] 

itLP?^9^>N t'nijyx;i/i, ff7tFn7 7-;Vi, fl«7tFofx 
t'^'jy-iH, t:^^ v-;^, *^Et?^9 ^e;v^y^;i/ 
f-*^;v*y^;i/^ -f^^v*y^;i/^ tf^ v*y /u*, f F 7 1 F 
Dlf?^ ff7tFnfte7-«!ifJL<, e^y^-;v^ T-h 
7tKnt*7^i, fh7liFDftif7^I, Kn tfy ^ 
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^-v*: 15/ 



[0 0 2 3] 

mnw^frhmi£ti2> i ~4i@£;n-& 4 -1 M.<D^(D^mfhfi, t 

T«tfny 7VjH, ^.x^m, tf^yy;^ >f h y 

7/'J^ t^rt7'J;H, ^TVy^*, ^v^t7'J;H, ^yfT'/'J 
h r fF7 vy f7^77'J t^t^T/'J ;i/ 

^ x trys^a^ f^y^i, tf^^-;^ ifv^-n/i, eny^ 
& -f^yy-;^ tf^yy-^g, **^yy.x;i^ ^ryy~;i^ 
y**-9-yy >f vfrvj t?7~;H, ^tKne'jy>s 

, f>7tKofj v v n Kn tf y 5 5; - f f7t Knif'j ^ v - 
[0 0 2 4] 

eD>j;i/i, 7V;i/S, tf^yy;i^ ^ ^ try 

V^m, MJTVJ/i'i, *^yy ;i/g, f-TVy/vak ^7WJ;i/S, 

;v&, tfnv- ;vg, -f ^ ^ V y ~ ^S, kf 9 V V - 7 v T V V 
tf ^ *J-)vm, tf 1; ^v~;i/g, rf7tKnifV v t Kn tf y 5 

rfnFnf'J fy-)VS»f L < , ^ 5 tf V 

tf v 5 Rzr^-r yy «Ht^ 0 

[0 0 2 5] 

flcStlK^ fcStwrjL* 1 ~ 4 4@ 8-1 01^^ (OiS^kf hfi, Mr&Wfc 

^ y y 77- ^ > y r V y > K y *y y v ^ 

y y )i>M, ^ > V t° 7 — ^ > x ^- 3^ y 1; ^ > y f- 7- y y ^ 
> X 5 ^ y ^ ^ y y **yr- ;vg, ^ > y ^ * -7 ^ - ^ y X ^ 

y ^ n y >f y * n^-;i/^ % ^ V Ky ^ ^ y ^ > K 

y^-;^ ^ y-r> Ky -f y>f > Ky ^yj^-;vi, ^y^r 
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^-y: 16/ 



[0 0 2 6] 

[0 0 2 7] 

n^r>JKT\ Ci_6T;v^;v*> Ci_67;vn^y^ C2-6T^^-^*> *^ 
C2-6T;v*7^;v*, 7j;v^v;v*> #;v*^>7 ^ s Ci_6T>u* 
Ci_67;vn^y*;v^^7^Ci_67JV ;3 f^ t^vi^ - fni 

, *>7/i, 7v7;|, C2-6T;l-^--^^^v*, tFn^yl, f**V 

r^y*. Ci_6T;v^t;vt^ yCi_ 5 7JK;i/7 5ys, Ci_ 6 r;i/ 

77 ;vy^-^e -f ;v^> Ci-eT^V^^*^^^-^;^, vCi_6 
vXi_6T;i^;vf-^77;w^^;i/^ ^;i/77y°bft^ Ci^T)^^)^^ 

[0 0 2 8] 

LTW\ 7NU^*y^ N Ci_6T^^;V^. Ci_ 6 T;vn^r->S> '>7/S, T -5 

ffiSE^F2 004-3069437 
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17/ 



;w^e^;v2g, C\.§T fr^frU )i>s^4 /Hk y*Ci_67;i'^;i'*;w^-f 
[0 0 2 9] 

f^iCflLH-Sit LT(i, ^-q101_q102_q103-q104-q105- 

q106-q107 (id-eQioiji^^ Ci_ 6 r;i-^i/>^ c 2 _6T;i^~i/> 

^$^ti^^^^^i- 0 Ql02(±#^ N -0-> -NH-, -CH = N- 

, -C (T^^r^) = N-, -N (r;v*;v) tzii- S -£^1"o QiOS^i 
J|M§£\ -CO-, -CS-, -SO-, -S02-X(i-CONH-^to 
0104^^.^^ Ci_ 6 r;v^ix>^ c 2 -6T;v^~v^*, C 3 . 8 y^7;H 

^1" 0 Q 105 WI§^, -NH-i*:»i-N (r;l^;W -£^-fo Ql06{±jg.|£ 
£\ -0-, -CO-, -CS-, -S02~> -S O-t tzi±-S -*7F-fo 

C2_6T;i/^-;l/S, C3_ 7 y^n7^^;H, Ci_6T;v=?^v^ C2_6T;l^ 
TvKS, yjyi, 7^7*, Ci_6T;i/^;VT^ yCi 

S> *i^>y75;l, Ci_6T;l^3^->^;v^jr-;l/T 5 yCi_67^n 

m^-^^rv^Xii^m^tt^-^^vS^^i-o -c-e, Ci_ 
g7;v^ t < t±r;vdf c 2 _6T;v^- L < 1^7^^-^ 

, C3_7y^n7;l/^V>SiL<(iC3_7y^n7^^^S, C 4,7 v n r ;V 
^^l/^^l<iiC 4 _ 7 y^n7;^-;H, Hg^SftsOl, ®.m%t-***s& 

, %&M)fcfc*m&xii^mmft&m-***smz^ ^uwm*. ci_ 6 

T)\'*)v^ Ci_6T;vn^r>'^ C2-6T;v^-;v^ *;v^->t^/Ci_6 
c 2 _6T;v^y-r;^ i^vi, -hni, y7^l, t^k^s ts>v& 
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: 18/ 



r^y^ Ci_6T;i/^;vr^ /i, yC^TJ^^r^ys, Ci_6 

T^y^ Ci_6T;V3^r»>*;V/^>f ;v (Ci_6T;^^;v) 7^y^> C2-6T 
;i/*;^f;v7^^ C2-6T;v*y-f^ (Ci_6T;v^;v) 7^y^> ^*C2- 
6 7W/^^7 5yi, ^^-C2-6^^*^^^ (Ci_6T;v*;v) 7^yi, 
*;vs;i/7^y^> *;v^;v (Ci_6T;v^;v) T^y*> ft*;v5JV7 5y 
I, (Ci_6T;v^-;v) t^J^ C2-q7)1>X y 4 ^t^yi^ * 

ji/^H^yi, Ci_6T;v3^f v*;i/^— ;i/^-^r vS, #;wt^y ;v;t dr-v* 
. C i_67 ^ ;v * ^ t ^ y V C\_§T fr* fr-ft frs^j frjr* yS 

„ 75/*;i/*'-;i'7 5yS, Ci_6T^^;vt ^ y *;v^;v7^ y&, s^Ci 
_67^^75y*;i/^^75ys, 7<y#;w^~;^ (Ci_6T;v^;^) r 
*yg, Ci_6t;v^t;vt^ y {C\-%7)v*r)v) r^y&, yCi.6 
TJi'^T^*^^^ (Ci_6T;v^r;v) 75/1, y;v#y°h*, Ci_6T 

5;^j^t-jvs, Ci_67;v^;^7^ vCi-eT^^r^r 5 y 

Ci_67;i^;i/) r^ys, 7^^;^^;v7 5y$, Ci_6T;v^-;vt 5 y y 

;i/^-^7^I, yCi_67JH-^75y^JV^^^75/i > 7^^W 

(Ci_6T;v^;v) r^y*, Ci_6T;v^;vr 5 y y ;u (Ci_67;v 
r^y^ ^Ci_67;v^^7^^;v*-;v (Ci_67;v^;W 7<yi 
*»t>«tf^& l~3Wg3&lyCV>T&J:v> 0 ) **^»ffetL*o 
[0 0 3 0] 

[0 0 3 1] 
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^-v: 19/ 



kFD^y|, Ci_6T;vrr^vS, C 2-6T )l> ~ * #;i/jj?*~> 

^ - ;i/ C i_6 T ;v * C ^i^mkRitykM - 
^^^-ii/Ci-eT^^;^ N, n-vt;v^;vt^ y x;i/^^.;i-Ci_6T;v^ 

^^-Ci_ 6 t;v^;^ K-Ci_ 6 t;v*;v^ r^y 

75yci_6T>i/+;H, t Kn^~>Ci_6T;v^r;vT5 y Ci_6T;v^;v^, Ci 

_ 6 7JV3^'>Ci_67^+;V7 5yCi_67;V^JVi, v (Ci_6T;i/n^->Ci_6 
T;v^;v) 7^yCi_67JV^^S, N-t: Kn^ vCi_6T^^;v-N-Ci_6 
T;VnarvCi_6T;Vdr;WT^ y Ci_6T;i^;l^ C2-67;V*7>f^7 5y Ci 
_6T;V^;VS, v (C2-6"7^^y -f^) 75yCi_67^^;l/S, *JV*^y7 
^ y Ci_6T;i/^;vS, v (Ci_6T;v^;i/*;v^;vt^ y C\-%T fr*)^) T 

i_6T;i/^;i^ N - C i_e7 ^ ;i/ * ^ 7 5 7 C i_6 7 ^ (N 

(vCi_6T;V^r;VT ^ y y;V^~;V) 7^Ci_67Wis C6-10^ 

^R^K^-y^-^r^ y-C2_6T;v^y-r;vr^ y Ci_6T;v^;v^ t 
^ y Ci_6T^^^*;v^— 5 y Ci_6T;v^;v*, n-Ci_6T;v^;i^t ^ 
y Ci_6T;v^;v^;v^— ;i^t ^ y Ci_6T;v^r;v*> n, N-yCi_g7iK;v 
7* ^ y Ci_6T;v^;p^;^^-^t^ y Ci_6T;w^;vS> M^W- C i-qT ji< * 

y c i_6 r ;v * /Hk c 6-io^#Jfe^<t** - c 2-6 ? * * - * * * ^r<y 
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N— (C6-io^#^^fc7Xm-^^^^^) -N-Ci_ 6 r;v^;i/T^ y 

;w*<t ;v t * v C i_6 T ;v 3=- ;v3k N - C \.§T fr* ;v # ^jVt^yC]. 
67^^^^ N, N-yCi_67^^;V^/;W^>f;l't^yCi_67^^;i'S, 
C 6-l0yf#^fl2ft^- C i_6 T)V*)VZi ;W<?^ ^;^^yCi_ 6 7;K C 
1_ 6 T ;u n * <> * )V jv * * v - c i_ 6 T )V * c 6 -io^^^^^ * * 

;w-K3r v - C 2-6^ — C i_6T ;V n ^ -> ^7 ;l/sje^;V- C 2-6^ — ^ 

3k *;v/^-f ;vC2-6^ ;v ^"-^^ C2-6"7^^ r -^^ 

2k Ci_6T;vn3rv#;i/^— *J1/^^S, N- c i_6T;v^r;V7j ;wt 
■^/Hk N, N-'7Ci_67^^;i/^;w^^;H, (C3_7~>^ nT^^v- 
Ci-eT^A-) *;w^^f;vi, Ci_6T;i^^^'f-^-Ci_6T^4r;v*;W" : E'f 

;v^;v^-;i/Ci_6T;i^;v#;w^^;i/^ t Kn^y7^y*M-iH, 
Ci_6r;i/3^'>*;w^^;v3i x k Kn^yC^r^^^*^^^ jvS, c 
i_§T)vmri/Ci-§T)\'2c)Vj3 jvM, T 5 J C i_6 T ;v^;v7j ;w-^ >f 

;u2k 7 5/Ci_67;v^;vf-t^;w^^f;ui, t kd^ vCi_6T;v^;v*;u 
^^yf^ft, Ci_gT;W3^ ;vci_6T^^;v*;w^e^ ;w3k (Ci_ 
6 7;i/3^y^;^--^75y) Ci_67;i/^r^*;w^/f^ (Ci_6T;vn 

;i"2k N' -Ci. 6 7;K;Vl: F7y7*^^-jH, N' , N' -vCi_6T^ 
^f;i/tK7y/*^f-;H, N, N' -i>Ci_6T>Mr/H£ K5^y*;wf- 
;Hk N, N' , N» - h V Ci_6T;i/^r;i/ii #;v**-;v& N n» - ( 

^^-7j;u^-;i/) -fcK7yV*^-;H, 7^S, Ci_6T;i/n**/ 
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_ 6 7i^;V7 5yi, (Ci^7)U3*'>*)l/^rt/75 / Ci_67MA') 75 
(v (Ci_6T^^;V) 7^Ci_ 6 7^^) 7^1, lft-7 5/ 

Ci_67;i/^;vr 5 y ^ ^;i/^y^Ci_67^^;v7^yS, N-#;i/#>v 
^Ci_6T;i/^;v-N-Ci_6T;v^;vT^y^ m^m-Ci_ 6 r;v^;vT ^ y 
N- (mam-Ci_67;i-^^) -n-Ci_ 6 t;v^;vt^ y*. t Kn^y 

Ci_67;K;V7^S, N-H Kn^rvCi.eT^^^-N-Ci-eT^^r^T 
5/^> (Ci_67;^;VftCi_67J^;U) 7 5/S, (Ci_6T^^r;V5!7;V 

t^yCi_67;l/^r;l/-N-Ci_67^V7 5/ i, C i„qT )V*)\>7, ;V*~;V 

Ci_6T;v^;vt ^ y*. n-Ci_6T;i^;i^;i/*~;i/N-Ci_6T;v^;vt ^ 

y*, tFn^yCi_ 6 7JVn^yC 1 _ 6 7JK^7^S, C 6 _i 0 ^«R^7X 

1- Ci_ 6 7;v^;i'7 5ys, Iil-*;v^-;v7 5yi, Ci_ 6 7;vn^v# 

;V # - JV7 5/1, m*^- C i_ 6 T ;V ^ ;v # }]/ # - ;V/ T ^ y gg % c 6-10^#2& 

Ht<b*c3R-*>w^-;vT^ y*. fft-7 5 y*. t:KD^y^5;l, Ci_ 
6 7;V3^y-f5yl, tKn^y^5yCi_ 6 7;^;vi, Ci_6T 

;V3^y^;Vf-;i/C 1 _ 6 7^^r^7 5 y*. (C2-6*7;v# y -Y ;V7 5 y Ci_6 

r;v*;v) 7^1, C6-io^#8^t**2k ltsPJi5« c 6 _i 0 ^ 

^mmYjKm&'xmn.mm^ t < (±!«it^^ ^ n^>i^ c i_ 6 r ^ 

y 7j;v^^->;^ tj;v^>vT 5 y Ci_ 6 t;^^;^, Ci_6T;^r?^v 

*A/^r*/Ci_67Wi, t^rVi, ^hni, v7/£, 7v/V 
C 2 -6T ;i/^-;V#^ryI, t Fn^yi, ft^Vlk 7 57S, Ci_6T 

iK^r^S, vCi_6T;v^;vt^ y*> r ^ y Ci_gT;v^;v^ Ci_6T 
ji/3^y*j^^;H, 7>;w?^;i/S> C i_6 T 7^ ;w^^&-f yCi 
_6T^^r;v7>;w^-f C i_6 7 ^^^t^w?^ 

-f;i/*> ^Ci_67;i^;v^#;w-?^;i/^ C2_6T;v*y-f ;i/T5 ys, c 

2- 67;v7>y-f;v (Ci_§7 7^S, f tC2-67^*/^^7 5 7i 
^ •f-^-C2-6T^7jy-r;p (Ci_eT;i/^;v) 7<ys, *;i/^;v7^y& N 
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^-V: 22/ 



T;v^r;v) 7^1, C2-67^*y-f^t^yS, ;v*3r->^ 
7°Y&, Ci-qT Ci_67Ji'^^^;v7^^;vi, Ci-eT;^^ 
;*;wi>~;i/S> 7 5;^*-^i, Ci_g7;i/^;i/7 5 yCi 
^t^^ts y*;vjfr— /ulk Ci-67/i/+^;i/*i^7§>'S, Ci_6T;v 
*)VX)V*-)V (Ci_6T;i/^r;v) T^y^ Kn*->Ci_6T>Mf/i>afcfrfcai 

[0 0 3 2] 

_ 6 7;Vn^yCi_67;V^Jl/7 5yi, T 5 y C i_6 7^^r^7 5 71, Ci_6T 

;v^t;vt5 y Ci_6T;^^;vt^ y^ (Ci_67 ;^JV7 5 y Ci_6T;v^r;v) 

(Ci_6T^^r;v) 7 5/ i, Ci_6T;vn^v*;V^.n;VT^ y Ci_6T;v^;v 

r^y^, v (Ci_6T;i/^;v) y Ci_6T;v^;v-t^ ^BR-rsy 
Ci_6T;v^;vr^ y&, *;u^y;vCi_67;i/^;V7 ^ y^ (#;vtf^v;i/ 
Ci_6T;i/^;v) (Ci_ 6 r;v^r;v) r 5 y^ N »m-Ci_6T;v^;vr 5 y* 
, (mH5t-Ci_6T;i^;v) (Ci_ 6 T;v^;i/) T^y*. hKd*->Ci^7 
W7 5/S, (tKn^yCi_ 6 7MiV) (Ci_ 6 t;v*;v) r^y». C 
i_6T;i/^;i"f-4-Ci_6T;v^;vT^ Ci_6T;v^;i^t^ y #;^Ji^.=./^:^-* 
$'Cl_67/^*/^T5 y^ (Ci^T^^jvt s. y ;i/^^ri/Ci_6T;v 
(Ci_6T;v^;v) r^yg, Ci_6T;v^;i^y;vy *-;vCi_67;v^;v 
r^y*, (Ci_6T^+;i/^U'7*->i/) (Ci_6T;i^;i0 r^y*. Kn 

+ yCi_67^n^yCi_ 6 7;^;l/7^S, C C i_6 T ^ 

y»> IM-7;i/^;^^^-;i/75y^ c 6 _io^#^tt7fcif-#;w-K~ 
;i/T^ y^ m#m-T^ y^ tKn^rW^S, Ci_ 6 T;i/n^ri>-f ^ y 
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23/ 



r;v^;v^, c i_6 7 ^ 3 ^ y * ^ * - ^ 7 5 y c i_67 ^ **vl£. - 

t + Vi> 7^y*> Ci_6T^^r^T^y^ yCi_ 6 7iV^iV7 5;l, 7 5 
yCi_6T;V^;V^. Ci_67;i/3^y^;i/#-;^ Ci_6"7 

2-67^/^^7^!, C2-6"7^*^^^ (C i_67;V*;V) 7 5/g, -f" 
*C2-67^*/'f>l'7 5>'*, 02-6*7^^^^^ (Ci_ 6 7;V*;V) T 5 
^;v5;V7 5/ I, *;v5;v (Ci_67jv*;v) f**^?^ 
7 5/^ ^:fr*;V5;V (Ci_67;V^r;V) 7Ui, C 2-6*7^* ^ 4 fr** v 

jv7 5/ ^;v*-;vi, yCi-e7;v^^7 5;^ii/^-^ Ci_6T^^;v^ 

;V*~;V7 5/». Ci_67;V3f ( C 1-6 7 ^ * /U) 7 5/X#><bS 

wrtts i -3fi^ttttv^i iv» 0 ) jj>?,iimi~3i#ijfeLtv^ 

[0 0 3 3] 

> C 6-io^^<^^ - ^ ^ - ;v C i_6 T ;v ;v3k mm^-Ci_6T;v^;i/ 

& C 6 _io^#^^b7X#-Ci_ 6 T;V^^*, C6-l(0Sr#JS^b*C#-^*Ci 

_6T;v^;^ 7vF-Ci_67;i'4r;v^ 75yCi_67;v^;H> 5> (Ci_6 
T)V*)V) 7^/Ci_ 6 7J^^ v* (Ci_6T;v=i^vCi_6T;v^;v) 7 5 

*y^f;i-) r ^ y Ci_6T;v^;^ Ci_67;wn*v'#;i'**-;i'7 5y Ci_67 
v* (Ci_6T;V3^rv*;v^-;v) 75/Ci_67;K;H> (N, N 

-^Ci-eT/U*^*^^*^ A/) 7^Ci_67JV^r^ N- Ci_67;l/*;V 

^;v*i^T5yCi_67;i/^JVS, (V Ci_67;v*;i'7 5 / *;v*-;v) 75 



WfiE# 2004-3069437 



#M 2003-187796 v I 24/ 

^^T^yC^gT^^H, N, N-yCi_67J^^7^yCi_67JV^ri^ 
;V,f-;V7 5 j Ci_6T;V^;i^ «3R5ft- C i_6T ;U#~;i/7 5 /C]. 

6 7;v*;i^ mmM-C2-b~>')i><5-=-frii)i'7£-)VT^ / C\_§T c 6 
-lO^^^b^-^^^-^T 5 / Ci_ 6 t;v^;^, C 6 _i 0 ^«^b^ 
-ft*;i/>f-;i/7^Ci. 6 7^^r^i, Wm,-* frX-frT^ / Ci_ 6 r;i- 
*;i^> Ci_ 6 T;i/rr^v^^-9-u;vT^y Ci-eT^^r;^ n- (C6_io^§ 
^^bTfc^-y.^^-^) -N-Ci_67;i/^;v7?yCi_67;v^;H, Ci_6 
7;^;vx;wt-;v7^y Ci_67;^^7 5 / i, N, n-vCi-^a^;^ 
jw^^;i/t^yCi_ 6 7;v^f C 6 _io^ W^bTk^ - c i_ 6 r )V * )V * ;v 
^^jl/^^rvCi.67)V^;H, Ci_6T;^rj^ v^;i/,-K - ^^-^v-d^T 

;w^-f;i/^ N, N-^Ci_67;^;i'7j;w^-f (C3_7v^n7^ 
^W^ft, Ci_^T)V^)V^)Vy ^ ^^Ci^T^^-^iJ)]/^^:^ Ci_6T 
7 5 / Ci_6T;v^;i/^;v/^-f 7 5/ 01.67^^;^ t*;w^^f 

t Kn^yC 1 _ 6 7;V^;i/*^\^/f Ci_6T;^n^ri/^;V5K^;VC 
i_67;i^;v#;wn^m;i^ (01.67^3^^*^-^75 7) C\sT)V 
3r)Vii (C\..§T fra^i/jj )\>tf=.)VT 5 /) Ci_67;i^;v^ 

)1>M, N, N' - y C 147 ;i/^r ^ b K 7 ^ / * ;V il/i, N' - 

-KK^yV*;^;^ 75/*, Ci_67;vn^r vCi_67;V 
W^I, 75/Ci_67;K^75/I, (Ci_67;i/^r;V7 5 / C!_ 6 7 
75/1, (Ci_67;^n^rv*;l/^;VT5 / Ci_67;l/^r;V) 75/ 
ift-7 5/Ci^7^^r;l/7 5/ ^ *;Wf^y;VC i_67;V^r^7 5 / " 
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6 t;v^;vt^7^ (Ci_6T;v^r;vf-^Ci_6T;v^r;v) T^i, (Ci_6T 

Ci_6T;W^r;VT 5 H KD^yCi_67;V3 ^rvCi_6T;V^;i/T 5 

mmm.-T<;m, kKn^y^^ci^^vi, ci_ 6 r 

»l)*fl*fiXtt*3IHe»Cli, Any>gf, Ci_ 6 r;v*;v^ Ci_ 6 T 
;vrr3rv^ C2-67^#/'Ol'*> t^Vl> -hni, y77l, tKn^ 
75yCi.67^+;H, Ci_67^n^y*;l/^;l/i, ^JVOV7^ 

) frbMlttiZ 1 ~3««ltv^iJ:^$ t<> 2 WgmLTV^i 
[0 0 3 4] 

R4h LXteymm^m^ftt L^o XtLt(i-S0 2 -> -SO- 

[0 0 3 5] 

[0 0 3 6] 

r^mmj t\±, l-Amo^Tvm^ (n, o, s#) zmmm^mmufr 
^#ot ^^ri- & mmmt^m * % ^ t> <> *aitm- c i_ 6 r * * tmmzti 

[0 0 3 7] 

ffiiEijt 2004-3069437 
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<*-*J : 26/ 



ivh l ~ 4 m £ ^-f & 3 - 7 M(D^(D tmif h tis M ftffl t L X li kf n v - ;v 
*';-;t^> ^-^>-^-;^ ^:7~;v*, yyf**y-)vm, 7y'J 

10 0 3 8] 

^■fl-vy;^ ^ry*'j;i^ y ^-9-y* 1 ; ^vfrv'^H 
% h u 7y- f>7 V 'j f - T v* T V V tHy'7 V 'J 
tfi;v;vs % tfv^^-;v*, vfy^-^», t'n'jy^jH 

> t^v'Vy-^i, or^wv-A'm^ f7v*'j^- 

tf V r- h 9 ^ K n tf V *; V K o t? 1; ^ v t K n v? 'J 

[0 0 3 9] 

?n7;;H, r/K'J^i, -f^^yu;^, ^>K'j^-;H, -fy-f> 



ttSiE# 2004-3069437 
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: 27/ 



- v > y; - 7 * 7 v - t7f'J y^;H, 7 'J - -r 
h 7 K Dfrv'n kf v v;v*. >f 5 y'7tf u tf □ n tf y * ;v 

^r^^f--;^. 7^'Jy-;H, 7^f-v-;i^ 7^/^-9-v 

[0 0 4 0] 
[0 0 4 1] 

^S^M^ tltli, ^ ^ *f n - 7° n tf v 7° n tf 

, n-7*f;H, ^V7f;H> s e c—7*^;W^> t e r t -7^-;Vft, n- 

[0 0 4 2] 

)is*\/y&<DMfcfflt LTfi^ tf-vy^ ^-f-uy^ 7ntfi/>^ b'j^ 
[0 0 4 3] 

[0 0 4 4] 

C 2 _6T;v*-- v via, fc»tt#«M*tf> C2-6T;v^-- v U 

[0 0 4 5] 

C3_7y^n7^^r;vSfcLTIi, C3_7'>^n7^^;vS> * n 7n 
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^-v : 28/ 



[0 0 4 6] 
[0 0 4 7] 

)V-T)V* frm&&\f hti, # I* C 3_7 v * n r ;v * ;v - C i_6 T ;v * w $ 

[0 0 4 8] 
[0 0 4 9] 

C 2-6 t ;v # / ^ ;v* ii , i£SM£S. i^lifctfco c 2 -6 r ;v * s 4 jum £ mM t , 

[0 0 5 0] 
[0 0 5 1] 

^ (1) ^SftMb-^^ia^ LTCi. E^6*J^^U#^>^ 
BUS, ltilJ3J;«tffiD«Si^ 

ts^;v*>tti, MmzwmM., ~7*'*ym&, i/x-^wk, ~?v>mM., 
a^?mi&. r^r^mm., T 9 jv>m&, m^m^ -wt^m^ v>=rm 



mum 2004-3069437 
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^-v: 29/ 



[0 0 5 2] 
[0 0 5 3] 



[0 0 5 4] 

&Tfc^ 2^^^-^ (1) T*7F%%iz > x)V7 4 Yik&m (1 a) , 7s)Vy 
-i-Mt-tety} (lb) *J:O t ^^*-Mk#* (1 c) OMMtov^, ^ 

[0 0 5 5] 
1) 2JkZ-d (la) <P»flir*fe 

*&m*<oxA'7<{ vifr&m (i a) t±, Tm<vij&K£V)n&st%~e$>2> 0 

[0 0 5 6] 




(2) 



(3) 



0 a) 




[0 0 5 7] 



tBSE#2 004-3069437 
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^-v: 30/ 



[0 0 5 8] 

r;i/3-;i/fl##: (2) *lt&® (3) K#v^m> nbKWk&m (3) fc 
^*-;Wt#t7 (R 3 -SH) ^MStTM^t^itCJ; •) W^^^ 
^7^f Yik&m (1 a) S:«tjS-r*ii:7&*-C§*o :<5»^f*- Mfc£*tt 

[0 0 5 9] 

(3) h^-Mt^m (R3-SH) fcO^fcfcttSiBKtt, ®1* 

- 2 0-2 0 0°C, 0* t< f*Mfi~ 1 0 O'C-e^^o (3) ttz\i?-* 

- /Wfr^W ( R 3 - S H ) ottffi &c J; o T{± , tt i *9 £ flb v^^Sf^ t L 
v>*&£- * 13 % £ , §jiT f "CRJfc £ * 4 £ **£F * t ^W^tF* * o BOM m 
itMlfc o . 5 b#K~ l B 4 o 

[0 0 6 0] 

fty^*A, jftSHto&V^A, 7K^k*;vv^A) ; r^ii 

yf (ffjx.lt t>V-)A^>^yK, > V tf A^c h * v h\ 

;r;v*';^m, r>u*y±»^«x»±«oiWtt[ (MAtf^m?- > u ?a, b. 
BR*y^A, ^m^rv^A, ; rn/*y^jR^»**tt (iiu; j£ 



miE#2 004-3069437 
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^-v: 31/ 



mjv^ l, [5, 4, 0] * V-f-fe- 7 -^>> 1, 5 

-vT-^fcfv^n [4, 3, 0] y>-5-^>, 1, 4 - v'T^f fcfv^ o [2 
, 2, 2] ^Wfrftffi&^j&qffctf* £ fc*«t?|4o 

[0 0 6 1] 

»«fcfa±. 7;i/3-;^» j^-t^SMMIU ^ny>m 
[0 0 6 2] 

1"o Rl-C (=0) -R4t^$tLl.7;Ufb KXI^ f h7^KD7 

mmz^Rt-L ix-mzfrz^mv?-vj*&m> xhr 2 -m s c i &l<{± 

R 2 -MgB r^X-mZtiZrV-V-frUm) ZRJ&Z-tZZtiZX V)T)Vu 
-frfflMt (2) iftiit^lio ±flBO*«&«i**«\ «£lf, 
**atft^**3ltt*^fl0lfli*O*^^»i, H. Gi lman^^itj 
. Org. Chem. 16% 1 7 8 8- 1 7 9 11 (1 9 5 1^) X!iF. T 
recourt^ltTetrahedron, 56% 1349-1460 
M (2 0 0 0^) ^^:lflt$*itv^j:v^ Anrwtr'j-;HL<i^ 
o y ^ t ^ r- n r y - ;v tc r ;v * ;v y ^ a stux (ir^^/'j-t- zi'tsas 

[0 0 6 3] 

JK**Y*#f (3) {ir;v3-;v|§^ (2) frb<&to<Djjmz± 



ffiSE^ 2004-3069437 
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: 32/ 



tv^ji: LTfi> ^>-tr>;*;w^~;i^*v^ p - h )Vz->*)V*=. . 
[0 0 6 4] 

tfz, *)V7j Yit&m (la) OglJ^^^ t L"C> 7^3- ( 2 
) h^-MY&m (R3-SH) fcO^Rl&^faifc^l^o JkWi 
Kl±, T^3-^3I»# (2) tl~3ilOft-Mb^ (R3-SH) * 
, l~3ii<0b'J7'J-JV7tX7'f > (Miff, h'j7x^7^7r/ 

&£f) ^L<ttf'J7;^;i'7t^7r/' (Mx.ii\ h'j W7*^7-r>) 
, r v*v # vHHM 7 7d r y^^ji^fvi^ tf^ y y > r $ h\ r 
ft^fc (i a) *mmr*nzo 

[0 0 6 5] 

RJo?SJtt±il#- 2 0 ~ 1 5 0 1C, #f £ L < 5±MS~ 8 0 °CX$>& 0 RJESftM 

^> 5Sr#3^^*^f*^t7&*t?i, £ft^2@mmJt£tI^LTffiv>££ 
Htl^o i^e>04«-Ci±^ f>7liFn77«iU^ 

[0 0 6 6] 
2) ZJk^L^ikil^ db) 
*$kW*¥<o*)\/y 4 (lb) ii, TIBOJ:^ x;v7-f 

(i a) *mm*pxwnmiK£ nm^t^^tKx 9 sarr& *<> 

[0 0 6 7] 
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[ft 4] 




(la) (lb) 



[0 0 6 8] 
[0 0 6 9] 

Rjt&iaKttii'S'— 2 o-2oot:> SFJKiio-io ort^ipo t 
tw\ r;vn-«l, x-f^*^ ^nr>m ^#2£m?t$u - 

[0 0 7 0] 
[0 0 7 1] 

&fcMkEU&&flr<nW*mf&£.i&ik**i'>. rl-7b KD77 tK, 
?y-;l^OY#$fc4>-t:\ Kft^fc (la) * 1 ~ 2 ^*c7)^ * - ^ n 

nja^jt#^> a^*Bft^ h; ximwtitXMtex 19, 0 ~ 1 0 ot-cife 

lB3Wb2 Hfl»^-tt:i 0, *fry 4 =-)Ht&%0 (lb) Sr«aS1"* 
[0 0 7 2] 

m®E^F 2004-3069437 
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^-v: 34/ 



1bfrf&8LltA*'** a s\ t (lb) «r»5g-t**^»±^-ffcSlfcL-C, 

5lyif^/Mf^fflv^lfJ; v^ 0 
[0 0 7 3] 

3-1) 7;i/^-MK^ (1 c) oaHSfe 

(1 c) ti. Tffioi?^ ^;v-7>r Kfls-S^ ( 
la) J.\ZW7 4 =>M\&® (lb) fr^ffi^-cmflSfflKJ: VMlt-r&ZtK 

[0 0 7 4] 

Mb 5] 



[0 0 7 5] 
[0 0 7 6] 

RjE&iBJKttilir- 20-1 5 0t, #f £ L < 0 ~ 8 0 ttJbSo 
[0 0 7 7] 

mmtLxit, 7;vn-^il, ^—r^itS. AD^>*iWI, 

^ititHo itt^<7)^t?(± > ^b^f-v> x ^dd*M, y*y-;W 
[0 0 7 8] 






(la) 



(1b) 




tBIE# 2004-3069437 



mm. 2 0 0 3 - 1 8 7 7 9 6 i-*J : 35/ 

SA-tyrr'-K ^-fblfc (III) £f) , Gfflmtt&ltB Wx.ll sit^ 

^ * - ? o oa^j.#sfc* t*) * rMfcrnmiM. (mz.h. * twdkmmi- v v v 
a, ^sstit-rf;^^) , — m^m^ *u>**i/h\ *u 

->i^Mv^ii:^^o «ft Lv\Rjfc&#fc LTf±, #Jx.(2\ 
^ Mb^t? (la) t 2 ~ 5 ^iOSMfc&l (^JxMl ^ * - ^ n n 

h V V A , ifigKbfc^ mmt7km- T^-^A^'j h & if 
) Sr^b^l/V. ff7(iKn77>-^ $/:l^^7-;Vcj30~l 0 0t 

[0 0 7 9] 

3-2) dr.) CDl^yfc 

x;i/*^;Hb^ (1 c) TIWSCiot^lMlt^^o 
[0 0 8 0] 

[ft 6] 




(10 



[0 0 8 1] 

] 

[0 0 8 2] 
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^ (Id) ^MTi:*IM (R2-Y1) bR&mtZZblzX *K 

^©R^Srtti^^^-Mk^* dc) fctiBi-rac: a o 

[0 0 8 3] 

jwtt&fcii, >fb^ (i d) atr«-a«ao«ufetcitL, 

R2-Yl=S:aS$^ 0 >RSSE(«#-7 8t:~2 0 Ott^f), £JSB#ra»± 
[0 0 8 4] 

mmb LTti, ^n^vjRiJi, ^«B^#«K, -bU;^ 

[0 0 8 5] 

*»n tt^tu^c 6-10^*8^*** * * - * * * *>£*jW»f <b 

^HC^n ^^^v^^ttTV^T'f) iv^Ci-eT^^;^ Ci_6T^3^vJf^ 
[0 0 8 6] 

f-^y^A, t-r*-/w;*-*A) ; T/uay&jRXttT** y±*i&ac!>2k 
#fb«> (Wx-tf, Tfgstiby f-^A, *3R-fk^hu^A, 7jcfHb#y ?a, *3frfb 
77^v-7A) ; r^*y&jRx»±r^3&y±jH^jR©T5 k* (#flxj£, y^* 



miE#2 004-30694 
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^-y: 37/ 



v h\ * 'J a t - 7* f + y K) ; T ;v * 'J Tivjj y ±5i^jRX»ifRo*. 
m« (00 AWT, TKm-fb^- F'J^a, ykMit* *$Hfcy 

a > xmts* y *? a) ; t y T)\/j] y ±m&mx&M<D%m& m z. 

\f, sm-t-YVVA* mtxvv^, »v^a, &B*ft) ; r o 

%m*mvL («x.it ^tn*^ h y * a, #tm7k^# y * a) ; mt&m*m 

[0 0 8 7] 

tfc, R2-Yl**R2-OHT*S^tct±,x;i/*-;Ht;^ (Id) 1 - 

<D?.)\<*~Mk&m (lc) ££fctf*-c§£ 0 

[0 0 8 8] 

^) ^T*L^TV*v#;i^>mft^ (^Jx.ii\ 7^*;^*>tyxf;v 
> T 7y # ;v #>St^ V 7n tf ;k r W # )V aK>flfc5? 'Jy>75 K\ T 

[0 0 8 9] 

RJ^fiEfi®#- 2 0-2 0 0 «P£ L < H 0-150 
[0 0 9 0] 

3-3) XJk*^Jkft&$k (I c) <DM&tir 
Xfr*-Jl>tt&m (lc) TIBO*ttfcJ:oT«>«jS^rilT?**o 
[0 0 9 1] 
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Mb 7] 




(1c) 



[0 0 9 2] 

[0 0 9 3] 

lit 8] 




[0 0 9 4] 
[0 0 9 5] 

^/i/*-Mb^» (l c) <DW.mi-±-oXte, ±KW>«i63r8c3-2) -e^L 

fcJfcm^Wai (R2-Y1) Oftfr « , 0^*^fc*3IWfr&*> (4) £Jiv> 
[0 0 9 6] 

^#wtct±, da) wmmm-mm^mzML, ^m-mm 
<o a , p-7frmmmmi%w*Ej&**k2>o KB^mmn- 1 8 r~ 2 0 0 

"C*C*tU RJfcl$Wli«1&0. 5B#ffl~l H*C**o RJ©ittKl±a'»-2 0-2 
0 01C, <ffiL<li0~10 OTO-So 
[0 0 9 7] 

«hLT(i, 7^3-«I, ^-t;v^«, ^n^>^»«fe, ^« 



tbfiE# 2004-3069437 
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SM v 7°n e;i/^;ur 5 >\ N— ^ ^;v^e;v* y ; ^fM«m^tJ ( 

1?!lx.J£\ Vtf-frT 5 y kf'J v >\ tf v v>\ <f 5 2 , 6 -;i^v> 

, n'Jy>, 1, 8 -S>Tiffcf*>*n [5, 4, 0] V >m- 7 1, 

5-vT-fkfv^n [4, 3, 0] y>-5-J->. 1, 4 - vT^tf n [ 

2, 2, 2] m<D&W&&^; T Mx.iX> n-y^ 

'Jf ^AA^t^f^-7y7v K> tf'J^AAaff^f jl/yy7yF 
l7il/3^yF t h 'J ^A^ h ^v' K> tb'J^Axb^yf\ # y 

#y&JK, 7>i/*y±ateE Wiif, ^m-t-hv^A, £tm#y*A, 

y^A) ; T^^U^o^MtK^ (Mitf, ^fth^A, 

7JV7A) «*Wb*L&o 
[0 0 9 8] 

3-4) ZJk±=zM^m (lc) Qg^grfe 

^*W^^*-Mb^ (1 c) tt> TfBO£M^ (3) £R3 

-S02" M+ (5) X*0L%tL2>*)\/-7 J >m<DT)l'JjV&m, T)VJji)±m& 

[0 0 9 9] 
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Mb 9] 




0 





(5) 



Y 



(3) (1c) 
[0 10 0] 

(3*1», Ytt»S?:^L,M+(iiI^tV*^l, Rl~ RMmmt Wl C & O 
[0 10 1] 

(3) ZmmfrbmmmOX^y j «tif(7)I (5) 
i:«^-e^S$^^»o BOfcSjgfiiiir- 2 0 ~ 2 0 0 1C, £p£ L < liffi- 1 
0 0*CT-ab^ o -fb^-t? (3) *.1z\±Xfr7 4 (5) O@|g^j;or(i, £ 

m % L^m&&$> %> o wjt&n m f±®# o . 5 b# - 1 b ? & & 0 
[0102] 

Mtltii, T^n-;^*^ ^nr«I, 3^#t£ 

- m; ^»ji> r ^ Km?§$^ h y^mm, **** v K^*#g^ 

[0 10 3] 

m±-eM^L^^^b^ (1) oMat^tc^v^r^, &mm¥, Tfcms 

[0 10 4] 



tbgE^2 004-3069437 



#M 2003-187796 
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lb) £J:O f ;*/i/*-/Wb6* (l c) tf>Rl~R4*£*5tt& 1 & L < (±H^o 
[0 10 5] 

±flao*ft»cJ:0W6Lfc*l&W©'fb'&* (1) -ftWfc^BcfciOa* 
[0 10 6] 

*»W^><b^* ( 1 ) £ 7 5 KSfiOj^ ■ 4Wfc*ai2J£ffl»1-*<0 
[0 10 7] 

mg7><b lg, $f£ L< ii 1 OmgT^k 3 0 0mgC0^Ht?ab^> o i tzM^OM t L,X<D 

fi 1 kg^fc 0 0. 1 mg7> <b 2 0 Omg, L < it 0 . 5mg7> ^ 1 0 0 mg<7)$a|l|-e 
i^-Bi*-B 1 EU &£v>ti2~4@&c^tT$i^;2>o B» 
»± i&5? tiot t±±f BOJI t^iti J; v* 0 
[0 10 8] 



ffiiE#2 004-3069437 
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z^i-zmmmj&mim^mzm c&m &»j u ®# 

[0 10 9] 

[0 1 10] 
[0 111] 

mmmmz&mzBzxmiRLxu&u mutt* zt&xzz> 0 

[0 112] 
[0 113] 

v %hti& ft&W \i E f± Z # W v> # -C * * o 

[0 1 14] 

##$11 : 2 - r (4-^nn7x-;v) -l. 4-^'7;v 

[0 115] 



ffi|E# 2004-3069437 



mm 2003-187796 



: 43/ 



[it I o] 




CI 



[0 116] 

^ffil : 1) CCtejsv*-^ 2, 5 - ^7/l'*n^^^7^3-A' (5. 0 0 
g, 34. 7mmol) Ofh9liKD79> (150ml) lti:4-^on 
— >l/ (5. 4 5g, 3 8. 2mmol) , f'J7x^;v^7r/ 
(11. lg, 4 1. 6mmol) , £ J: TFT*/V*i V 7'n tf;V ( 
8. 16ml, 4 1. 6mmol) £JHI Din£/c 0 ^iS"? 4 B 

Lfzi&s mm Ltio nhtitzm.rn.tt -> v u h 7 ( 1 % 

Sfcgfe.x^;i/— tiSL^ 2- [ (4-;nn7x-;v) 
] -1, (2. 6 8 g, 29%) 

[0 117] 

1H-NMR (400 MHz, CDC 1 3) 8 \ 4. 04 (2H, s), 6. 85 
-7. 00 (3H, m) , 7. 23 (4H, s) . 
[0 118] 

2) 0t;i:^v>t, 2- [ (4 -^nn7x-;i/) -1, 4-^7 

;i/;*n^>-tf> (2 7 1 mg, 1 . 0 Ommo 1 ) O^fc^^VV (5ml) ^ 
f£K 3 - ? n n jfl^Ji.#Bfe (225mg, 1. 30 mm o 1 ) fcJn&fc^ 

tKM> 33«fctft^fe^^«fe^Lfc, $g& (M g so 4 ) SMtLfco #?> 
fLfc&aEfcatft^f-V^ (5ml) K&BIU oric^U^ 3-?nng 
(450mg, 2. 60mmol) SriD^.. ^tgiStl 5BSfW*#L 

jfnAO*t?tt#L/io «a» (M g so 4 ) ^> mu »e>tt^jiaE*'> i ;*r 
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( 2 1 0 m g , 6 9%) £&rfeI!K»lf fc LT#7t 0 
[0 119] 

iH-NMR (400 MHz, CDC 1 3) 6:4. 36 (2 H, s), 6. 91 
(1H, td, J=9. 0, 4. 4 Hz) , 6. 99-7. 06 (1 H, m), 
7. 11 (1H, ddd, J = 8. 3, 5. 6, 3. 2Hz), 7. 45 (2H 
, d, J=8. 8Hz) , 7. 62 (2H, d, J = 8 . 8Hz) . 
MS (m/z) : 3 0 3 (M++H) . 
[0 12 0] 

^2 : 1) 4-?nn<^>-tf>f-*~-;V (3. 8 6 g, 26. 6mmo 1) <D 
N, N-y^WW7U' (120ml) iSifclCjtBfc* U * ^ (4. OOg 
, 2 9. Ommo 1 ) , -7'n^^f;v- 1 , 4-/7J^n^>-lf> 

(5. OOg, 24. 2mmol) * in S£t 3 ^fK*^ L*r 0 RJCS» 

^icI^p^bTV^.-^A (5 0ml) , (2 0ml) *im*.fc&> v 

•ctm (M g so 4 ) . rnmLtzo nhfitzn.m^^vfjy^fjy^^^^Y^ 

774- (1% ^m^^—^^-y) tftSl, 2 - [ (4-^nn7x- 
;W -1, 4-y7)\>*v<.yi£y (6. 4 1 g, 9 8%) 

[0 12 1] 

2) QVK&^X, 2- [ (4-^no7x-JV) ^)V\ -1, 4-/7 

;V^-n^>^f> (6. 54g, 24. lmmol) <?)^7-;i/ (100ml) 
W:H 2 0 (16. 4ml) , 3 0%H 2 O 2 (16. 4ml, 145mmol 
) , iSJtf-t^ey 7rymisTy*-v&m7YM'®} (4 2 5mg, 0. 3 4 4m 

mo i) lmmmtLtz^ ts-ei 5Nff^#l^ 0 

?#-L^o ^ (MgS0 4 ) tt«IU #^tL^zt^^^-9->.t 19#^ H B 9 L 

(6. 3 4 g , 8 7%) *m&®rm%M l tLxmz 0 
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[0 12 2] 



um3 \ A-?u 



4 yWti~ h 'J 7 A (19. 0 g , 95. 5m 



mol) <D~79J-)V (2 0 0ml) l«2-7n^^f;i/-l, 4—2^7 
;V^n^>^fV (12. 3ml, 95. 5mmol) *lNz.tz&, 5 H#F5»® 

u eift (M g so 4 ) Lfco mm&. %htitzmfc*^**yy z ^is^t^ 

|B<b^%(12. 3 g, 4 3%) UHfc, %bfrtz?>WL*& 

^fUVtiffiU *fiffi&£7fc> ^ (MgSO 

LMtMk&®l (12. 7g, 4 4%) *Wz 0 
[0 12 3] 

##$1 2 : 4- (4-^pp7x^MM^;v^f;M tfi;w 

[0 12 4] 



CI 

[0 12 5] 

4-^nn^f^'jy>i8fi(l. 2 6 g, 7. 65mmol) , 4-^ 
4 h V 7 A ( 1 . 5 2 g, 7. 6 5 mm o 1 ) is <£ £>' 

ftSfe*U9A (1. 5 0 g, 15. 3mmo 1 ) <£> 1 -y'n/NV-JV (5 0ml 

o # ^fe«j»3sa£* ->3-f*7a (y'j* r/K s^x^/io km ut mm 

U :ftgfcx^ (=2 : 3) 0»^®*«EE»*ilU «!B 

it&lh (1. 2 6g, 6 2%) *afel#ttTftfco 



Mb 1 1 1 




o=s=o 




2004-3069437 



#M 2003-187796 



^-v> : 46/ 



[0 12 6] 

iH-NMR (400 MHz, CDC 1 3) d : 4. 29 (2H, s) , 7. 06 

(2H, d, J = 6. 1Hz) , 7. 47 (2H, d, J=8. 8Hz) , 7. 
59 (2H, d, J=8. 5Hz) , 8. 57 (2H, d, J=6. 1Hz) . 
MS (m/z) :2 6 8 (M++H) . 
[0 12 7] 

#fM3 : 2- r (2. 5 -v-7;V^-n-7zc^;V) -t:Ka^y^^;Vl tf'Jv* 



[0 12 9] 

(572^1, 6mmol) <Dfh5tKn77> (10 
ml) mm~T)V3ry^ffl%.T, -7SVX\ n-^;W-f-^A (3. 9 2m 
1, 6mmo 1) fciRTU 3 0«»Uco :©HM$l:> 2, 5-^7 
;Vtn^^X7;l/f t K (6 5 5// 1, 6 mm o 1) £jjSSTL"t\ IS^i^ 

IB'fk^fe (12 0mg, 9%) *6feH#fcLtftfto 
[0 13 0] 

iH-NMR (400 MHz, CDC 1 3) 515. 45 (1H, br), 6. 0 
8 (1H, s) , 6. 87-7. 15 (3H, m) , 7. 2-7. 3 (2H, m 
) , 7. 6 5 (1 H, m) , 8. 5 6 (1 H, m) . 
mp : 6 5 — 6 6 °C . 
[0 13 1] 

##$14 : 2- r^pp- (2. 5-y7;vtn7x^) -3-^-f- 



[0 12 8] 



1 2 ] 




OH 



ffitE# 2004-3069437 



#M 2003-187796 



^-v* : 47/ 



[0 13 2] 
Hfcl 3] 




Cl HCI 



[0 13 3] 

2 -7nt-3-^f^t 0, J^> (5 1 Omg, 3mmo 1 ) (Dt f?tKn 
77> ( 2 . Oml) fcifcK T */ =f >#B^ ?K<£T\ -f V 7n tf 7*- v * 
A^nV Wh9tKn75VjSft (1. 5ml, 3mmo 1) *ftTU 1 
fii:t6 0«#Uo i^Mtl^ 5 -f^vtfn^X 

7^f t K (3 2 8 a* 1, 3mmol) ^iTtT, liat:$T?t^ KlMftLfc 

:ftm^^=8 : i) t«Lt, mwAt^m^ts^m^ntzo 

dtUd. mt^*-* (2. Oml) ItFy^fJV^^T? K«r— figiDx.. £ 

^fe (lOlmg, 12%) ^#/Co 
[0 13 4] 

iH-NMR (400 MHz, CDC 1 3) <? I 2 . 37 (3H, s), 6. 95 
-7. 10 (2H, m) , 7. 28 (1H, s) , 7. 7-7. 8 (2H, m) 
, 8. 11 (1H, d, J=6. 3Hz), 8. 72 (1H, d, J=4. 9H 
z) . 

mp : 1 1 8 - 1 1 9°C. 
MSm/z : 2 5 4 (M++H) . 
[0 13 5] 

##$15 : 2- r (2. 5-^7Ji/^P7x^;v) zi^JiPjLk2L±jk] -5- 



tttf£# 2004-3069437 



#M 2003-187796 



^-vl 48/ 



[0 13 6] 
[Ifcl4] 




[0 13 7] 

2-7 , n^-5-^f;Hf'Jy*>' (5 1 Omg, 3mmo 1) <Dy- b ^ fc: Kn 
75> (2ml) MLKT;v=f>#:HjfC. 7k<%T\ ^yynk'jwnyW? 
D'jK©fb7kKn77>M (1. 5ml, 3mmol) £?$TU 
X 6 Otj^WL/co d^-fe^ic, 7K<%T*e2, 5-y7^tn^>X7^ 
•7*fc K (3 2 8 fx 1 , 3mmo 1 ) £yT§TLT, MUKt X°'&* ^#^L-/c 0 R 

£f£$M£, «ET^S§ LX%h tvtzmm *->'J*Wnvh^77^- (^* 
: f^^;v = 5:1) TiULt, ^ffi^tJ ( 1 3 0 m g , 1 8 %) £ 

[0 13 8] 

iH-NMR (400 MHz, CDC 1 3) d I 2. 31 (3H, s), 5. 38 
(1H, br) , 6. 04 (1H, s) , 6. 83-7. 18 (4H, m) , 7 
. 44 (1H, dd, J = 2. 0, 8. 0Hz) , 8. 37 (1H, m) . 
MSm/z : 2 3 6 (M++H) . 
[0 13 9] 

##M6 : 2- f (2. 5 - y7;^P7 ji^jv) -1: Kn^py^ -?-;H -4- 
[0 14 0] 



ffifE# 2004-3069437 



#M2 003-187796 



V : 49/ 



Hfcl 5] 




OH 



[0 14 1] 

2-7 , n^-4-^^;utf';^> (3 3 4/^1, 3mmol) Wfh7tKn 
77> (2ml) femzrn'X>im& %3&T, <iV7u\£)Wy^i,*7A? 
n'J FOff7t:Kn77>tf (1. 5ml, 3 mm o 1 ) tiTU, Ifii: 
t6 0^FWU;o Z<Dm&mm^ MT7 2, 5-y'7Wn^>Xr;v 
r*K K (3 2 8 fA 1 , 3mmo 1 ) ^ITtT, gffifci i:#at/; 0 R 

:^a.^-;ix=5 : 1) «LT, m&ikit® (4 5 6mg, 6 5%) * 
[0 14 2] 

iH-NMR (400 MHz, CDC 1 3) 8:2. 30 (3H, s), 5. 48 
(1H, br-s), 6. 02 (1H, s), 6. 83-7. 13 (5H, m) 
, 8. 3 8 (1 H, m) . 
mp : 1 0 5- 1 0 6 °C. 
MSm/z : 2 3 6 (M++H) . 
[0 14 3] 

##M7 : 2 -yp^- 3 fc tf 1 j y> 
[0 14 4] 
Hkl 6] 




WBE#2 004-3069437 



#H 2 0 0 3 - 1 8 7 7 9 6 ^-v* : 50/ 

[0 14 5] 

MH#H50\ ^ * y (10ml) K^TTfclt'fb^ h V -y A (605m 
g, 15. lmmol) £v9>o < <9 jj[|x., 2 OftfeK 2 -7*u^- 3 -t: Kn* 
v fc: V v > ( 2 . 5g, 14. 4 mm o 1 ) Wy^f Jl/#;i/A7 5 F (20ml 
) ^^iPx-fco IM^^SSTl^^y-^^lt, a-Mfc^^ (0 
. 94ml, 15. lmmol) ^Jn^T, 3 t^lfiCT» Ltz Q KJ&m* 
mmnmLtz^ * (50ml) (5 0ml) *mZ-tz 0 

a,^ ;l/=8 ; i) x-mmrt^b^ M^m^t L-cmmk&w (1. 5 1 g , 5 

6%) £#7^ 0 

[0 14 6] 

iH-NMR (400 MHz, CDC 1 3) 813. 90 (3H, s), 7. 12 
(1 H, m) , 7. 21 (1H, dd, J =4. 8, 8. 0Hz), 7. 97 ( 
1 H, m) . 
mp I 3 4*C. 

[0 14 7] 

##M8 : 3 -7'J;i/j^y- 2 --/n^ei£ij^> 
[0 14 8] 
[ltl7] 




[0 14 9] 

m (2. 3 5 g , 7 6%) *#^o 

[0 15 0] 

iH-NMR (400 MHz, CDC 1 3) : 4. 62 (2H, m), 5. 33 



2004-3069437 



#M 2003-187796 



s*~- s J I 51/ 



(1H, dd, J = l. 2, 10. 4Hz), 5. 47 (1H, dd, J = l. 
2, 17. 6Hz), 6. 06 (1 H, m) , 7. 11 (1H, dd, J = l. 
2Hz, 8. 0Hz), 7. 18 (1H, dd, J=4. 8, 8. OHz), 7 
. 9 8 (1 H, m) . 
MSm/z I 2 1 5 (M++H) . 
[0 15 1] 

9 ! 2- f (2. 5--J-7)l'*y-7x.~)V) -HKn^->^f JV1 -3- 

[0 15 2] 
[ftl 8] 



[0 15 3] 

2-7'D ; E-3-^ h^lfyr/ (5 6 4 nig, 3 mm o 1 ) ^)ff7t K 
nyyV (2ml) itJlT^a'Vfl^ tK^T, V7'nt>v^y-)A 
^n'J K(7)f h9tKtJ77>'M (1. 5ml, 3mmo 1) ?:iTU IS 

izx 6 ofrmmwLfzo zv>n&mm^ 7mrx2, 5-77^0^7x7 

)VrtV (3 2 8 ^1, 3mmol) ^iTLT, Mfc* Kg-ULfco 

LTtffElt^ (660mg, 88%) &#fco 
[0 15 4] 

iH-NMR (4 0 0MHz, CDC 1 3) 513. 71 (3H, s) , 5. 56 
(1H, br, J = 6. OHz), 6. 16 (1H, d, J =6. OHz), 6 
. 7 5-7. 0 0 (3 H, m) , 7. 14 (1H, m) , 7. 26 (1H, m) 
, 8. 1 8 (1 H, m) . 
mp : 9 4 - 9 5*0. 




ffii£# 2004-3069437 



#M 2 0 03-187796 



^-v: 52/ 



MSm/z I 2 5 2 (M++H) . 
[0 15 5] 

1 0 : 3-7'JJVt^ry-2- r (2. 5-y7^P7x>;l/) - \l K 

[0 15 6] 
[ft 1 9 ] 



[0 15 7] 

##$!8-C#*:3 -T 1 J)l'*^*>- 2 -7D€lf'J S>> (6 4 2mg, 3 mm 
o 1) (Of F7tFD77> (2ml) ^^T;i/^>#ffl^i> 7jc<tT\ ^ V y 
n If ^^.y ^7 i ^ n 'J F©f f 7 t Fn 7 7 ( 1 . 5ml, 3mmo 

1) SriSTU ia:t6 0^»U: o tK^T^2, 5- 

y7;Vtn^>X7;i/ftF (3 2 8 /* 1, 3mmo 1) ^iTlt, MS^f 

?h^77-f- (^*^> : I£m^;v=4 : l) tllLT> TOft-g^ (3 

7 5 m g , 4 5%) *«I3RWJt t LXntz 0 
[0 15 8] 

1H-NMR (400 MHz, CDC 1 3) d : 4. 38 (1 H, m) , 4. 44 
( 1 H, m) , 5 . 16 ( 1 H, m) , 5 . 18 ( 1 H, m) , 5 . 6 1 ( 1 H 
, br, J = 6. 4Hz) , 5. 78 (1H, m) , 6. 17 (1H, d, J = 
6. 0Hz) , 6. 7 3 - 6. 9 6 (3 H, m) , 7. 10 ( 1 H, m) , 7. 
2 2 (1 H, m) , 8. 1 9 ( 1 H, m) . 
MSm/z : 2 7 8 (M++H) . 
[0 15 9] 




OH 



ffiiE# 2004-3069437 



Wm 2003-187796 



53/ 



##$!l 1 : 3 - r (2. 5 -v^l^n-y^-^) -HKa^y^f;i/l tfij 



[0 16 1] 

3 -^n*ei; v> (2 8 6 // 1 , 3mmo 1) Of b5tKD79V (2m 
1) ?f^^T;vrf>#H^ zfc<%-T\ ^V^nfj^^y^A^D'j K«f> 
7bFn77>M (1. 5ml, 3mmo 1) ^iTU lStt6 O^W 
WLtZo i^WfeifiMftfc, zk*P~Pe2, 5-v7Hn/t>X7mK (3 2 
8^1, 3mmo 1) IriTtt, Ti&* H#^Lfc 0 RfSSCMD^ 

f;V=l : 1) t'iSLT, atB'fb^ (2 9 6mg, 4 5%) ^ffWa t LT 
[0 16 2] 

iH-NMR (400 MHz, CDC 1 3) d I 3. 76 (1H, br), 6. 1 
0 (1H, s) , 6. 8 8 -6. 9 8 (2 H, m) , 7. 2 0-7. 3 0 (2 H 
, m) , 7. 70 (1H, m) , 8. 42 (1H, d, J =4. 8Hz), 8. 
5 3 (1 H, m) . 
mp I 7 9-8 Ot:. 
[0 16 3] 

0 1 2 : 5- r (2. 5-v7;b^-n7x^;l/) -bKn^y^f;v1 
[0 16 4] 



[0 16 0] 



Kfc2 0] 




OH 



ttifE# 2004-3069437 



#M 2003-187796 



^-v* : 54/ 



Ut2 1] 



OH 



[0 16 5] 

1 7mg, 18%) ir#^ 0 
[0 16 6] 

1H-NMR (40OMHz, CDC 1 3) S : 6 . 12 (1 H, s) , 6. 90 
-7. 02 (2H, m) , 7. 26 (1H, m) , 8. 70 (2H, s), 9. 
0 4 (1 H, s) . 
MSm/z : 2 0 5 (M+-OH) 
[0 16 7] 

##M 1 3 : 2- r (tert-^^'>ii>M>m'» - (2. 5-v>"7 

[0 16 8] 
Wt2 2] 



[0 16 9] 

2, 5 -^7^*n^>X7m K (1 6 4 M 1 , 1. 5mmolK 1 - 
f-;W^>yM 5 jry-fr ( 1 3 2 m g, 1 mm 0 1 ) % v- t e r t 

Y (2 5 2 fx 1 , 1. lramo 1) W7-t^F'J;V (3ml) i 

falz-^/aVLM^ (3 10mg, 8 3%) ^fifeH^i: LT#^ C 




tiJ|E# 2004-3069437 



#JM 2003-187796 



5> : 55/ 



[0 17 0] 

1H-NMR (400 MHz, CDC 1 3) S : 1. 45 (9H, s), 3. 86 
(3H, s) , 6. 9-7. 0 (2H, m) , 7. 12 (1H, s) , 7. 22 
-7. 35 (3H, m) , 7. 45 (1H, m) , 7. 77 (1H, d, J=8 
. 0Hz) . 

mp: 163-164 TC. 
MSm/z : 3 7 5 (M++H) . 
[0 17 1] 

1 4 I 2- f (tert-^l>^W^t-» - (2. 5-^7 
jl/ja7x^;v) **f-)V\ — 1 — ^ -f-;v— H — f ^ ^7-^ 

[0 17 2] 
Mfc2 3] 



[0 17 3] 

2, 5 -y'7iVtn^>X7;i/ft K (3 2 7// 1, 3 mm o 1 ) , 5 —?u 
u-l-*?-n"( 5 9 (187/jg, 2 mm o 1 ) „ '7-tert -"T^ 

h (5 0 4 // 1, 2. 2mmol)<7)T-feb-H;;v(6ml) 

Uf-aV-^s ^LWBffcfr* (4 7 2mg, 6 6%) £ LT#7t 0 
[0 17 4] 

iH-NMR (400 MHz, CDC 1 3) * : 1. 48 (9H, s), 3. 67 

(3H, s) , 6. 88-7. 1 (4H, m) , 7. 39 (1H, m) . 
mp:i25-126°C. 
MSm/z : 3 5 9 (M++H) . 
[0 17 5] 




0^ 



ffi|E#2 004-3069437 
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I 56/ 



1 5 : 2jz [ (2. 5-v7;l/tn7x-;i/) -bKn^y^f;Ul 

10 17 6] 
Mb 2 4] 



[0 17 7] 

2 -yn^fTV-^ (180/zg, 2 mm o 1 ) Wf h5tKn77> ( 1 
0ml) il^ - 7 8t:t\ n-7*f;WJf7A (1. 4 0ml, 2. 2mm 
ol) ^7lTL10^Flt#tfcfc 2, 5-v7;vtn^>X7^fHK ( 
2 3 8 /.1, 2. 2mmol) »x.. i^U^^COtt^SUo 

^i^;V=l : 1) £ t)f»S£UIfMb^ (3 5 8mg, 7 9%) ZmVm^t 
[0 17 8] 

1H-NMR (4 0 0MHz, C D C 1 3) d'.3. 77 (1H, d, J=4. 0 
Hz), 6. 33 (1H, d, J=4. 0Hz), 6. 95-7. 10 (2H, 
m) , 7. 24 (1H, m) , 7. 34 (1H, d, J=3. 6Hz) , 7. 7 
5 (1H, d, J =3. 6Hz) , 
MSm/z : 2 2 8 (M++H) . 
[0 17 9] 

1 6 : 2- r (t e r t -^b^y^V^-^^v) - (2. 5-/7 
;v^-q-7^-;v) -1- (4 - ih-^^V- 

[0 18 0] 




fttE# 2004-3069437 



2003-187796 



^-v: 57/ 



Mb 2 5] 




N 



[0 18 1] 

2, 5 - s J7)Vi!rU'<vXT)\>TK. Y (3 2 7 1 , 3mmol) , 1 - (4 
Kv7x-;i/) >f * yv—fr (3 4 8mg, 2 mm o 1 ) , V- t e r t 
--f^frVij—tf^— h (5 0 4 // 1, 2. 2 mm o 1 ) coT-fe h — h U )V (6 

m i ) mmz&UT, 2 o raa^L/io zti*m.m u v j ; *wnvf ^ 

^•7^r- (^*^> :S^m^^^=5 : 1-1 : l) J: 9 tt* UMMfr^tt ( 

7 7 4 m g , 9 3%) ZmffifoMt LX%tz 0 
[0 18 2] 

1H-NMR (400 MHz, CDC 1 3) 811. 40 (9H, s) , 3. 86 
(3H, s) , 6. 76 (1H, s) , 6. 9 0-7. 0 0 (4H, m) , 7. 
02 (1H, s), 7. 11 (1H, s), 7. 26 (2 H, m) , 7. 33 ( 
1 H, m) . 

MSm/z : 4 1 7 (M++H) . 
[0 18 3] 

##« 1 7 : 5-^PD-2-tf'jy>fi-;v 
[0 18 4] 
Mb 2 6] 



[0 18 5] 

2, S-^^nnb'ij^V (2 9 6mg, 2. OOmmol) ( 



HS- 



CI 



tfliE# 2004-3069437 



mW. 2003-187796 



4ml) ilCftlt (15 2mg, 2. OOmmo 1) ^Dx./:E 18B# 

mummm,Ltz 0 KB^^m^tx^mLtz^ ymftuwi* u 9 8m 

g, 3. OOmmo 1) <7)7K (1ml) }#'$£#nx^ 3 m^UBiMM L?z a KB 

£HXU m&it&VB (8 3mg, 0. 5 7mmol, 2 9%) £1f 
[0 18 6] 

lH-NMR (4 0 0 MH z , CDC 1 3) S : 7 . 35 (1 H, d d, J = 9. 
3, 2. 4Hz) , 7. 46 (1H, d, J=9. 3Hz) , 7. 64 (1H, 
d, J=2. 4Hz) . 
MSm/z : 1 4 6 (M++H) . 
[0 18 7] 

1 8 : 2_, 5 -^7^07 ji^;v-4 -t f *J S£ik2! * J—fr 
[0 18 8] 
Hfc 2 7] 



[0 18 9] 

1 _ 7 'n^-2, 5-^7A'*D'?>''tfV (1. 08ml, 9. 60mmol 
) (^)fb7liKD77> (3 0ml) »«*-7 8r£-C«#U n-7T)l>V 
^AO^-tf-Vfllifc (7. 3 2ml, 11. 5mmol) £2rax.fco RlBa-fr 
Hfefc- 7 8tCT4 -tfV^V7>;V^^^r;V7*t: K (0. 7 6 4ml, 8. 0 
Ommo 1) (DT h9tKn75> (10ml) v#$:&~£nx.> ElifiKlT 3 0 55^1 




OH 



mtiE^p 2004-30694 



#M 2003-187796 



t-SJ : 59/ 



y^n^x-f^lCT^ £1RU ^|B<b^% (1. 15 g, 5. 20m 
m o 1 , 6 5%) £6M8-3fc£: Lt#fco 
[0 19 0] 

1H-NMR (400 MHz, CDC 1 3) * : 4. 25 (1H, brs), 6. 
09 (1H, s) , 6. 8 9 -7. 0 5 (2 H, m) , 7. 14-7. 23 (1 
H, m) , 7. 34 (2H, d, J=5. 4Hz) , 8. 44 (2H, d, J = 
5. 4Hz) . 

[0 19 1] 

1 9 : t h 7ti kp±±^2 >- 4 

[0 19 2] 
Mb 2 8] 




[0 19 3] 

ff7t Knftt°7>-4-t> (5. OOg, 43. Ommol) 

(loomi) izmmL, ^TKx^mit^^mi- 1 u (i. 6g 

, 4 2. 3mmo 1) fcfln MfifcT 1 4 B#|IJ8H$L;fco 

jE*»iLT#ib*L7taui5sactc7K (5 0mi) *inix., i^3fe»»*Mv>T«tt 

tZc hmk, %WL*m£m®LXWM?>it-&ty} (4. 40g, 37. 2mmol, 
8 7%) t«««feH#i:tT#fco 
[0 19 4] 

iH-NMR (400 MHz, CDC 1 3) * : 1. 47 (1H, brs), 1. 

6 4 - 1. 8 0 (2 H, m) , 2. 10-2. 24 (2H, m) , 2. 55-2 
. 70 (2H, m), 2. 73-2. 88 (2 H, m), 3. 60-3. 75 ( 

1H, m) . 



miE# 2004-3069437 
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1-5? : 60/ 



MSm/z : 119 (M++H) . 
[0 19 5] 

2 0 : § - yynt^fji/ - 2 — (2. 5-^7;i/tn^>vM;v) tTU 
y> (IL^tLAj 75^' 5 -^P-^^V- 2 - (2. 5-y7J^P^>7^^ 



[0 19 6] 
Hfc2 9] 





[0197] 

##M5-Ci#f)li/;2- [ (2, 5-v7;VtD7x^) -fc 
;v] (7. 5 0g, 3 1. 9mmol) (Dm&ik&k^ (1 

0 o m i ) mwLK, tmmmr, N-yno^-»^ n* (17. o g , 95 

. 7mmol) WM^*^ 2 , 2' -77^ (2-^f;V7nt^h'J;V 

MLx&t>tiiziBM*5'V%<r)i'?u'? hy974- : 

1 0 : 1) T»«HIL-C*|B^«*A (3. 9 1 g, 3 1%) XtflgfBft^B ( 
3. 3 4g, 3 4%) ZtStimntLXfttzo 

[0 19 8] 

1H-NMR (400 MHz, CDC 1 3) d : 6. 70 (1H, s) , 7. 12 
(1H, m) , 7. 24 (1H, m) , 7 . 3 9 (1H, m) , 8 . 1 2 (1H 
, d, J=8. 4Hz) , 8. 19 (1H, dd, J=2. 0, 8. 4Hz) , 
8.7 7 (1H, d, J =2. 0Hz) . 



thSE# 2004-3069437 



&m 2003-187796 



: 61/ 



MSm/z : 3 9 2 (M++H) . 
[0 19 9] 

1H-NMR (400 MHz, CDC 1 3) 314. 5 2 (2H, s) , 7. 12 
(1 H, m) , 7. 2 1 (1 H, m) , 7. 3 9 (1 H, m) , 7. 9 4 (1 H 
, dd, J=2. 0, 8. 0Hz) , 8. 08 (1H, d, J = 8. OHz) , 
8. 67 (1H, d, J = 2. OHz) . 
MSm/z I 3 1 3 (M++H) . 
[0 2 0 0] 

2 1 : \6 - (2. 5 -v7;i/:frP7^~;v#;w-K~;v) eiJv>-3- 

dJk\ *f-)\s = T*:$— b 
[0 2 0 1] 
Hfc3 0] 



[0 2 0 2] 

5 -e# h thfz 2 - [ (2, 5-Wn7x-^) -tKnWf 
-5 V> (2. 64g, 11. 2mmo 1) OEItfttt (6 
0ml) ilfc N-rn^^vV^fU* (6. 0 g, 3 3. 6 

mmol) WmM&(F> 2 , 2' -TV* If* (2-> Wnift-f'J^) * 
inx.tm^b^o 7NF^jt^b^^fifC^*PLT, h 

WfetLfeSiaESrN, N-^fWAT^F (2 0ml) £$§fi¥Lfco ^tt 
KSfeBH-hV*A (4. 5 9g, 5 6mmol) £ #nx.T 7 0 *CT 1 7 mMWift 
Lfzo titm&s ftRxfH' (10 0ml) fc&ffiU 7X£S^Jt&*Ti£^L*: 
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^y'JA^V^nvf^??^- (^t^:ftKxf^=5 : 1) -effiSl 
LTHSMfr&W ( 6 0 0 m g , 18%) Srffll^Ki: Lt#fc 0 
[0 2 0 3] 

1H-NMR (400 MHz, CDC 1 3) d I 2. 12 (3H, s) , 5. 19 
(2H, s) , 7. 1 0 (1H, m) , 7. 19 (1H, m) , 7. 3 7 (1H 
, s) , 7. 88 (1H, dd, J = 2. 4, 8. 0Hz) , 8. 07 (1H, 
d, J=8. 0Hz) , 8. 62 (1H, d, J=2. 4Hz). 
MSm/z : 2 9 2 (M+ + H) . 
[0 2 0 4] 

2 2 I 2- r (2. 5-V7^P7x^JI/) - KP * v ^ ±2k3 -5 

[0 2 0 5] 
Mb 3 1] 



[0 2 0 6] 

###12 0tr#ib*Lfc5-y*-7*n^-f-;V-2- (2, 5 -^7**n^> V 
-f;l/) Wk-frWA) (3. 9 1g, lOmmol) (6 

0ml) txf-I/^/'j^-^ (6. 2 g, 1 OOmmo 1) ^IliT9 Ott 

(200ml) izmffiLtzo ^tt*7K> mnnMfc, $m-k)&fcxmfri>x, m 

-;V (6 0ml) liZmmLtZo ZfaK7&mik*t7mir Y 'J 7A (I9 0mg, 5 
mmo l) ZymTMUX, M.UKX 1 H#P«# Lfco **in*.rt:fc^ 




OH 
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*)ry : mm^^= 5:1-1:1) xmmhxmmit^m ( 1 . 5 2 g , 52 

%) tiRHti:U#fc. 
[0 2 0 7] 

1H-NMR (400 MHz, CDC 1 3) d : 4. 0-4. 2 (4H, m), 5 
. 84 (1H, s) , 6. 10 (1H, s) , 6. 91 (1 H, m) , 6. 99 
(1H, m) , 7. 09 (1H, m) , 7. 26 (1H, d, J=8. 0Hz) 
, 7. 76 (1H, dd, J=2. 0, 8. OHz) , 8. 64 (1H, d, J 
= 2. OHz). 

MSm/z : 2 9 4 (M++H) . 
[0 2 0 8] 

##19!) 2 3 : 3-^nn-4- [ (2. 5-v?7JUtP7x^^) -bFP^ry 
2L±JkJ g_LL2> 
[0 2 0 9] 
[ft 3 2] 



[0 2 10] 

y7*nif;V7 5 > (1 . 4ml, 1 0 mm o 1 ) Of h 9 t Kn y 9 >m 
ft (14ml) n )VV?-y A (6. 3ml, 1. 5 9MA^rt>M 
) * - 7 8 TC-CiD&T 1 0 (1. 1 3 g , 

lOmmol) SrJn^^o 3 0^ffifi:2, S-^yiVto^VXT^fH K ( 
1. 0 9ml, 1 Ommo 1 ) *M\x.X^ ^KOVt X^VX^ ZhK 1 0 

M»Lfco ffift7v*-*A7K&ft*in;lfctf>*>fc> R*^^ (8 0ml 

ft-a-tl ( 1 . 3 3 g, 5 2%) £#fc 0 
[0 2 11] 




ci 

VfY^n 
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64/ 



iH-NMR (400 MHz, CDC 1 3) d : 4. 87 (1H, br), 6. 2 
6 (1H, s) , 6. 9 0 -7. 0 2 (3 H, m) , 7. 58 (1H, d, J = 
4. 8Hz), 8. 47 (1H, s) , 8. 48 (1H, d, J =4. 8Hz) 

mp : 16 9-17 Or. 
M S m/ z : 2 5 5 (M+) . 
[0 2 12] 

2 4 : 2. B-y^nn-4 - [ (2. 5 -*J7 u 7 -EK 

[0 2 13] 
Mb 3 3] 



[0 2 14] 

y/fV7 P Dfc'jl/7^ (1. 4ml, lOmmol) Otb?tKD75>iS 
$ (14ml) n-W^ffA (6. 3ml, 1. 5 9Ma^« 
) £-7 0frmfflftLtzmz2, 5- 9 J*uu\£V (1. 4 

8g, lOmmol) £Jn;ifco 3 0«lC2, 5 -y'7;Vtn^>X7iVf 

tK (1. 09mi, lOmmo 1) ^t:ot:tT?#iau, §?) 

Ki o^raa^L^o ^kr^^^A^ffiSrin^^*)^ nm^^^ (8 
omi) x^m.Ltzo %®m*w*), mm±-}&fcx*m&Lt.zm-nmL?zo %m 
Lxmm^^j±rm.m Lx&btifzitmz^* j-kx \ u ^ v-v a > it 

, SffiMfrfrW (1. 9 3 g, 6 7%) fc»fc„ 
[0 2 15] 

iH-NMR (400 MHz, CDC 1 3) S I 2. 64 (1 H, d, J =4. 0 
Hz) , 6. 28 (1H, d, J=4. OHz) , 6. 89 (1H, m) , 7. 
02 (2H, m) , 7. 64 (1H, s) , 8. 30 (1H, s) . 




ci 



OH 
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^-y: 65/ 



mp : 16 0-161 1:. 
MSm/z : 2 8 9 (M+) . 
[0 2 16] 

##09 2 5 : (3. 6-^nne')y>-2-^M (ti'Jy>-4-^;i/) 

[0 2 17] 
[lb3 4] 



[0 2 18] 

-78t:m#T, 2, 5-y^DDk:'jy> (l. 0 2 g, 6. 8 9 mm o 1 
) <DJ^-7-)l<> (20ml) t e r t A ( 1 . 51 M-^>* 

: 4 . 6ml) *m~? Lfto - 7 8 2 l$ra*£H^ MJfciSK tf ] j v 

>- 4 -#;WOV7*fc: K (0. 6 5ml, 6. 8 9 mm o 1 ) SrJPx-feo - 7 8 

< c^-ciB#p H m#^ ss^^7X**n^^ ^^T'#?aLfco rl^$c£^b^ 
iJM^^-i^ (=1:50) o^m^J; ^#^ii^MJ±2i^sU^o #<b*L* 

@#?:^-T-;vtCTa^m, ^IftU mUt^m (8 1 9mg, 3. 21mmo 
1, 4 7%) ^fiM*tlt#^ 0 
[0 2 19] 

1H-NMR (4 0 0MHz, C D C 1 3) 8:4. 64 (1H, brd, J=6 
. 3Hz), 6. 00 (1H, brd, J=6. 3Hz), 7. 27 (1H, d 
, J=8. 6Hz), 7. 31 (2H, d, J=5. 8Hz), 7. 67 (1H 
, d, J =8. 6Hz), 8. 57 (2H, d, J = 5. 8Hz). 
MS (m/z) 12 5 4 (M+) . 
[0 2 2 0] 
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i- 9 J : 66/ 



[0 2 2 1] 
Mb 3 5] 




[0 2 2 2] 

5-7?7-2-^nnt:'Jy> (643mg, 3. OOmmo 1) £ 1 
mm (10ml) -5t:^Tffi?gmf- h V (2 0 7mg, 3. 0 

Ommol) <Z)7X(lml) i^lTLfco 6 0*CfcT 3 0 5>M 

WtyftMO-xf^*^^ (481mg, 3. 00m 
mo 1) (lml) i&ifcfcSSTLfco RJES^»*8 0^:tl^F»t 

7 7 7 y ay 'J *^>* 7 A ^ n v h ^7 7 - i:# ^3f^> : i^igx^;!/ 

= 49:1 «j *«tffiaue u snaft^* ( 1 4 8 m g , 0 . 6 

3 mm 0 1 , 2 1%) iM&foVWoM t LXntZo 
[0 2 2 3] 

1H-NMR (4 0 0MH z, CDC 1 3) * : 1 . 37 (3H, t , J = 7. 1 
Hz) , 4. 63 (2H, t, J=7. 1Hz), 7. 41 (1H, d, J = 8 
. 3Hz), 7. 76 (1H, dd, J = 8. 3, 2. 4Hz), 8. 45 (1 
H, d, J =2. 4 H z) . 
MSm/z : 2 3 4 (M++H) . 
[0 2 2 4] 

2 7 : (2. 6 -V»on- 5 -7^PlfU 3 -^;v) 

ik 

[0 2 2 5] 
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: 67/ 



Ut3 6] 




[0 2 2 6] 

2, 6-y^nD-5-7JV*D"3f>l (2. 7 6 g, 13. lmmol 
) t V Vx-T-frT (1. 92ml, 13. 8 mm ol) ^) Y )V^y (6 0 m 
1 ) mm^, tK^T, * no^Sxf^/ (1. 32ml, 13. 8mmol) £ 

iS^ff7tKn77> (3 0ml) £i§fl?U -7 8°CICT, 7X^bT;v 
^^AV^A (524mg, 13. 8 mm o 1) Or^t Fn77> (2 
0ml) K?StClTLf: 0 BOdM^ * 0 °C t -C#iB U 1 ffi5e7»ffc^ h V 
V&fcmWL (3. 25ml) fcSTFLfco #r*»£^9^ h fcT£*&, 

(1. 93g, 9. 8 5mmol, 7 5%) ^ffeS#tU#/; 0 
[0 2 2 7] 

iH-NMR (4 0 0MHz, CDC 1 3) 8 2. 18 (1H, brs), 4. 
77 (2H, s) , 7. 77 (1H, d, J=7. 8Hz) . 
mp I 6 5 - 6 7V. 
[0 2 2 8] 

2 8 : 3- (t-7*f;i/y7x^;vy'J;vt»y^f^ 

[0 2 2 9] 
Mb 3 7] 
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[0 2 3 0] 

##<?I2 7t#^ (2, 6-v ? *nn-5--7;V*ntT';> ? :'-3-'r;V) ^ 
(1 8. 9 g, 96. 2mrao 1) M;^JVT3 > (3 2. 2ml 
, 231mmol) ©i^-JV (6 5 0ml) 1 0 %^°7 ^^ARf» 

& (3. 2 0 g) fciDx., **#H*CT7«FW«l#tfco tti!**?^ HC-C* 

o 

%hittz?m.**J?vv*9y (6 0 0ml) fc»»U b'Jxf^rr/ ( 
14. 8ml, 106mmol) , t-7f^^Dy7x^y7> (2 5. 
0ml, 9 6. 3mmo 1) > ^TM-y^f JVT^ti'Jy^ (1. 18g 
, 9. 6 3mmo 1) fcjBx.. MMKX 1 4 H#H«# U/c 0 

3 0. Og, 8 1. 9mmol, 8 5%) **MtW t lt#/: 0 
[0 2 3 1] 

iH-NMR (400 MHz, CDC 1 3) 811. 10 (9H, s), 4. 78 
(2H, s) , 7. 3 6 - 7. 4 9 (7 H, m) , 7. 6 3 -7. 7 0 (4 H, 
m), 8. 32 (1H, s), 8. 36 (1H, d, J=2. 4 Hz). 
MSm/z : 3 6 6 (M++H) . 
[0 2 3 2] 

2 9 : r 5 - (t--/f-^7x^>i)M#'>^f^ -3--7;v^- 
(2. 5 - 5*7/1/ a- p 7 J^=Jk) * » 2 nik 

[0 2 3 3] 
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^-v : 69/ 



Mfc3 8] 




[0 2 3 4] 

v^^;1/^-t-;V (2 5 0ml) \Z- 7 8 "CtCT n -ff-frV A<D^**)- 
>mffi. (30. 0ml, 46. 8mmol) , &v>t? % N, N, N' , N' -T 
h7^fjVxf l/>^7^> (7. 0 6ml, 46. 8mmo 1) *ix.^o E 

j&m&voi-2 ovkx3 ofrmmWLtz^ - 7 svt-vtitmv, 3- (t- 

rf^7xi^';^*'>^f^) -5-7^toe'Jy> (15. 5 g, 
4 2. 5mmo 1) <D 7" ;V (5 0ml) v§^^JPx.7^o IWISI-T3 
0#m«#Lrt:», 2, 5-^7;^n^>X7^ft K (6. 0 4 g, 4 2. 
5mmo 1) ^tnx.2B^P«#L/Co ^JS?I^tJ^7K> ^TMSftMTfcfciDx. 

**«:«ffi«fe»Lfeo ll^/:»77r>ay'j*y;^D7f77 

, *fB4b'fr4& ( 1 7 . Og, 3 3. 5mmol, 7 9%) 4rifei««lRfc LT 

[0 2 3 5] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 10 (9H, s), 4. 78 
(2H, s) , 5. 12 (1H, d, J=6. 6Hz) , 6. 22 (1H, d, 
J=6. 6Hz) , 6. 8 7- 7. 0 4 (3 H, m) , 7. 3 3-7. 4 8 (7 
H, m) , 7. 61-7. 70 (4H, m) , 8. 32 ( 1 H, s) . 
MSm/z : 5 0 8 (M++H) . • 
[0 2 3 6] 

3 0 : (2. 5-y7Jl/ii-P7i^) (3-7;i/tP-5-^Knjpy 
[0 2 3 7] 
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^-v?: 70/ 



[4t3 9] 




OH 

[0 2 3 8] 

[5- ( t -yW7x- ^t^y> - 3 -7;v^-n tf; y> 
-2--f;v] (2, 5-y7Ho7x^V) ^^;-;v (8 5 3mg, 1. 6 
8mmo I) co-r F7tKn77> (7ml) -Hb-r h 9 7'f;i/7 

-7A«f Kn7v>^?£ (1. 0 4ml, 1. 0 4 mm o 1 ) £#nx.> 

K ; mmL$mm.-W7^Kxmw-L-tz 0 mmmzmfcmmi-Yw&KxnmL, h 

, M^* (4 13mg, 1. 53mmol, 9 1 %) £ fi-feH^i: 

o 

[0 2 3 9] 

iH-NMR (400 MHz, CDC 1 3) d : 1 . 91 (1H, t, J = 5. 4 
Hz), 4. 79 (2H, d, J = 5. 4Hz), 5. 16 (1H, d, J = 6 
. 6Hz) , 6. 23 (1H, d, J = 6. 6Hz), 6. 7 5- 7. 0 4 (3 
H, m) , 7. 46 (1H, d, J=9. 8Hz) , 8. 41 (1H, s) . 
mp : 9 4 -9 6t. 
MSm/z : 2 7 0 (M++H) . 
[0 2 4 0] 

3 1 : 6- (2. 5 --J7)V*U7 b Kn^y^f-;l/-5-7;V 
[0 2 4 1] 
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^-v! 71/ 



Mfc4 0] 




[0 2 4 2] 

###13 0t:#/i (2, 5-y7^tD7x^iV) (3-7Wn-5-tF 
n^>^f;nf'Jv?v-2-^V) (4 0 6mg, 1. 5 1mmol 

) CDT-teh> (9ml) mm~M-?>Jf>Wl* V *A (7 9 5mg, 7. 03m 
mo 1) ?)7jt (9ml) »flfc*Jnx^ 4 ff#W»|R«»E Lfco #rffi%£-fe^-f H~ 

HS^A^f n □ ^ ^MiC Tim ( 

3 6 7mg) £#fco 
#f)HfcS# (2 4 0mg) CON, N-^> F (8ml) \£Wi 

1 H-^>7HJ TV-;v- 1 -^f ;v**v h V fcfny vV***->7 A = 
A^rf7;Un^X77- h (666mg, 1. 2 8 mm o 1) > WPJ7 
V-;l/-l-t-^ (1 7 3mg, 1. 2 8mmol) , N-xW>fy^n 
bf;VT5 > (0. 595ml, 3. 4 1 mm o 1 ) , &TO-ffcT ^^E- 1 ? A (9 
lmg, 1. 7 1mmol) SriPX-gfiKT 9 ^Mfll^b^o fcftlfe 

%htltzmm*x-9 S-fr (8ml) K»#U cci-r**^^*^- h V 

*A (30mg, 0. 79mmol) £iP*.fc 0 RJ&m&b*£M.KX 1 ftfflft 
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^-v I 72/ 



mtt&W (1 1 8mg, 0. 4 2mmol, 42%) Lr#fCo 
[0 2 4 3] 

1H-NMR (4 0 0MHz, C D C 1 3) £ : 4 . 97 (1H, d, J=6. 6 
Hz), 6. 27 (1H, d, J=6. 6Hz), 6. 91-7. 06 (3H, 
m), 7. 87 (1H, dd, J =9. 4, 1. 6 Hz) , 8. 81(1 H, s 
) . 

mp : 1 6 2- 1 6 4V. 
MSm/z : 2 8 3 (M++H) . 
[0 2 4 4] 

##M 3 2 : 2- f (2. 5 - v-7;V^-n -7 -6- 
(1. 3 -^t»V7 >- 2 Jk) bf'jyv 

[0 2 4 5] 
Ift4 1] 



[0 2 4 6] 

r;v=r>#H^;T. 2-rn*-6- (1, 3-v ? i^V7>-2-'f;v) tf 

V y > ( 2 . 7ml, 24. 8mmol) ©fh7tK075> (20ml)I 
tK^T^ V 7*n if ^ $/ >)A^n'j F«fh9tKD77 ( 2 

. 0M, 12. 4ml, 24. 8mmol) IfiCT3 W#Lfe 

o u^^feMl:, MT2, 5 -y7;^n^>X7il'ft K (2. 7ml, 
2 4. 8mmo 1) ^iTlt, lfif^l:#filtl 6H#HI*#L;fco R 

>:SSxf^=4 : i«FWSPJ:f3#3t^®*«JBbjft«Lr, tRSBft^ (2. 

90g, 9. 8 9 mm 0 1 , 40%) SrlSS'feflM^SCi: LT#fc 0 
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^-v : 73/ 



[0 2 4 7] 

1H-NMR (400 MHz, CDC 1 3) 8 4. 09-4. 21 (4H, m) 
, 5. 43 (1H, d, J =4. 4Hz), 5. 90 (1H, s), 6. 11 ( 
1H, d, J =4. 4 Hz) , 6. 87-6. 95 (1 H, m) , 6. 99-7 
. 05 (1H, m) , 7. 10-7. 15 (1H, m) , 7. 23 (1H, d, 
1 = 7. 8Hz) , 7. 48 (1H, d, J=7. 8Hz), 7. 72 (1H, 
t, J =7. 8 H z) . 
MSm/z : 2 9 4 (M++H) . 
[0 2 4 8] 

3 3 : 1- L3_z (tert-yf)l/y7W)W^ry) 7°P bf;Vl 

[0 2 4 9] 
[ft 4 2] 



[0 2 5 0] 

CCfcfcv*^ ^'Jy>-2-t> (5. OOg, 5 0. 5mmol) Ox 
b7tK077 Vi§ffi (2 0 0ml) fc„ Xmfol- V V V A (60 2 . 

2 2 g, 5 5. 6mmo 1 ) £^0 < *)M?Ltz^ Mi&T?3 B$BSfct$Lfc«, Kfc 

(3-rn^eyn^Jrv) - t e r t-7f;^f^y7> (14. lm 
1 , 6 0. 6mmo 1 ) , iSitfN, N-v^^fWA7 5 K (20ml) £ 

Mz-tz&, m^ABmmwLfzo KmmK^im^tz^ ^if;K-iffiL 

RsBtx^=2 : l»tfl«R«fcOW^ll*ablilU ^fBtt^ (6. 4 4g, 2 

3 . 8 mm o 1 , 4 7%) £#frfettM#fcfitfc lTHf: 0 

[0 2 5 1] 

1H-NMR (400 MHz, CDC 1 3) 5:0. 05 (6H, s), 0. 89 




0 
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s> : 74/ 



(9H, s) , 1. 7 4- 1. 8 5 (6H, m) , 2 . 3 6 (2H, t, J=6 
. 0Hz) , 3. 2 7-3. 3 2 (2 H, m) , 3. 3 9 -3. 4 3 (2H, m 
) , 3. 6 5 (2H, t, J =6. 3Hz) . 
MSm/z : 2 7 2 (M++H) . 
[0 2 5 2] 

3 4 ! T3- (t e r t -7'f;vy^ ±jkv !i jk±jc y 

) -7°ntf;t/l e^'jy>-2-t> 
[0 2 5 3] 
[ft4 3] 



[0 2 5 4] 

t;v^>#h^;t> -7 8t^^Tl- [3- (tert-rwvf;i/ 
y'J;l/t^ry) 7°U\d)W] \£mi?>-2-*> (5 4 2 mg, 2. 0 0 mm o 
1) Qff7t KD7 7>iI (5ml) Cter t-7*f;V'Jf7A (1. 5 
0M^>?« 1. 4 0ml, 2. lOmmol) tiTUft, - 78D 
tl 5^fWU; 0 R£*:f h^/W^^^Af'jyn^ K (1. 1 
6 g, 2. 4 Ommo 1 ) <£>x h7li Kn7 7>II (5ml) «rflllx.;fc^ 3 
0#KWb^^'b-4 0t$T^i:#SU; o -4 or-e^^^X^inx./^ 

y-ssLi/V ? J*? u-?Y?7 y j -izftL, ^**r> :g^x.-f- 

;V=2 : 3'MlftJ: ^#7^®£^ftU Mffift^ (7 2. 8mg, 0. 2 0 
8 mm o 1 , 10%) ^m^m^M t tt#^ 0 
[0 2 5 5] 

1H-NMR (400 MHz, CDC 1 3) d : 0 . 05 (6H, s), 0. 89 
(9H, s) , 1. 7 4 - 1. 8 8 (3 H, m) , 2. 18-2. 32 (3H, 
m), 3. 28-3. 48 (4H, m) , 3. 65 (2H, t, J=6. 1Hz 




fflfJE# 2004-3069437 
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) , 4. 53-4. 5 7 (1H, m) . 
MSm/z : 3 5 0 (M++H) . 
[0 2 5 6] 

[0 2 5 7] 
[It 4 4] 



[0 2 5 8] 

1 -e#^ 2 - [ (4-^nn7x-;l/) -l, 4- 

y7;v^-n^>-tf> (2 4 Omg, 0. 7 9 3mmo 1 ) £ (2 0ml 

) K^lilU v^n^^y-^ (0. 11ml, 1. Ommol) Mv77 
l/VFiJ-n-yf;l-*^^7> (2 5 Omg, 1. Ommol) %1]\lz.tz 

(0. 2 2ml, 2. lmraol) Wy7/>f l/>I>'J-ii-7fil' 
(5 0 0mg, 2. 08mmol) *M?Ltz^ T;Vrf >#H^T\ 
1 4B#f H ^iiafcM»SL/co &J£?££;&<$?^ «ffiMtT#7 > ^^%*v , ;*r;v 
^7^77^- Kt^:^if;p=3 0 : 1) izxmmLs fi-feg|# 

2%) Z&&m$ibLxmzo 

[0 2 5 9] 
H£ : 107-109 "C. 

iH-NMR (400 MHz, CDC 1 3) d : 0 . 92-1. 08 (1 H, m) 
, 1. 08-1. 22 (1 H, m), 1. 22-1. 50 (3 H, m), 1. 6 
0-1. 75 (3H, m) , 1. 7 5- 1. 8 8 ( 1 H, m) , 2. 37 (1H 
, brd, J = l 2. 5Hz), 2. 48-2. 62 (1 H, m), 4. 44 ( 
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^- S J : 76/ 



1H, d, J = 7. 6Hz) , 6. 6 8-6. 8 0 (1 H, m) , 6. 86-6 
. 95 (1H, m) , 7. 30 (2H, dm, J=8. 6Hz) , 7. 38-7 
. 52 (1H, m) , 7. 49 (2H, dm, J = 8. 6Hz) . 

tcX&Bt : C19H19C 1 F2O2S : mmUL : C 5 9. 29 ;H4. 98 ;ci 9 

. 2 1 ; F 9 . 87 ; S8. 33. HfflMiS :C59. 1 1 ; H 4 . 93 ;C1 9 
. 18 ;F9. 82 ; S8. 49. 
[0 2 6 0] 

^MM 2 : 4- f (4-^007x^)1/7;^-^ n^v^-ji/) 2L±ik 

[0 2 6 1] 
Mb 4 5] 



CI 

[0 2 6 2] 

##M2tW:4- (4-^no7x-;^H-;v^f;i/) e'Jy> (70 
mg, 0. 2 6 lmmo 1) v^o^>^y-;V (4 9 // 1, 0. 53 8mm 
o 1) iJilf^ry^f l/>h'J-n-rf;v*^*9V (1 2 9mg, 0. 5 
38mol) OHVx> (5ml) MWLZT ;V^>#ffljO\ 3QRIiDl^X%b 
7to Miai^SI^ KJE*-v*n^y*y-;v (4 9/£ 1, 0. 538mm 
o 1) ^iCFvT^^f l^>h'J-n-7*f;^^*7> (1 2 9mg, 0. 5 
3 8mol) fcifllx., ^ <b lCT;v^>#H^,T> 2 2 8#HlHl3k«iftLfco Mffl£ 

^OYf^V'f-CtU Mtv:RHif^ (=2 : 1) ^fflfiijff: 
#ffi*«EE«Mf U SHEffrg* (7 7mg, 8 8%) *fifel#fcU^ 0 # 




0=S=0 




ffif£#2 004-3069437 



#02 003-187796 



77/ 



[0 2 6 3] 

ffl>& : 133-135 *C. 

iH-NMR (4 0 0MHz, CDC 1 3) $ : 0. 92-1. 08 (1 H, m) 
, 1. 44-1. 83 (6 H, m), 2. 33-2. 45 (1H, m), 
2. 78-2. 90 (1 H, m) , 3. 88 (1H, d, J = 1 0. 3 H z) , 
7. 03 (2H, d, J = 5. 1Hz), 7. 32 (2H, d, J=8. 6 
Hz), 7. 43 (2H, d, J=8. 6Hz), 8. 46 (2H, d, J = 
5. 6 H z) . 

Ttmfrffi : Ci 7 H 18 c 1 no 2 s : mmm : c 6 0. 80 ;H5. 40;cii 
0. 56 ;N4. 1 7 ; S 9 . 55. mmiU :C60. 7 6 ;H5. 44 ;ci 
10. 68 ;N4. 20 ; S9. 61. 
[0 2 6 4] 

HWJ3 : 4- r (4 uuy .x.-ji/x;vfr~;i/) {± Y g Kn £z > - 4 
j*^;H bf'Jv> 
[0 2 6 5] 
Mb 4 6] 



CI 

[0 2 6 6] 

2 4 - (4-^0071"^;^^^^) }£*)i?> (7 0 

mg, 0. 2 6 lmmo 1 ) > T h7t Kntf? 4 - *->l/ (5 1 ^ 1 , 0 
. 5 3 8 mm o 1 ) £ <t Vis T J * f~ Vy b V - n - * 9 > (12 9 
mg, 0. 5 3 8mo 1) (5ml) jgfcfc 7;V=r*>#B^CT\ 3H 

IWHnlfe«ittt3to ga£T?*fr*P8K MCf h7tFnf7>-4-t-;i/ ( 
5 1^ 1, 0. 5 3 8mmol) iJi^jy^f l/^hy-n-W^^ 
5> (129mg, 0. 5 3 8mo 1) tii, $ kKTJVa^^H&T. 2 2 




o=s=o 




mfE#2 004-3069437 
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^-v : 78/ 



= 1:2) m^t&m (6 5mg, 71%) 

[0 2 6 7] 

»j£ : 2 0 8 - 2 0 9r. 

1H-NMR (400 MHz, CDC 1 3) a : 1. 22-1. 42 (2 H, m) 
, 1. 60-1. 75 (1 H, m), 2. 30-2. 40 (1 H, m), 

2. 78-3. 01 (1H, m) , 3. 41 (1H, td, J = 1 1. 7, 2. 
4Hz) , 3. 51 (1H, td, J = ll. 9, 2. 0Hz), 3. 80- 

3. 93 (1 H, m) , 3. 87 (1H, d, J = 8 . 6Hz), 3. 98- 

4. 06 (1H, m) , 7. 00-7. 12 (2H, m) , 7. 30 (2H, d 
, J = 8. 8Hz) , 7. 43 (2H, d, J=8. 6Hz), 8. 47 (2H 
, d, J = 5. 4 H z) . 

MS (m/z) : 3 5 2 (M++H) . 
[0 2 6 8] 

mrnm 4 : 4- r (i-^z/V)v\£^i -jy-4-4)v) (4-^qd7x^ 

[0 2 6 9] 
[ft 4 7] 



CI 

[0 2 7 0] 

2 4 - (4-^OD7x^^WfJV) tfU^V (7 0 

mg, 0. 261mmol) , l-^^y?;v-4-*'-* (10 3m 




o=s=o 
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i-v : 79/ 



g, 0. 5 3 8mmo 1) & XlF'sT S * b'J-n--/f ;l/*^*7> ( 

129m g, 0. 538mol) <D Y )V*-> (5ml) mWL*T )V^s%m%T 

, 3 s mummm l fc 0 * t^sp^ a&is v )v e ^ y v > - 4 

-^--;V (1 0 3 mg, 0. 53 8mmo 1 ) £ «£ ^/T ^ ^ t V V h'J-n- 
y^JlsfrXfr^y (129m g, 0. 538mol) *MtL, Z hhz.T )Vzfy% 
m%T, 2 2B#F^»m^EL^ 0 Ifif^m K&«*WE*»L;fco 

'.mttrvi' (=1 : io) ^mzfrm*mm.mi>tz 0 nbtttzm 

A3) t:tSSL, llfM^tJ (4 0mg, 3 5%) ^7^77»iat 
[0 2 7 1] 

iH-NMR (400 MHz, CDC 1 3) <5 : 1 . 21-1. 37 (2H, m) 
, 1. 49-1. 70 ( 1 H, m), 1. 92-2. 01 (1H, m), 

2. 03-2. 14 (1H, m) , 2. 25-2. 35 (1H, m), 2. 52 
-2. 65 ( 1 H, m) , 2. 79-2. 85 ( 1 H, m) , 2. 90- 

3. 00 (1H, m) , 3. 47 (2H, s) , 3. 86 (1H, d, J = 

8. 1Hz) , 7. 02-7. 12 (2H, m) , 7. 2 0-7. 3 8 (7 H, 
m) , 7. 43 (2H, d, J=8. 5Hz) , 8. 45 (2H, d, J = 
5. 4Hz) . 

HRMS (FAB) : C24H26O2N2C 1 S (M++H) tU 

wmm : 4 4 1 . 1404. mmm : 4 4 1 . 1 3 8 7 

[0 2 7 2] 

£MM5 : 4- r (4-^nn7x^M;^^;H ( l ±Jk^H2 2 >- 
[0 2 7 3] 



ffitE*l# 2004-3069437 
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mm 2003-187796 



^-v : 80/ 




CI 



[0 2 7 4] 

2 -C#7t 4 - (4-?nn7x^;^i^^iMfJV) tfVy> (70 
mg, 0. 2 6 1 mm o 1) , 1 -^f-;vtf^9 v> - 4 -Or — fr (6 2^ 1 , 
0. 5 3 8mmo 1 ) £ i tf*/T J * ^ V> h 'J - n — f^n/*^? > (6 2 
^ 1 , 0. 5 3 8 m o 1 ) <7) h )Vx.y (5ml) 'MWL^T )\<^>W-W%T , 3 0 
m-hmmm L fc 0 ^3 T^ip^ RjSm lc 1 - ^ ^ ;nf ^ v y y - 4 - * - )V 
(6 2 // 1, 0. 5 3 8mmo 1) ^^i/J/^f UVf'J-n-W*^ 
(12 9mg, 0. 5 3 8mol) £#nx^ £ &~ T^^^B^T^ 2 

2B#^jjpiis^L7t 0 i-ast^m ufc e %btLtzm&% 

: 5 0) ^m^i «9#^®*MEE^Lfc 0 '&htttzmm.*is i &m.Vf?u'?Y 

7*774- (7fc/7-feh~H; ^/^<^^»^fffl) terras u ma 
(3 lmg, 3 3%) Lr#fc 0 nhfltzm^^^y - 

[0 2 7 5] 

luS : 176-177 t:. 

iH-NMR (400 MHz, CDC 1 3) d : 1. 22-1. 38 (2H, m) 
, 1. 50-1. 68 (1 H, m), 1. 88-1. 99 (1 H, m), 
2. 00-2. 10 (1H, m), 2. 25 (3H, s) , 2. 30-2. 40 
(1 H, m) , 2. 50-2. 63 (1 H, m) , 2. 74-2. 83 (1H, 
m), 2. 89-2. 95 ( 1 H, m) , 3. 86 (1 H, d, J =8. 3 
Hz) , 7. 08 (2H, d, J=4. 6Hz) , 7. 30 (2H, d, J = 
8. 6Hz) , 7. 44 (2H, d, J=8. 6Hz) , 8. 46 (2H, d, 
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#M 2003-187796 



81/ 



J=5. 6Hz) . 

imfrtix : Ci 8 h 2 iC 1 n 2 o 2 s : mmm : c 5 9. 25 ;H5. 80;ci9 

. 72 ;N7. 68 ; S8. 79. Hlfl-fft :C59. 0 0 ;H5. 76 ; C 1 9 
. 75 ;N7. 6 1 ; S 8. 77. 
[0 2 7 6] 

H»J6 : 2- r r (4-»on7x-jV) ±±2 ~ (2. 5-V7MQ7x 
~jv) 2LfL>k] 

[0 2 7 7] 
[it A 9] 



[0 2 7 8] 

##M3tr#7t2- [ (2, 5-^7^n7x-;v) - t: Kn * i/ * 
tfVv> (8 8mg, 0. 4 0mmol) ^^b^-^--^(2. 0ml) 

)VAT^Y (5ml) fcflWHU A-^uu^y^y-f-^r-)V (7 9mg, 0. 
5 5mm o 1) fc^M* U *A (2 26mg, 1. 64mmol) fcMfg^B^; 
TiHx.T5 0"CT?l«FlB*^L7to »&8t*M* >^^;wc~r 
;v (5 0ml) fcinix^ tftfc^fcl^fcafcJcTMfcofco *«i*5tBfc^^*> 

V : fj=&i?-/i,= 1 0 : 1) KffrU llfEft^ (1 2 8mg, 9 2%) *«MK 
[0 2 7 9] 

iH-NMR (400 MHz, CDC 1 3) d : 5. 89 (1H, s), 6. 80 
-7. 27 (7H, m) , 7. 38 (1H, d, J=7. 6Hz) , 7. 48 ( 




mfE#2 004-3069437 
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"*--S> : 82/ 



1H, m) , 7. 6 5 (1H, m) , 8. 6 3 (1H, m) . 
MSm/z I 3 4 8 (M++H) . 
[0 2 8 0] 

7 : 2- r r (4-^nn7x^V) ±_±] - (2. 5-y7^P7x 

[0 2 8 1] 
Mb 5 0] 



[0 2 8 2] 

##00 4 t?#7t 2 - nn- (2, 5-^7)Vtn7x^;l/) ^ -3 
-^fiHf'Jy>t|I (9 4mg, 0. 3 2 mm o 1) <D*J * ^)ls*)V A T 5 
K (5ml) 4-^no^y^f>f-t-^ (7 0mg, 0. 4 9mmo 

1) tM^'^A (2 6 5mg, 1. 92mmol) ^iffi^Ti£t5 
0 °Ctr 1 B$H*#Lfco KBWLZM^t -rrmm^, v^^;vjc-t-;v (50m 

f;v=l0 : l) teffrU aUB-fb^fe (103mg, 89%) ^rft^SiiLT 
[0 2 8 3] 

1H-NMR (400 MHz, CDC 1 3) 5:2. 21 (3H, s) , 5. 87 
(1H, s) , 6. 77 (1H, m) , 7. 00-7. 19 (5H, m) , 7. 
36 (1H, m) , 7. 45 (1H, m) , 8. 45 ( 1 H, dd, J = l. 2 
, 4. 8Hz) . 

MSm/z : 3 6 2 (M++H) . 
[0 2 8 4] 
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^-v*. 83/ 



mmm 8 : 2- r r (4-»nn7x^) ±±] - (2. 5-y7^o7x 

[0 2 8 5] 
[ft 5 1] 



[0 2 8 6] 

###J6-C#fc2- [ (2, 5-y7Wo7x^iV) -hFn^y^fiV] 
v> (2 3 5mg, 0. 5 3mmol) Srtt^*-^/ (2. 

Omi) »lt<7)i;^f;v*;vA7 5 K*Jn*.i 6B#^m^L 

l^y^f;v*^7U' (10ml) tcvf M U 4-^nn^4?>f if-* 
(2 17mg, 1. 5mmol) fc^^U^A (828mg, 6. Ommol 
) «:M^#H^TSnx.T 5 0 "Ctr 1 ISHMtJSLfco EJB%L*W§l* X^mk^, 

(5 0mi) £jnx., cifi^yKtma±M^m^tzo ^mm 

74- (A^t> : ttxf ;v = 1 0 : 1) fcffrU fUffrft^ (2 9 0mg, 
8 0%) Zthms&tLX&tio 
[0 2 8 7] 

iH-NMR (4 0 OMH z, CDC 1 3) 8 \ 2. 31 (3H, s), 5. 82 
(1H, s) , 6. 80-7. 0 (3H, m) , 7 . 1 5 (2H, d, J = 8. 
8Hz) , 7. 16 (1H, m) , 7. 21 (2H, d, J = 8. 8Hz) , 7 

. 45 (1H, m) , 8. 45 (1H, d, J =5. 6Hz) . 

MSm/z : 3 6 2 (M++H) . 
[0 2 8 8] 

H«!i9 : 2- T T (4-^nn7x^) -^1 - (2. 5 -V7 )V±u 7 j. 
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[0 2 8 9] 
[<fc5 2] 



i 




[0 2 9 0] 

##00 9 "C#7t 2 - [ (2, 5-y7;Ho7x^;l/) -tKn^^^f;!/] 
-3-n+yf'Jy> (2 5 1mg, 1. Ommol) «f» (2. 
0ml) lc»»L^H, ttli©y^f;^;U7 5 Kfcflllx-l 6f$W£K$L 

t^v>^f;i/*;K7 5 K (10ml) iZiUMLs 4 n n^>-tf 
(2 8 9mg, 2. Ommo 1 ) t»'J")A (1 . 1 0 g, 8. Ommo 1 

) zmmmm%Ti)nz-X5 o°c^immMWLJ-z 0 Km-m^m.utxmm^, 
(5 0mi) zm*., ^K^tim^MjKxm^tzo ^mm 

£ mm.-* 7 * v * A -e|£^ t ^ MEET mm 1 £ 0 ^y'J*Wnvf^7 
(^^r-9-> \ Wm.^)\y= 1 0 : 1) K#U fUffilt^ (2 5 6mg, 

5 8 %) Jtwvmnt LT#/c 0 

[0 2 9 1] 

1H-NMR (4 00 MHz, CDC 1 3) d : 3. 77 (3H, s), 6. 25 
(1H, s) , 6. 82 (2H, m) , 7. 15 (2H, d, J=8. 4Hz) 
, 7. 10-7. 20 (2H, m) , 7. 25 (2H, d , J=8. 8Hz) , 
7. 5 2 (1 H, m) , 8. 2 4 (1 H, m) . 

MSm/z : 3 7 8 (M+ + H) . 
[0 2 9 2] 

1 0 : 3-T'j;v^-^v-2- r r f4-»PD7x-;i/) - (2 



tti!E#2 004-3069437 



!&m 2003-187796 



^-v: 85/ 



[0 2 9 3] 
[ft 5 3] 




[0 2 9 4] 

##^ll0t#/:3-7'J^t^y-2- [ (2, 5 - y'7Wn 7 
-fcKn^r^f/l/] e'Jy> (3 7 0mg, 1. 3 3 mm o 1 ) ^tikil?-*- 
;v (2. 0ml) £»flFLfc&^ Mf(7)y^f;^;H7? K*Jn*. l 6 0# 

o i«^y^f**;VA7 5K (10ml) U 4-^nn^>4£> 

ft-JV (2 17mg, 1. 5mmo 1) fcj&Bfej&'J ?A (8 2 8mg, 6. 0 
mm o 1 ) *a^#H^TU0x.T 5 0 1 HBjjBfLfco SJ5S*liaSl?^ 
mmz, yxfjvx-fJl' (5 0ml) fciJDx^ i ft*;fcfc<&5foA*fc!fcT*o 

v^77^- :S£M^;v=i 0 : l) fctfU Mffift^ (2 5 

6 m g , 6 8%) £#Ptfc% L T#£ 0 
[0 2 9 5] 

1H-NMR (400 MHz, CDC 1 3) d : 4. 46 (2H, m), 5. 24 
(1H, d, J = 10. 6Hz) , 5. 28 (1H, d, J = 17. 2Hz), 
5. 90 (1 H, m) , 6. 29 ( 1 H, d, J = 1. 2Hz), 6. 82 (2 
H, m) , 7. 15 (2H, d, J = 8. 4Hz) , 7. 0 6-7. 2 0 (2 H 
, m) , 7. 24 (2H, d, J=8. 4Hz) , 7. 50 (1H, m) , 8. 
2 4 (1 H, m) . 
MSm/z : 4 0 4 (M++H) . 
[0 2 9 6] 

mi&m 1 1 : 3- r r (4-»pp7x^) ±±\ - (2. 5-^7^07 



ffiliE# 2004-3069437 
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^-v: 86/ 



3,^)1/) ifuyv 

[0 2 9 7] 
[<b5 4] 




[0 2 9 8] 

1 1 -C&fc 3 - [ (2, 5-^7WD7x^;i/) -HFn^y^f^ 
] tfij^v (8 7mg, 0. 3 9mmol) iMft-^ (1. 0ml) 

*^A7 5K (5ml) izmmL, 4 n n^>^>^^--;v (8 4mg, 0 
. 5 8mmo 1) *A (323mg, 2. 3 4 mm o 1 ) £Mli#H 

(5 0mi) *m?L, ^MyKtmm^MjKx-m^tz 0 ^mmzmm-??* 

-9-> :SSx^=i : l) fctfU SSBBft^ (1 3 lmg, 9 6%) 
[0 2 9 9] 

1H-NMR (400 MHz, CDC 1 3) $ : 5. 73 (1H, s) , 6. 84 
-6. 96 (2H, m) , 7. 18 (2H, m) , 7. 19 (2H, m) , 7. 
15-7. 22 (2H, m) , 7. 71 (1H, m) , 8. 49 (1H, d d, 
J = l. 6, 4. 8Hz) , 8. 58 (1H, d, J=2. 0Hz) . 
MSm/z : 3 4 8 (M++H) . 
[0 3 0 0] 

1 2 : 5- r f U-»no7xJ:jl/) g^J - (2. 5-y7MP7 



ffifE#2 004-3069437 
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^-v : 87/ 




[0 3 0 2] 

#f^Ji2t#/:5- [ (2, 5 -v-7;l/*n-7^-;v) -t Kndfy^f;i/ 
] li'J<y> (1 1 lmg, 0. 5mmo 1) 4:*^* — ;V (1. 0ml) &C 

5 K (5ml) CML> 4 - ^ n n^y-tfy (I08mg 
, 0. 7 5mmo 1) fc^t&tfV^A (4 1 4mg, 3. Ommol) £M## 

(5 0ml) fcflnx., £*L*2kfc*&ft£ffi**Ci5feofco OTW*«B**^ 

^•9-> : ftgfei^=4 : l) fc#u «1Bft^fc*ra^fc'&»<0i&#» (2 

0 2mg) *«ftt*JttLT#^o 
[0 3 0 3] 

1H-NMR (400 MHz, CDC 1 3) d I 5. 66 (1H, s), 6. 96 
(2H, m) , 7. 17-7. 34 (5H, d) , 8. 70 (2H, s) , 9. 
0 9 (1 H, s) . 
MSm/z 13 4 9 (M++H) . 
[0 3 0 4] 

m.m®\ 1 3 : 2- r r (4-^an7x^;l-) 2Jk^Jk2 - (2. 5-y'7JV 
[0 3 0 5] 



miJE^ 2004-3069437 
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IK5 6] 




[0 3 0 6] 

«#!16Ti#fc2- [ [ (4-^nn7i^V) - (2, S-v^/U* 

uy^-)V) ;*^;v] tfv >^ (l 2 Omg, 0. 3 4 5mmol) W^;- 
;v (12ml) -b-tV ^7'VMfc^TV ; e-^AEg*3Bl» (80mg) £ 

iJPx., 3 0 %iSIMfc;fcfc>fc (6m 1) £#Dx.T, 2 4 BfTO^L/Zo £ EifcifcK 
£ 6^Lt, ; ^O^m^xmmt^m (9 6mg, 7 3 %) 

[0 3 0 7] 

1H-NMR (400 MHz, CDC 1 3) 8 \ 5. 93 (1H, s), 6. 87 
-7. 00 (2H, m) , 7. 28 (1H, m) , 7 . 3 7 (2H, d, J=8 
. 8Hz) , 7. 53 (2H, d, J=8. 8Hz) , 7. 60 ( 1 H, d, J 
= 8. OHz) , 7. 71 (1H, m) , 8. 00 (1H, m) , 8. 59 (1 
H, m) . 

mp : 1 7 1 - 1 7 2*0. 
MSm/z : 3 8 0 (M++H) . 

%Mfr%r : C18H12C 1 F2NO2S :mmm: c, 56. 92 ;h, 3. is; 
N, 3. 69 ; s, 8. 44 ;ci, 9. 33 ; F, 10. 00. mmfe : c, 

56. 76; H, 3. 19; N, 3. 77 ; S, 8. 55 ;C1, 9. 27 ;F 
, 10. 0 2. 

[0 3 0 8] 

^Mffl l 4 : 2 - r r (A -z dp7 2Jk^=Jk} - (2. ^jjyjk. 

[0 3 0 9] 

ffl§E# 2004-3069437 
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Mfc 5 7] 




[0310] 

§y&m 3 tmm.(oum^ * *k ^»j7-e#^2- t [ (4-^n7x^ 

;v) -^*] - (2, 5-v7;vtD7x-;i/) ^tf'h/>i 

5 : 1) U flffift-^ (3 5mg, 3 5%) *iEfe#t^ H H H h LT#fc 0 
[0 3 11] 

1H-NMR (400 MHz, CDC 1 3) 8 : 2. 36 (3H, s), 6. 18 
(1H, s) , 6. 89-7. 02 (2 H, m) , 7. 17 (1 H, m) , 7. 
37 (2H, d, J=8. 4Hz) , 7. 46 (1H, d, J=7. 2Hz) , 
7. 53 (2H, d, J =8. 4Hz), 8. 06 (1H, m), 8. 53 (1 
H, d, J =4. 0 H z ) . 
mp : 1 4 2 - 1 4 3°C. 

ytmfttir: C19H14C 1 F 2 N0 2 s : SiHI : c, 57. 94; H, 3. 58 
;n, 3. 56 ; s, 8. 12 ;ci, 9. oo ;f, 9. 65. mwm : c, 

58. 03; H, 3. 66; N, 3. 78 ; S, 8. 12 ;C1, 9. 13 ;F 
, 9 • 5 9. 

[0 3 12] 

mum 1 5 : 2- r r (4-^pp7x^v) *;u*~jh - ( 2 . 5-vy)v 

[0 3 13] 
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: 90/ 



Hfc5 8] 



p 




[0 3 14] 

1) 2- f r f4 -^nn7x^^) ±£j - (2. 5-j;7^^P7x^ 
*?-;H - 5 =i2L±jk^ LI ^> 

[0 3 15] 
Mb 5 9] 



[0 3 16] 

##00 5 -e#7t 2 - [ (2, 5-y7/^D7x^;V) -tFn^y^fji/] 
-5-^fiVf'Ji;> (12 5mg, 0. 5 3mmol) (1. 
0ml) KmffiLfzmz, ftflao^fWAT? K&flnAl 4B#ra»#L 

l*y7f;V*M7 5 K (5ml) tcfllHBU 4-^nn^>^f>f ^-^ ( 
1 1 5mg, 0. 80mmol) t%m.%VVA (438mg, 3. 1 8mmo 

i) zmm&mftTMZ-xs ov-eimmmwLtzo m.jBm^m.tx^mmz 
y (50mi) z.tizfrtmm'kM.fr'vm^tzo &m 

:l^m^^;v= 1 o : 1) fc#U llfS-fb^ (l 2 Omg 
, 6 6%) ZMlkmMtLxmzo 
[0 3 17] 
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mm 2003-187796 



^-v* : 91/ 



iH-NMR (400 MHz, CDC 1 3) 812. 29 (3 H, s), 5. 83 
(1H, s) , 6. 8 0- 6. 9 3 (2H, m) , 7. 16 (2H, m) , 7. 
20 (2H, m) , 7. 28 (1H, m) , 7. 43 (1H, m) , 8 . 4 1 ( 
1H, d, J = 0. 8Hz) . 
MSm/z 13 6 2 (M++H) . 
[0 3 18] 

2) 2- r r (4-»na7x-Jl/) ZJkl£=zJk\ - (2. 5 - 7 Ji/ * p 7 j- 

^] - (2, 5-V7HQ7i^) - 5 v y 

y 2i «J U JUfMfc^ ( 9 1 m g , 7 3%) £«L#f-#t H H H t LT#^o 
[0 3 19] 

iH-NMR (4 0 OMH z, CDC 1 3) £ : 2. 33 (3H, s), 5. 89 
(1H, s) , 6. 88-7. 01 (2H, m) , 7. 37 (2H, d, J = 8 
. 8Hz) , 7. 4 8 - 7. 5 6 (2 H, m) , 7. 53 (2H, d, J=8. 
8Hz) , 7. 99 (1H, m) , 8. 42 (1H, s) . 
mp : 1 5 9 - 1 6 0 °C. 

7C*$3**f: C19H14C 1 F 2 N0 2 S : Sftfig : C, 5 7. 9 4 ; H, 3. 5 8 

; N, 3. 56 ; s, 8. 1 2 ; c 1 , 9. 00 ; f, 9. 56. mmm : C . 

57. 8 8 ; H, 3. 6 1 ;N, 3. 68 ; S, 8. 27; CI, 9. 11 IF 
, 9. 7 0. 

[0 3 2 0] 

%mm 1 6 : 2 - r r (4-»pp7x^) z^M= Jk\ - (2. s-^jp 

[0 3 2 1] 
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^-v: 92/ 



Ute o] 




[0 3 2 2] 

;v) ^^-] - (2, 5-v7;vtn7i-^) -4-^f;vi;'Jy>J: 

3 : 1) U }HfMfc^rt> (1 4 Omg, 9 5%) ^IMfe B H at#/: 0 
[0 3 2 3] 

1H-NMR (400 MHz, CDC 1 3) 8 : 2. 36 (3H, s), 5. 88 
(1H, s), 6. 88-7. 02 (2 H, m), 7. 09 (1H, d, J = 5 
. 2 Hz) , 7. 37 (2H, d, J = 8. 8 Hz) , 7. 41 (1H, m), 
7. 52 (2H, d, J=8. 8Hz) , 7. 97 (1H, m) , 8. 43 (1 
H, d, J = 5. 2 H z ) . 
mp: 116-117 °C. 

Ttm^-m: C19H14C 1 f 2 no 2 s : sunt : c, 57. 94; h, 3. 58 

;n, 3. 56 ; s, 8. 12 ;ci, 9. oo;f, 9. 65. m$m : c , 

57. 8 0 ;h, 3. 66; N, 3. 72 ; S, 8. 29 ;ci, 9. 05 ;f 
, 9. 7 1%. 

[0 3 2 4] 

mMM 1 7 : 2 - r r (4-»no7x^ - (2. 5-^7^ 

jrU7^~)\s) *±J[/\ -3 - * 
[0 3 2 5] 
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^-^ : 93/ 



[ft 6 1] 

i 




[0 3 2 6] 

h»h 1 3 1 mm^m^ x <o , %mm 9 -e#^ 2 - [ [ (4-^n7x^ 

;v) f-^-] - (2, 5-77^o7x-;v) - 3 -* h ^vbf' ; V> 

ilJ^ftU ^^y-;v=fc WifSHU ilfflft^ (7 1mg, 8 7%) £«i 

[0 3 2 7] 

1H-NMR (400 MHz, CDC 1 3) d : 3. 72 (3H, s) , 6. 62 
(1H, s) , 6. 9 0-7. 0 4 (2H, m) , 7. 09 (1H, m) , 7. 
24 (1H, m) , 7. 35 (2H, d, J = 8. 8Hz) , 7. 53 (2H, 
d, J=8. 8Hz) , 8. 18 (1H, m) , 8. 30 (1H, m) . 
mp : 184-185 °C. 

ytmfttit : C19H14C 1 F2NO3S : SLUilft : C, 55. 6 8; H, 3. 44 
; N, 3. 4 2 ; S , 7. 8 2 ; C 1 , 8. 65 ;f, 9. 27. mmm : C , 
55. 6 8; H, 3. 45; N, 3. 60 ; S, 7. 98 ;C1, 8. 74 ;F 
,9.2 3. 

[0 3 2 8] 

mmm l 8 : 3-T'J;i/a-*V-2- r r (4-^nn-7^-;M zJk^Jkl 
- (2. 5-v7JVtn7x^;v) 
[0 3 2 9] 
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[it 6 2] 




[0 3 3 0] 

mm 1 3 hmktoismKx. q . mmm i o tw^ 3 -ru /u***>- 2 - [ 

[ (4-^DD7x^V) -^^] - (2, 5-77)VtD7x-jl/) tf 
'Jv^ilJMU y *9 ISJMfc IT, SSffift^ ( 1 3 5 m g , 8 0 

[0 3 3 1] 

iH-NMR (400 MHz, CDC 1 3) 8 I 4. 38 (1H, m) , 4. 46 
(1 H, m) , 5. 29 (1H, dd, J = 1. 2, 10. 4 H z) , 5. 35 
(1 H, dd, J = 1. 2, 17. 2 Hz) , 5. 93 (1 H, m) , 6. 68 
(1H, s) , 6. 91-7. 04 (2H, m) , 7. 08 (1H, m) , 7. 

22 (1H, dd, J=4. 8, 8. 4Hz) , 7. 34 (2H, d, J = 8. 

8Hz) , 7. 53 (2H, d, J=8. 8Hz) , 8. 17 (1H, m) , 8 

. 3 1 (1 H, m) . 

mp : 119-12 OX;. 

7c3f#*f: C21H16C 1 F2NO3S : wmm : c, 57. 87; H, 3. 70 

;N, 3. 2 1; S, 7. 36 ;C1, 8. 13; F, 8. 72. HfflHii : C, 
57. 9 0; H, 3. 7 5 ; N, 3. 37 ; S, 7. 51 JC1, 8. 2 0 ;F 
, 8. 7 3. 

[0 3 3 2] 

%WH 1 9 : 3 - r T (4-^nD7x-^) - (2. 5-zS?)]/ 

[0 3 3 3] 
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^-y: 95/ 




[0 3 3 4] 

mmm 1 3 t is]*<7>/7&c £ «9 > mmm 1 1 3 - [ [ (4-^n7x 

f-*] - (2, 5-y7Wn7x^) tf'JyVi^IU 
y'j*^v^oYh^77^-ia^l (^\^r-9-> : I^J=-^-^= 4 : 1) b 
, lllfl^t? (1 1 8mg, 8 6%) &&fe$M*fifcLT*#;fco 
[0 3 3 5] 

1H-NMR (400 MHz, CDC 1 3) $15. 68 (1H, s), 6. 91 
-7. 07 (2H, m) , 7. 34 (1H, m) , 7. 40 (2H, d, J = 8 
. 4Hz) , 7. 57 (2H, d, J = 8. 4Hz) , 7. 76 ( 1 H, m) , 
8. 04 (1H, m) , 8. 53 (1H, d, 1=2. 0Hz) , 8. 59 (1 
H, m) . 

mp : 130-131 1). 

7clt^#f: Ci 8 h 12 c 1 f 2 no 2 s : mmu : C, 5 6. 9 2 ; H, 3. 18 
; N, 3. 69 ; s, 8. 4 4 ; c l , 9. 33 ;f, io. oo. mwm : c 

, 56. 87; H, 3. 16; N, 3. 74 ; S, 8. 5 1 ; C 1 , 9. 34; 
F, 1 0. 0 0. 

[0 3 3 6] 

mmm2 o : 4- r r (4-»nn7x^) x^^m - (2. 5-^7^ 

[0 3 3 7] 
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: 96/ 




[0 3 3 8] 

##00 1 8 -C#£ 2 , 5 - -Jy^Oru 7x-;v- 4 - fcf y ? y -;v (7 
5mg, 0. 34mmol) ^^<b^^^;i/ (1. 0ml) ^^L/c^c, 

^iS^v^-^r-9->^inx.-c$ h^mmLfzo z<Dm&Z*J* f;v*W75 K ( 
5mlMc}MU 4-^nn^yryft-;v (7 4mg, 0. 5 1mmol 
) ^m^V^A (2 8 1mg, 2. 04mmol) ^a^H^TSnxT 5 0 
< C-eiB#TO#L^o R^t^liStT-MiC, y*xf^x-f^ (5 0ml 

(l 2ml) -b^eu ^T-^m^rv^^^ AfflTfc^ 

(6 0mg) ^jJDi, 3 0 %M^Hfc7ftit7}c (6 m 1 ) £Jnx.T, 6 5B#P H m#L 
fco at>^:^fxf-;i/ (8 0ml) £2jnx-, tK, I^P^^X^^- L*i 0 *7K 

nvf^7^ :^m^;v=4 : i-i : i) fiSLtiiajb 

(5 1mg, 3 9%) $«bl*^^^-;VJ; f9SM^LT^#^ B % 

[0 3 3 9] 

1H-NMR (4 0 0MHz, CDC 1 3) 5:5. 64 (1H, s), 6. 91 
-7. 06 (2H, m) , 7. 40 (2H, d, J=8. 0Hz) , 7. 45 ( 
2H, d, J=4. 8Hz) , 7. 58 (2H, d, J=8. 0Hz) , 7. 7 
0 (1H, s) , 8. 6 1 (2H, d, J=4. 8Hz) . 
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mp : 1 2 6- 1 2 7t. 

Ttmfrffi: ci 8 hi 2 c 1 f 2 no 2 s : wmm : c, 56. 92; h, 3. is 

; N, 3. 69 ; s, 8. 4 4 ; c 1 , 9. 3 3 ; F, 10. 00. mmm : c 

, 56. 66; H, 3. 16; N, 3. 83 ; S, 8. 58 |C1, 9. 32; 
F, 9. 9 9. 

[0 3 4 0] 

MMM 2 1 : 5 - T T (4 uuy x;i^^;vl - (2. s-y-7;v 

[0 3 4 1] 
[ft 6 5] 



[0 3 4 2] 

mmmi 3 tiwi^^^j; 19, mmmi 2-e#^5- [ [ (4-^nn7x 

- (2, 5-/7JVtn7i^) tf'J5y>j;f)^L 
„ ^Vxr^fu^yifyy-i-bzXVmM : Wp&t^^= 5 : l) 

U SW&ffr&W (7 1 m g, 8 7%: JR^i±##M 12©5- [ (2, 5 -v7 
;^n7i-JV) -fc Kn^y^ tf^y^i^ Xg) Sr*Hfctt^S fc 

[0 3 4 3] 

1H-NMR (400 MHz, CDC 1 3) d 5. 65 (1H, s), 6. 93 
-7. 10 (2H, m) , 7. 43 (2H, d, J=8. 8Hz) , 7. 61 ( 

2H, d, J = 8. 8Hz) , 7. 73 (1H, m) , 8. 90 (2H, s) , 

9. 2 1 ( 1 H, s) . 
mp : 1 3 6- 1 3 7D. 

Ttmfrffi: C17H11C 1 F2N2O2S C, 5 3. 6 2 ;h, 2. 9 
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1 ; N, 7. 36 ; S, 8. 42 ICI, 9. 31 ;F, 9. 98. nWM I C 
, 53. 64; H, 2. 8 3; N, 7. 44 ; S, 8. 61 ;C1, 9. 34; 
F, 9. 9 6. 

[0 3 4 4] 

2 2 : 3 - r r (4-^nP7x^;v) - (2. 5-y7;vin7 

-4-^Ka^y»n^>'-2-t> 
[0 3 4 5] 
lit 6 6] 



[0 3 4 6] 

2, 5-^7;vtn^>X7;VftK (10 9/^1, lmmo 1) , 4-HK 
o^^^y'J> (1 6 2mg, lmmo 1) , 4-^nnf t7x/-)V (14 
4. 6mg, lmmo 1) ©x^y-^ (4ml) »*i:Sffl^ (6 0 

mg, lmmo 1) fctTV v> (8 0. 5^1, lmmo 1) SriDX-T 2 4 ff&HW 

ft (3 4 5mg, 80%) * &&mfct LT#fc 0 
[0 3 4 7] 

iH-NMR (400 MHz, CDC 1 3) d : 6. 16 (1H, s), 6. 95 
-7. 12 (3H, m) , 7. 2 4 -7. 2 7 (1 H, m) , 7. 27 (2H, 
d, J = 8. 8Hz) , 7. 32 (1H, t, J=7. 6Hz) , 7. 43 (2 
H, d, J=8. 8Hz) , 7. 56 (1H, m) , 7. 94 (1H, dd, J 
= 1 . 6, 7. 6 H z) . 
mp *. 146-147 tJ. 
MSm/z : 4 3 1 (M++H) . 
[0 3 4 8] 




ffif£#2 004-306 9 437 
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%mm2 3 : 3- r r (4-^nn7x-;v) zJk&=Jk\ - (2. 5-^ 

- f r (4 P Q7x-Jl/) XJkJL^ikJ - (2. 5-^7^/^07x^)1/) 

10 3 4 9] 
Mfc 6 7] 




[0 3 5 0] 

3- [ [ (4-^nn7i^) - (2, 5-y*7^tn7x-;l/) ^ 

-4-t Kn^v^npf ^-2-*> (1 1 8mg, 0. 27 4mmo 1 

) <D^y**y-* 9J-n> (l o : l) IIi:ifit*2 N h v ^f;vv'j ;vy7 

V* (7)^^-9- (0. 4 1ml, 0. 8 2 2 mmol) fc^Mrfcill*., 

(12ml) K'MffiL, 3 o %^mt7)my^ (6ml) „ -b 
yT*>m^T>^e^7 AEtK^P^ (6 Omg) ^iJO^-T, 2 0B#W*#Lfc 
o KBWLKmm^^ (5 0ml) SriPxT, Cfr^Tfc, mn£Mfc^ffi&Lfz 

nvf^77^- (^3r+>-> : WWLz-i-fr= 5 : 1-3 : l) t*Lt, 

ttlfc^tf (2 2mg, 17%) Btt^ttt, t^Steft^ (9. Omg, 
7%) l^t^^^m^^TaWi: LTifCo #ItMWiNOE ( 
nuclearOverhausereffect N $i$r — ^ I 7"9 ;? — SftJft) 



£B|£#2 004-3069437 
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*u^y-vym±(D6 t^cNOE #mm ztitzztfrb, ww&i 

tf£3- [ [ (4-^nn7x^V) - (2, 5-y'7HD7x 

3- [ [ (4-^nn7x-^) - (2, 5 -i?7Hn7 

[0 3 5 1] 

1H-NMR (400 MHz, CDC 1 3) 8 : 4. 13 (3H, s), 6. 39 
(1H, s) , 6. 88 (1H, m) , 6. 98 (1H, m) , 7. 3-7. 4 
(2H, m) , 7. 43 (2H, d, J=8. 8Hz) , 7. 58 (1H, m) 

, 7. 70 (2H, d, J=8. 8Hz) , 7. 73 (1H, m) , 8. 09 ( 

1 H, m) . 

mp I 178-17 9*C. 

Ttmfrtir: c 2 3H 15 c 1 f 2 o 3 s :mwm: C, 57. 9 3; H, 3. 17; 

S, 6. 7 2 ; C 1 , 7. 43 ; F, 7. 97. HUfit : C , 5 7. 5 9 ; H, 
3. 14 ; S, 6. 85; CI, 7. 52 ;F, 8. 0 1. 
[0 3 5 2] 

1H-NMR (400 MHz, CDC 1 3) a : 4. 23 (3H, s), 6. 54 
(1H, s) , 6. 89 (1H, m) , 6. 96 ( 1 H, m) , 7. 41 (2H 

, d, J=8. 4Hz) , 7. 4-7. 46 (2H, m) , 7. 63 (1H, m 

) , 7. 73 (2H, d, J=8. 4Hz) , 8. 02 (1H, m) , 8. 14 
(1H, d d, J = l. 6, 8. 0Hz) . 

mp : 1 6 2- 1 6 3TC. 

FAB-MS ! 4 7 7. 0 3 6 6 (C23H16C 1 F2O5S t It, fHH* : 4 7 
7. 0 3 7 5). 

[0 3 5 3] 

mnm 2 4 : 2- r r (4-»na7x^) ±±] - (2. 5-^tP7 
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[0 3 5 4] 

me 8] 




[0 3 5 5] 

##$Jl 3T?#/c2- [ (t e r t - 7^^y*^;vt^y) - (2, 5 
-y7^tn7x^) - 1 1 H-^>vM 5 f (2 

04mg, 0. 545 mm o 1 ) KhV "7 ;i/ n H-gg (2 . 0ml) SriJPx., 3 
O^F»i:tIjfl/;„ RMt«)ETi«L, ««Elcy*^-9-V*JniL $ «b 
i:iETIll/: 0 Cicr>^^^b^^^;v (1. Oml) KvtfifU lfgcov 

(5. 0ml) Kit^U 4 - ^nn^>-tf>^^--;lx (1 1 8mg, 0. 82 
mmo 1) , 8tWt*VV& (4 5 lmg, 3. 2 7mmo 1) £3jnx.-C, 5 0 "C 
1?2fWa^l^ 0 ^Si^SL/cCO^, xf;vx-f;v (6 0ml) £#nx_ 

= 10:1-5:1) 1?iSLT, tRIBfl;^ ( 1 9 5 m g, 89%) «r^fe^ 
[0 3 5 6] 

1H-NMR (400 MHz, CDC 1 3) 8 : 3. 67 (3H, s), 5. 91 
(1H, s) , 6. 8 7-6. 9 3 (2 H, m) , 7. 19 (2H, d, J=8 
. 8Hz), 7. 27 (2H, d, J=8. 8Hz), 7. 2 5 - 7. 3 3 (3 
H, m) , 7. 60 (1H, m) , 7. 85 (1H, m) . 
MSm/z : 4 0 1 (M++H) . 
[0 3 5 7] 

mtE4# 2004-3069437 



#02 003-187796 ^-v : 102/ 

m&m2 5 : 2- r r (4-»on7x^) ±±3 - (2. r-^^d? 

2L±ik3 - l-^fJV-5-»DO-lH-^y^ 
[0 3 5 8] 
Mb 6 9] 




[0 3 5 9] 

##0H1 4-C#7t2- [ (t e r t-^f^y*iV^W^v) -(2,5 
-^7Wn7x-ji/) -i-^f;v-5-^DD-iH--f^Y- 
;v (4 0 4mg, 1. 1 3 mm o 1 ) Cf'J y)V^ru^m. (10ml) 
3HraSS}:tI^Lf:o ^«**ET»«U ^fc^tf-^-frVSriniLS G> 
CiJITi«L/:o i^S*Sjtft-;V (2. 0ml) Ki&fSU liOv 
^f^*M7 5 K£iDx.> lSi:tl 70#P H m^L7^o SJ£&£«JETa&*§L 

(5. 0ml) K?#$j=U 4 ttn^>-b?>^-;v (2 4 4mg, 1. 6 9 
mmo 1 ) , J£M# U (9 3 6 nig, 6. 7 8mmo 1 ) ^iit, 5 0 °C 
T-2B^ra^L7t 0 ^^-eJ&SLfc (6 0ml) 

= 10:i-5:i) tiSLt, $CfBlfc^ (1 9 5mg, 8 9%) 
[0 3 6 0] 

1H-NMR (400 MHz, CDC 1 3) S : 3. 57 (3H, s), 5. 67 
(1H, s) , 6. 8 9 - 6. 9 5 (2 H, m) , 6. 97 (1H, s) , 7. 
20 (2H, d, J=8. 4Hz) , 7. 21 (2H, d, J = 8. 4Hz) , 
7. 5 4 (1 H, m) . 



miE# 2004-3069437 
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: 103/ 



MSm/z I 3 8 6 (M++H) . 
[0 3 6 1] 

mmm 2 6 : 2- r r (4-»nn7x^) ±±] - (2. s-v^v^n? 

[0 3 6 2] 
[ft 7 0] 



[0 3 6 3] 

1 5 2 - [ (2, 5-y7^07x-;V) -tKn^y^tf;l/ 

] f77-;V (3 4 8mg, 1. 5 3mmo 1) *Mft-^ (1. 5ml) 

£ «JET*8i t , \z*jar**yy*lBkZhK m±Tmm L o £ v 
ifWATn* (10. 0ml) K*#j£U 4-^on^yft-)V ( 
3 3 2mg, 2. 3 mmo 1 ) „ BB.* *7 A (845mg, 6. 1 2 mm o 1 

) *2rax."t\ 5 ort2B$F«tto ^3 L/c xf^x-f;v 

(6 0ml) *inx.T. *fc^it!fcfc*Cifei£Lfco ?#^^te7jc«^^^^^ 

**t> : ftSt*-*-^ l o : l - 6 : l ) «Lt, WMit^ ( l 3 0 m g 

, 2 4%) *«6fe«rtW»JtfcL-C#fco 
[0 3 6 4] 

1H-NMR (400 MHz, CDC 1 3) 8 I 6. 04 (1H, s) , 6. 90 
-7. 06 (2H, m) , 7. 22 (2H, d , J=8. 4Hz) , 7. 30 ( 
2H, d, J = 8. 4 Hz) , 7. 15-7. 35 (2H, m), 7.76 (1 
H, d, J =3. 2Hz) . 
MSm/z : 3 5 4 (M++H) . 



F 




ttt8E#2 004-3069437 
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[0 3 6 5] 

$k1fcm 2 7 : 2- f r (4-^nD7x-]V) ±±] - (2. S-y7^P7 

^ik) 2LfJk] - l- (4-^^y7x-;i/) -iH-^^7-;i/ 
[0 3 6 6] 

Hb7 i] 



[0 3 6 7] 

##M1 6-C#7^2- [ (t e r t -7 Y * y*;Kf-^t^y) - (2, 5 
-y'7WD7x-jV) -1- (4-^f^y7x-jV) - 1 H->f ^ 

^V-;V (6 6 7mg, 1 . 6 mm o 1 ) KYV -7)l<*uffl^ (1 Oml) *M 

£<bK^ffiTii&iL7to i^M^^-fb^^"^ (2. Oml) fcfcfiSU lSf 

U' (5. Oml) MU 4-?nn/0*m-^ (3 4 7mg, 2. 
4mmo 1 ) , (1. 3 2 g, 9. 6 mm o 1 ) SrflDx-T, 50t 

t2HfWU; 0 IfiitfetLfcO*., xf^x-f;i/ (6 0ml) fciqjt 

= 10:i-5:i) tilLt, OfcfiftLTmBft-frtt (5 3 

5 m g , 7 5%) SrafrfetmH t LTftfe 0 
[0 3 6 8] 

1H-NMR (400 MHz, CDC 1 3) d : 3. 86 (3H, s), 5. 57 
(1H, s) , 6. 8-6. 9 (3H, m) , 6. 91 (2H, d, J=8. 4 



MeO 
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Hz) , 7. 00 (2H, d, J=8. 4Hz) , 7. 06 (2H, d, J = 6 
. 8Hz) , 7. 11 (2H, d, J=6. 8Hz) , 7. 16 (1H, s) , 
7. 8 1 (1 H, m) . 
MSm/z : 4 4 3 (M++H) . 
[0 3 6 9] 

%Wft 2 8 : 2- r r (4-^DP7x^) XjVfr^jk] - (2. 5_zz>LZik 
tn?x^;M jj±jk] -l-^fjV-lH-^>v^^r/-;v (Hi^IlAJ 
##2- r r (4-^nn7x-;M *;i/7W— /H - (2. 5-y'7^n7 

[0 3 7 0] 
[ft7 2] 




[0 3 7 1] 

2 4 2 - [ [ (4-^no7x^) ^^-] - (2, 5-y7^ 

tn7i^v) - l - l H-^>vM 5 (I9 0mg 

, 0. 4 7 4mmol) ©^^/^ (12ml) j&ftK, tt'JWSAT 
^AfflTfOO^ (60mg) *Jn*.. 3 0 %»HMbtt3R3fc ( 6 ra 1 ) *l)Uz_ 
1 7NF^#b^o SJeSJtJcM^^^ (6 0ml) £Sn*.> £*L*;!kfcS& 

Lfc 0 iMv9*^^nv>^77^ (^-tf-v : H^^-;v=6 : l- 

4 : 1) Tif^LTs Hmmt^m (ft#fcA) (4 8mg, 2 3%) ££W<§. 
tLX, mmt^m (ft&mB) (23mg f 12%) fcefeHttfcLT&fco 
[0 3 7 2] 



ttiiE#2 004-3069437 
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1H-NMR (400 MHz, CDC 1 3) 513. 90 (3H, s), 6. 14 

(1H, s) , 6. 9-7. 1 (2H, m) , 7. 2 6-7. 4 2 (3H, m) 

, 7. 39 (2H, d, J = 8. 8Hz) , 7. 46 (2H, d, J = 8. 8H 
z) , 7. 81 (1H, d, J=8. 0Hz) , 8. 16 (1H, m) . 
mp : 213-2 14t. 

jtmft-tif : C21H15C 1 F2N2O s : mitrtlL : c, 58. 27; H, 3. 49 
;n, 6. 47 ; s, 7. 4 1 ; c 1 , 8. 1 9 ; F , 8. 78. mMiU : c , 

58. 0 8 ;h, 3. 62; N, 6. 53 ; S, 7. 35 ;C1, 8. 10 ;F 
, 8. 7 4. 

[0 3 7 3] 

1H-NMR (400 MHz, CDC 1 3) 813. 35 (3/2 H, s), 3. 
78 (3/2H, s) , 5. 52 (1/2H, s) , 5. 57 (1/2H, s) 
, 6. 78-7. 1 (2H, m) , 7. 2-7. 4 (7H, m) , 7. 76-7 
. 9 5 (2 H, m) . 
mp : 130-131 "C. 

FAB-MS : 4 7 7. 0 6 4 6 (C 2 lHi 6 C 1 F 2 N 2 0 S t LT, ft#1fi : 4 
7 7. 0 6 4 0). 
[0 3 7 4] 

Hifcfll 2 9 : 2- r r (4-»pn7x-;u) 7>;vfr-;H - (2. 5-^7^ 
tP7x^;v) ^^;vl - i-^f;t/-5-7np-iH-^f/-;v 
[0 3 7 5] 
[^7 3] 




[0 3 7 6] 
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HifeflJ 2 5 -C#fc 2 - [ [ (4-^OD7x^V) - (2, 5-y7;v 

tnyx^ji/) - l-^f;v-5-^nD-iH-^^v-^ (14 

lmg, 0. 37mmo 1) <7)^^7-;V (1 2ml) -b^Uyr/f 

■^ry^^Amim^} (6 0mg) zo%^mkim-fc (6 m 1) & 

#nx.T, 6 4B#r B m^b7 t c 0 K^m^mm^^ (6 0mi) *snx.> .rtL^Tk 

rMIL/c 0 ift^^-^/^MJMt^-ti-T, ^IMb^ (1 0 3mg, 6 7 
%) ^iMfelHtf/Co 
[0 3 7 7] 

iH-NMR (4 0 0MHz, CDC 1 3) d : 3. 71 (3 H, s), 5. 88 
(1H, s) , 6. 9 3 - 7. 0 8 (2 H, m) , 7. 03 (1H, s) , 7. 
4 3 (4 H, s) , 7. 9 8 ( 1 H, m) . 
mp: 179-180 V. 

ytmfrffi: C17H12C 1 2F2N2O2S : mmm : c, 4 8. 9 0 ; h, 2. 9 
3;n, 6. 71 ; s, 7. 68 ;ci, 1 6. 9 9 ; F, 9. 11. $mtf& : 

C, 48. 9 0; H, 2. 93; N, 6. 77 ; S, 7. 80 ; C 1, 17. 0 
2 ; F, 9 . 19. 
[0 3 7 8] 

Hife®l 3 0 : 2 - r r (4-^no7x^) - (2. 5--J7)V 

[0 3 7 9] 
Ift7 4] 




[0 3 8 0] 

^Jfefll 2 6 2 - [ [ (4-^nn7x-;v) - (2, 5-^7;!/ 
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tn7x^) t+Jlt"] f7V-^ (1 2 4mg, 0. 3 5 mm o 1 ) <D* 9 J 
-/U (6. 0ml) i&ifcK:^ ^V^^Ib^TV^-^Affl^jfW (3 0mg 
) SrTJDx., 3 0%5§m^7K*7K (3ml) £flP;LT, 1 5B^F«^t^o £U£$£ 
&;@f=m^^ (6 0ml) SrSnx., - tt^7Ki:l&fP^7K-e^ L£ 0 

B^fc^^rT, WRAt&W (9 lmg, 6 7%) ^lfeet|ttt#/; 0 
[0 3 8 1] 

1H-NMR (400 MHz, CDC 1 3) 8:6. 21 (1H, s), 6. 92 
-7. 08 (2H, m) , '7. 41 (2H, d, J=8. 8Hz) , 7. 45 ( 
1H, d, J=3. 6Hz) , 7. 56 (2H, d, J=8. 8Hz) , 7. 8 
6 (1H, d, J=3. 6Hz) , 7. 94 (1H, m) . 
mp : 163-164 °C. 

7c#3^f: Ci 6 Hi 0 C 1 F 2 N0 2 S2 : SiHI : c, 4 9. 8 1 ; H, 2. 6 

1 ; N, 3. 63 ; S, 16. 62 ;C1, 9. 19 ;F, 9. 85. H$!tf4 I 

C, 4 9. 9 8 ; H, 2. 6 1 ; N, 3. 7 7 ; S, 16. 60 ;C1, 9. 2 
5 ; F, 9. 8 7. 
[0 3 8 2] 

1 : 2 - r r (4-»nn7x^;i/) - (2. b-Vy)V 
3rW7x.-)V) ^-f-;vl -1- (4-^ f^y7x-ji/) - 1 H - d ^ £ Znik 
[0 3 8 3] 



[0 3 8 4] 

^WJ2 7T'#7t2- [ [ (4-^no7x^) - (2, 5-^7;!/ 



[Ib7 5] 




ffi|iE# 2004-3069437 



#M 2003-187796 ^- v I 109/ 

tD7x^JV) -1- (4-^F^>7x^) -lH-^v^^ 

V*-;V (1 1 8mg, 0. 2 7mmo 1 ) <T)*9 S-fr (1 2ml) jgffiH, -fc 
^ij^y^T^^-^AIZgTKfP^ (6 0mg) fclHIx.* 3 0 %jfiBtffc2Ka$3k 
(6ml) *iPx.T, 6 4^Wa^t^o EUBmzW&LX-T & (60ml) 

»«**ET»«Lfco itt^^^Z-^^^^^b^-^-C, aUB^fc-Mfe (7 6 
m g , 6 0%) ZM&mjiM! t LXntZo 
[0 3 8 5] 

iH-NMR (400 MHz, CDC 1 3) 8:3. 89 (3H, s), 5. 83 
(1H, s) , 6. 9 3 - 7. 0 5 (4 H, m) , 6. 97 (2H, d , J=8 
. 8Hz), 7. 01 (2H, d, J =8. 8Hz), 7. 38 (2H, d, J 
= 8. 8Hz) , 7. 41 (2H, d, J=8. 8Hz) , 8. 15 (1H, m 
) • 

mp I 1 5 0 - 1 5 1T2. 

ytmfrffi: C23H17C 1 F2N2O3S : wmfe : c, 5 8. 1 3 ; h, 3. 6 
l ; n, 5. 9 o ; s, 6. 7 5 ; c l, 7. 4 7 ; F, 8. oo. mmm: C 

, 5 8. 0 9 ; H, 3. 5 1/, N, 5. 9 9 ;S, 6. 88; CI, 7. 4 8; 
F, 8. 0 6. 

[0 3 8 6] 

mmm3 2 : b-»pp-2- r (2. s-y7^n7x^-4-b:u n>k 

[0 3 8 7] 
Mb 7 6] 




[0 3 8 8] 
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##^18^2, 5-y7^D7x-^-4-e'J v;v^ (2 

2 lmg, 1. 0 Ommo 1) <7)v>^no^^> (10ml) feftLK^ 0°CKX 
Y 'Jxf;V7 5 > (0. 279ml, 2. 0 Ommo 1 ) , %.\t^1gAk* 9 > * 
(o. 116ml, 1. 5 0 mm o 1 ) £iJD;i> MMLfcX 3 mffl&W L 

^?S«r*EaWfiU7to #<btL7t^ON, N-y^fJV^M7 5 
K (10ml) ###!| 1 7 5 - 9 n n - 2 - tf U v V^*- tl> ( 

145 mg, 1. OOmmol) > ^X'BM^ U ^ A ( 1 6 6 m g , 1. 20 

mmo i) *jp£, matw-c2«Fiw«#Lfeo Bu^m^-mi-wm^^^mx., 

:^ixf;v=i 7 : 3?#mg&J: ^#^M£Mffi^StU U^At%m (2 
6 7mg, 0. 7 7 mmo 1, 7 7%) ^fWHtUt 
[0 3 8 9] 

iH-NMR (4 0 OMH z, CDC 1 3) 8 : 6. 52 (1H, s), 6. 92 
-6. 98 (1H, m) , 6. 9 9- 7. 0 6 (1 H, m) , 7. 48 (1H, 
dd, J =8. 5, 0. 7Hz), 7. 17-7. 23 (1 H, m) , 7. 34 
(2H, d, J=6. 1Hz) , 7. 47 (1H, dd, J = 8. 5, 2. 4H 
z) , 8. 33 (1H, dd, J=2. 4, 0. 7Hz) , 8. 54 (2H, d 
, J =6. 1 H z) . 
MSra/z : 3 4 9 (M++H) . 
[0 3 9 0] 

mmm 3 3 : 5-^0-2- r (2. ^-vy^^u-? ^=.)v- a-\£^V)v 

[0 3 9 1] 
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[0 3 9 2] 

5-^ no- 2- [ (2, 5 - v 7 ^ t d 7 xx;v - 4 - 1' V f ;v) s f- 
*] e'JyV (2 3 9 mg, 0. 6 8 mm o 1 ) <0*9J-)\s (6ml) 
> 0°CKXjr*V > (ft U + h 3>^ 0, 7> b\ 2K 

HS O5 • KH S O4 • K2S O4) (631mg, 1. 03mmo 1) <7)tK (12 

mi) mm.iuux.tzo Kfcm.-£m*mwLKx 3 ummwLtzi^ V9uu**> 

yMV/oif;l/x-fJK:t^t, fclfcU mffit&to (6 7mg, 0. 18 
mmol, 2 6%) *&&B3fcb LT#f: 0 
[0 3 9 3] 

iH-NMR (400 MHz, CDC 1 3) 5:6. 44 (1H, s), 6. .96 
-7. 08 (2H, m) , 7. 48 (2H, d, J = 6. 3Hz) , 7. 70- 
7. 77 (1H, m) , 7. 79 (1H, dd, J=8. 3, 2. 2Hz) , 7 
. 84 (1H, dd, J=8. 3, 0. 7Hz) , 8. 61 (2H, d, J = 6 
. 3Hz) , 8. 67 (1H, dd, J=2. 2, 0. 7Hz). 
Anal. Calcd for C17H11C 1 F2N2O2S I C, 5 3. 6 2; 
H, 2. 9 1 ; F, 9. 98; N, 7. 36 ; S, 8. 42. £g$Mt I C, 5 3 
. 5 5 ; H, 2. 8 7 ; F, 10. 1 0 ; N, 7. 40 ; S, 8. 55. 
MSm/z I 3 8 1 (M++H) . 
[0 3 9 4] 

MMffl 3 4 : 4- f r ( 4-^on7x-;i/) ^j^jv] (2. 5-y7Ji/d- 
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[0 3 9 5] 
lit 7 8] 



°to a 

[0 3 9 6] 

##Mlt?#7t2- [ (4-^nn7x^) -1, 4- 

y'7;VtD^>-1f> (2 0 0mg, 0. 661mmo 1) Wfh7th*n-4 
H-tf?>-4 (0. 13ml, 1. 3 6 mm o 1) (l 0 

ml) fci&S?U yT;^fl/>h'J-n-7*f;V^^7> (3 3 0mg, 1 
. 3 7mmo 1) SrJjPx.fcft, T/l/rf^BHtCT, 1 4 ft ffl;bn?&ji2fE L/Co RJ© 
$£$t<£^ yTy^fV>HJ-n-7*W^*7> (2 0 0mg, 0. 8 
2 9mmo 1) *Mz.tz'&, T)Vlywm%T, 1 4 ftHfln&«»t L,fc 0 KJS&ift 

&Mfo*&fz 0 %hfotz&&mfo*^**ryKxmw*\^, muibk® (157m 

g, 0. 4 0 6mmol, 6 1%) ^fifet*tlt§/; 0 
[0 3 9 7] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 28-1. 48 (2H, m) 
, 1. 71 (1H, ddd, J=25. 3, 11. 7, 4. 3Hz), 2. 37 
(1H, brd, J = 1 2. 7 Hz) , 2. 70-2. 88 (1 H, m), 3. 
40 (1H, td, J = 1 1. 7, 2. 5Hz), 3. 50 (1H, td, J = 
12. 0, 2. 2Hz), 3. 91 (1H, dm, J = ll. 2Hz), 4. 0 
2 (1H, dm, J = ll. 7Hz) , 4. 46 (1H, d, J=8. 8Hz) 
, 6. 6 8- 6. 8 0 (1 H, m) , 6. 8 8 -6. 9 8 (1 H, m) , 7 . 3 
1 (2H, d, J=8. 5Hz) , 7. 3 6-7. 4 5 (1 H, m) , 7. 49 
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(2H, d, J =8. 5H z) . 
mp: 150-152 1C. 
MSm/z : 3 8 7 (M++H) . 

Anal. Ca led for Ci 8 H 17 C 1 F 2 0 3 S : C, 5 5. 8 9 ; H, 
4 . 43; CI, 9. 16 ;F, 9. 82 ; S, 8. 29. Hifflflt : C , 5 5. 
64; H, 4. 27; CI, 9. 4 1 ; F, 9. 89 ; S, 8. 28. 
[0 3 9 8] 

3 5 : 4- f f (4-»nn7x^jv) 2Jk2&=iM C2. 5_zz^LZJk± 

£ h 2 ^ Knft g g > 

[0 3 9 9] 
[ft 7 9] 

°to a 

[0 4 0 0] 

##Mlt#/:2- [ (4-^nn7x-Jv) -1, 4- 

y'7iVtn^y-if> (5 0 0mg, 1. 6 5mmo 1) ItFMil 9t#/:r 
b7tFnft^7>-4-t-;v (4 0 0mg, 3. 3 8mmo 1) 
y (2 0ml) fciMBU V7y^fV>h'J7tt-^W^*9> (8 0 0 
mg, 3. 3 1mmol) fcimiLfcfk T^^B^CF, HMDillt 
fc 0 v7^fl'>F'J-n-7'fm^7^ (4 0 0mg 

, 1. 6 6mmol) *Sn*.fcflL 7*=r>*MKT. 1 4l*ninf*««Ufco 

■^-fcffrU :^^f-;i/=l 5 : i*m«BJ: «3W^lB*«EE*jli 

iI£-ifcfcT«:i£U 8»Bft£4fc (4 0 4mg, 1. OOmmol, 6 1%) £6 
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[0 4 0 1] 

iH-NMR (400 MHz, CDC 1 3) * : 1. 47 (1H, ddd, J = 2 
3. 4, 10. 0, 3. 3Hz), 1. 68 (1H, ddd, J=25. 0, 1 
1. 4, 3. 3 Hz) , 2. 13 (1H, dm, J = l 1. 4Hz), 2. 50 
-2. 78 (5H, m) , 2. 82 (1H, td, J = l 2. 8, 2. 6Hz) 
, 4. 47 (1H, d, J =7. 3 Hz) , 6. 72-6. 82 (1H, m), 
6. 9 0- 7. 0 0 ( 1 H, m) , 7. 3 1 (2H, d, J=8. 8Hz) , 7 
. 4 0 - 7. 6 0 (1 H, m) , 7. 49 (2H, d, J = 8. 8Hz) . 
mp : 1 5 0 - 1 5 2 °C. 
MSm/z : 4 0 3 (M++H) . 

Anal. Calcd for C I8H17C 1 F2O2 S 2 I C , 5 3. 6 6 ; H 
, 4. 2 5 ; C 1 , 8. 80;F, 9. 43 ; S, 15. 92. : C , 5 

3. 5 2 ; H, 4. 21 ;C1, 9. 0 0 ; F, 9. 54 ; S, 15. 88. 
[0 4 0 2] 

Hifcfll 3 6 : 4- r r (4-»pd7i>ji/) 2Jk±=Jkl (2. 5-^7^ 

) TtXTA- f r (4-^nn7x-;i/) 2Jk&=Jkl (2. 5-y7MQ7x 
^Jkl t+lA Th7bKnf-ttf7'/-1-t^yK (HEME A) 

[0 4 0 3] 



[0 4 0 4] 

4- [ [ (4-^no7x-;v) (2, 5-^7;vtn7x^;i/ 

) f >7t Knf^tf5V (3 6 Omg, 0. 8 9 3mmo 1) 



Kfc8 0] 
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nn^V (15ml) *#TfcT 3 nnMifH (3 2 

Omg, 1. 85mmol) Zll\\Z-fz 0 ISCtl 4 B#TO#?lL 

ffiifS-U WBBAt&toA (1 8 7mg, 0. 4 3 0 mm o 1 , 4 8%) ^fife©* 

ttr#^ 0 ^no^>:^y-ii/=5o: i^ffig|U<9#*::fr 

M4:«SBE2ft«StT, *IfMfc^#JB (#H41£A) (UttffB) <D 

(v^ nn ^ y-;v= 8 0 : 1 ) t:tMiSl^t> # 

A) (fiffitt) (78mg, 0. 19mmol, 21%) *fiM*iU, I 
IMb^-t/B (Htt#3) (ESflgte) (6 9mg, 0. 17mmol, 19%) £ 

[0 4 0 5] 

iH-NMR (4 0 0MHz, CDC 1 3) d I I. 85-2. 00 (1 H, m) 
, 2. 18-2. 35 (2H, m) , 2. 68-2. 91 (2H, m) , 2 . 9 
8-3. 10 (2H, m) , 3. 10-3. 28 (2H, m) , 4. 54 (1H 
, b r d, J =7. 1 Hz) , 6. 74-6. 90 (1 H, m) , 6. 94-7 
. 06 (1H, m) , 7. 33 (2H, d, J=8. 7Hz) , 7. 35-7. 
55 (1H, m) , 7. 49 (2H, d, J=8. 7Hz) . 
mp I 2 4 5-2 4 8t. 

jtmftffi'- CigHiyC 1 F2O4S2 : 3SMt : C, 4 9. 7 1 ; H, 3. 9 4 
; C 1 , 8. 1 5 ; F, 8. 74 ; S, 14. 7 5. mMiU : C, 4 9. 3 8; 
H, 3. 8 7 ; C 1 , 8. 50 ;F, 8. 8 6 ; S, 14. 62. 
[0 4 0 6] 
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iH-NMR (400MHz, CDC 1 3) 8 \ I. 76 (1H, brd, J = 1 

3. 4Hz), 2. 18 (1H, ddm, J=25. 4, 12. 5Hz), 2. 

3 2 -2. 7 0 (4H, m) , 2. 7 4-2. 9 0 (1 H, m) , 2. 98 (1 
H, dm, J = 14. 0Hz), 3. 09 ( 1 H, dm, J = 14. 4Hz), 

4. 53 (1H, d, J = 7. 3Hz), 6. 72-6. 86 (1 H, m), 6 
. 9 0 - 7. 0 2 (1 H, m) , 7. 32 (2H, d, J-8. 5Hz) , 7. 

4 0 - 7. 6 0 ( 1 H, m) , 7. 49 (2H, d, J=8. 5Hz) . 
mp : 255-256 "C. 

%m$~tJt : Ci8H 17 c 1 F2O3S2 : iHf : c, 51. 6 1 ; H, 4. 09; 

C 1 , 8. 4 6 ; F , 9. 07 ; S, 15. 3 1. mWHU : C , 5 1. 5 1 ; H 
, 4. 04 ;C1, 8. 69 ;F, 9. 1 5 ; S, 15. 20. 

[0 4 0 7] 
fl^M (Htt#B) 

iH-NMR (4 0 OMH z , CDC 1 3) 811. 42 (1H, ddm, J=2 
2. 3, 11. 7Hz) , 1. 92 (1H, ddm, J = ll. 7, 11. OH 
z), 2. 14-2. 27 (1 H, m) , 2. 66 (1H, td, J = 1 2. 2 
, 2. 7Hz), 2. 70-2. 90 (3 H, m), 3. 10-3. 24 (1H 
, m) , 3. 3 2-3. 4 4 (1 H, m) , 4. 49 (1H, d, J = 8. 1H 
z) , 6. 7 2 - 6. 8 5 (1 H, m) , 6. 9 0-7. 0 2 (1 H, m) , 7 
. 32 (2H, d, J=8. 5Hz) , 7. 3 4-7. 5 0 (1 H, m) , 7. 
4 8 (2 H, d, J =8. 5H z) . 
mp : 1 8 4- 1 8 7*C. 

%mfr%t: C18H17C 1 F2O3S2 : ifti : C, 5 1. 6 l ; H, 4. 09; 
CI, 8. 46 ;f, 9. 07 ; S, 15. 3 1. HifUHI : C, 5 1. 8 2 ; H 
, 4. 23 ;C1, 8. 42 ;F, 9. 1 2 ; S, 15. 07. 
[0 4 0 8] 

MMM 3 7 : 4- r r (4-^na7x^l/) Xfrfr — fi/] (2. 5-^7^ 
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[0 4 0 9] 

ms i] 




[0 4 10] 

1 -C&tz 2 - [ (4-^nn7x-jV) *)V*-)]s* -1, 4- 

y^Kn^y^y (1. 2 5 g, 4. 1 3mmo 1 ) -fc Kn*-~>- 1 

-^'Jy>*W>|t-W (1. 7 0g, 8. 4 4mmol) £ h ;V 
> (5 0ml) fc»»U y7;>fU>h'J-n-7'W^*7>' (2. 0 
0g, 8. 2 9mmol) «r2m;c.fcflL T;v^>#H^T> 14HFIMSIL 
/Co ^«*Sc^m> »±ilLT#«!|^77 7 y ay 'J n y b 

fBft-£$fe ( 1 • 6 8 g , 3 . 4 6 mm o 1 , 8 4%)* &&fo$it LT#fc 0 
[0 4 11] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 10—1. 25 (1 H, m) 
, 1. 4 0- 1. 7 0 (2H, m) , 1. 44 (9H, s) , 2. 30-2. 5 
0 (1H, m) , 2. 6 0-2. 9 5 (3H, m) , 4. 0 0-4. 2 5 (2 H 
, m), 4. 45 (1H, d, J =7. 8Hz), 6. 69-6. 80 (1 H, 
m) , 6. 8 8-6. 9 8 (1 H, m) , 7 . 3 1 (2H, d, J=8. 6Hz 
) , 7. 3 5- 7. 5 0 (1 H, m) , 7. 49 (2H, d, J=8. 6Hz) 

* 

mp : 1 9 3 - 1 9 6*0. 

7cft##f: C23H26C 1 F2NO4S c, 5 6. 8 4 ; H, 5. 39; 

CI, 7. 3 0; F, 7. 82; N, 2. 88 ; S, 6. 60. mmW. '- C, 5 
6. 4 1 ; H, 5. 4 3 ; C 1, 7. 77; F, 7. 6 1; N, 2. 9 9 ; S, 
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6.5 8. 



[0 4 12] 

HJfcM 3 8 : 4 - f f U-»nn7x-;i/) (2. t-Wfrit 

[0 4 13] 

Wfc8 2] 



[0 4 14] 

4- [ [ (4-^OD7x^) (2, 5-y'7^tD7xz;v 

) -l-^'Jy^^r/it-7*f;V (1. 5 6g, 3. 2 1mm 

ol) i^nn^r/ (5 0ml) M»»U **TJCT h U 7Jl/*nftHI ( 

5. omi) *ffiTLfz 0 KBm*m.M.KT2mmmnvtz^ Kmm*&&& 

mLfzo '&b*itiffikKV?uu*9> (10ml) RZflMfemkx.? y-fr 

&m (i omi) *jEaMtLfife@#*^o %hKtzmfe*v*- 

f-)V^-T)VKxmW^ mWAt-^m (1. 3 6 g, 3. nmmol, 97% 

) ^fifet*tlt#7to 

[0 4 15] 

1H-NMR (4 0 0MHz, CD3OD) 5 11. 3 8 — 1. 52 (1 H, m) 
, 1. 70-1. 92 (2 H, m), 2. 73 (1H, brd, J = 1 4. 2H 
z), 2. 86-3. 00 (1 H, m) , 3. 05 (1 H, td, J = 1 2. 9 
, 3. 1Hz), 3. 13 (1H, td, J = 13. 1, 3. 1Hz), 3. 3 
0-3. 40 (1H, m) , 3. 48 (1H, dm, J = 13. OHz) , 4. 
72 (1H, d, J = 8. 6Hz) , 6. 8 2 - 6. 9 8 (1 H, m) , 7 . 0 
4-7. 12 (1H, m), 7. 40-7. 55 (1 H, m), 7. 44 (2H 
, d, J=8. 6Hz) , 7. 57 (2H, d, J=8. 6Hz) . 




CI 



H -HCl 
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mp: 184-190 "C. 

7c^*f : CigHigC l F2NO2S • hc 1 • 0. 7 5H 2 o : mmn : C, 4 

9. 6 1 ;H, 4. 7 4 ; C 1 , 16. 2 7; F, 8. 72; N, 3. 2 1 ; S 
, 7 . 3 6. I C, 49. 5 7; H, 4. 75; CI, 15. 7 9 ; F, 

9. 16 IN, 3. 3 4 ; S, 7. 2 5. 
[0 4 16] 

%W$\\ 3 9 : 2- r (4 nn-7^.r.;v^^-) - (2. 5-y7;i/^Q7x- 
jk) 2L£ik] -5- f (4-^na7x-;i/ft) 2L±2k] fcf 1 J^> > 
[0 4 17] 
[^8 3] 




[0 4 18] 



^Wfttb'J^A (3 3mg, 0. 8 8mraol) (Ox^y-;v (15 
ml) mm%LZ- 7 8r^i££PU »t£Lfc#Mfc*»C##fl|2 1« [6- 
(2, 5-y7WD7x-^*^-;i/) tf i; v>- 3 ^^;v=r-b 
h (5 1 Omg, 1. 7 5 mm o 1 ) <D*-9 J -fr&WL (10ml) 

o z.tizmm^T-ji' doomi) fittiL, m%L*frtmmkM&x~m&Ltz 
o mtifitak-*?*^*? A-enmLtzm^ m^ms.rmmLtz 0 &m.*mt* 

f-l/ > (30ml) Km® U zfc^Tfc h U if;V7 ^ > (2 7 0 // 1) , * 
^jl/^;v=^D'J K (2 7 0// 1 ) fcinAfco u^!ST3 HW«ffLfc 
o **taA.fcffcfcB»**->l' (6 0ml) tiiilU »fc**t|&ft&*fcK*t?ifc 

S£N, N-^fWATU* (2 5ml) K»#U 4 nu^>-tr> 
/W (751mg, 5. 3mmol) £%$gtiJVVA (7 1 8mg, 5. 2 
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mmo i) zmm&mftmmz.x6 ovx-immmwLtzo ECBm*mm.i-eft 

yxf;vx-f^ (8 0ml) ZMtL, ZtlZykt «&ftl:fc&*-eife o tz 

7 ^57^ (^t>:^fifjv=io : i) tc#u fina^fe (23 

7mg, 27%) LT#£ 0 
[0 4 19] 

iH-NMR (400 MHz, CDC 1 3) 8:3. 99 (2H, s) , 5. 81 
(1H, s) , 6. 90 (2H, m) , 7. 15 (2H, d, J = 8. 8Hz) 
, 7. 16 (2H, d, J=8. 8Hz) , 7. 19 (4H, d, J=8. 8H 
z) , 7. 20 (1H, d, J =7. 6Hz), 7. 38 (1H, m), 7. 4 
9 (1H, dd, J =2. 0, 7. 6Hz), 8. 38 (1H, br). 
mp : 8 7 - 8 8*C. 
[0 4 2 0] 

%mm 4 o : 2- r (4-»qp7x^^^) - (2. s-^md 

[0 4 2 1] 
Mfc8 4] 




[0 4 2 2] 



2- [ (4-^nn7x-;vft) - (2, 5-y'7WD7x^) 
] - 5 - [ (4-^no7x^W) tfV v>> (7 5mg, 0. 15 

mmo 1) (7)^^7-;v (6. 0ml) ^WLK, ^'JTr/^ATy^^A 
E97jcfn% (3 0mg) SrflDx., 3 0 %iim<b7X#7jc (3ml) *Jn;Lt\ 2 2 B# 
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y'JAy;v^nvh^77-f- (2%Me OH/CHC 1 3) -e^MLT^fS'fb 
^ (70mg, 6 2%) £ LT#fc G 

[0 4 2 3] 

1H-NMR (400 MHz, CDC 1 3) d \ 4. 29 (2H, s), 5. 91 
(1H, s) , 6. 9 0- 7. 0 8 (2 H, m) , 7. 3 9 (2H, dd, J = 
1. 6, 6. 8Hz), 7. 45 (2H, dd, J = 1 . 6, 6. 8Hz), 7 
. 51 (2H, d, J=8. 8Hz) , 7. 55 (2H, d, J = 8. 8Hz) 
, 7. 60 (1H, d, J=8. 0Hz) , 7. 65 (1H, dd, J=2. 4 
, 8. 0Hz) , 7. 91 (1H, m) , 8. 23 (1H, s) . 
mp I 1 8 6 - 1 8 7°C. 

TciM: C25H17C i 2 F2N0 4 S2:Sff^it : c, 52. 8 2 ; H, 3. 0 

1 ; N, 2. 46 ; S, 11. 28 ;C1, 12. 47 ;F, 6. 68. ^Mlfi 
:c, 52. 88; H, 3. 10 ; N, 2. 63 ; S, 11. 38 ;ci, 12 
. 4 0 ; F , 6 . 8 3. 
[0 4 2 4] 

mmnA l : 2- r (4-»nn7x^W) - (2. 5-^ta7xx 
2k) *-^/H -5- (1. 3-vtJpv7>-2-^;v) 
[0 4 2 5] 
[ft 8 5] 




[0 4 2 6] 

mMWM%y, ##M2 2"C#fc2- [ (2, 5-y7^n7x^;i/) -t: 
Kn*->^-?-;i/| -5- (1, 3-^^V7>-2-f;v) fcf'jv^ (1. 5 
2 g, 5. 2mmol) ©»fV>M (30ml) KliOfrTfcY V 

ffifE# 2004-30694 
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T$y (1. 08ml, 7. 8mmo 1 ) , * * — n »; K (0. 

52ml, 6. 8mmol) £inx.TMfi-e 3 B# ra*#Lfco ISffDMtofciD*. 

A-efttik, &ifc*«EET$fc«l&Lfco »S*^fWA7$ K (3 0ml) K 

^no/<^>ft-^ (9 0 1mg, 6. 2mmol) 
A (1. 08g, 7. 8mmol) £#D;lT 6 0 *C"C 3 B*NJ*#Lfco T* 

tKM^ ^ * v * A L mEET jftai L tz o ^>'J* ^ ;v * n v h 
^77^- ; @f^c^;v = 5 : 1 ) Ttt* L TSIf B^tf ( 1 . 5 6 

g, 7 1%) £$frfemfciP H £: LT#fc 0 
[0 4 2 7] 

iH-NMR (400 MHz, CDC 1 3) § : 4. 0-4. 15 (4 H, m), 
5. 84 (1H, s), 5. 92 (1H, s), 6. 85-6. 96 (2 H, m 
) , 7. 19 (2H, d, J = 8. 8Hz) , 7. 25 (2H, d, J=8. 8 
Hz) , 7. 43 (1H, d, J=8. 0Hz) , 7. 43 (1H, m) , 7. 
77 (1H, dd, J=2. 0, 8. 0Hz) , 8. 70 (1H, d, J=2. 
0Hz) . 

mp : 70-7313. 
MSm/z : 4 2 0 (M++H) . 
[0 4 2 8] 

HJfcfll 4 2 : 2- r (4-»no7z^H^^) - (2. 5-y7^tn 
-7^;v) **n,l -5- (1. 3-^^V7>-2-^;y) tf'JW 
[0 4 2 9] 
[ft 8 6] 
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[0 4 3 0] 

2- [ (4-?no7x-W) - (2, 5->7^n7x-;v) 
] -5- (1, 3-> ? t^77>-2-^;v) ey-^V (1. 5 4g, 3. 6 7 
mmo 1 ) <^ 9 J-fr (3 0ml) -fc^ 1 ; ^t^I^T * A 13 

*jfD» (15 0mg) £2raiU 3 0%«BMbfc**. (15ml) £2jn£T, 2 4 

. 2 2 g, 7 4%) *m&mkMit LT#t. 
[0 4 3 1] 

1H-NMR (4 0 0MHz, C D C 1 3) £ : 4 . 02-4. 10 (4H, m) 
, 5. 85 (1H, s) , 5. 97 (1H, s) , 6. 91 (1H, m) , 6. 
96 (1H, m) , 7. 38 (2H, d, J=8. 4Hz) , 7. 53 (2H, 
d, J = 8. 4Hz) , 7. 63 (1H, d, J = 7. 6Hz) , 7. 82 (1 
H, d, J = 8. 0Hz) , 7. 94 (1H, m) , 8. 67 (1H, br-s 
) • 

mp : 1 6 7- 1 6 8t:. 

FAB-MS 14 5 2. 0 5 4 4 (C21H17C 1 F2NO4S t Lt, stJtlfi I 4 
5 2. 0 5 3 5). 
[0 4 3 2] 

iyfeM4 3 : 2- f (4 -^nn^-^JW-fr-^ - (2. 5 - v>"7;i/;j- p 
*±M -5- (EKP^^fA/) 
[0 4 3 3] 
Ift8 7] 




[0 4 3 4] 
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2- [ (4-^nn7x^H-^) - (2, 5 - y*7Wn 7 i-;i/) 
-5- (1, 3-^^77^-2-^^) tTVi^V (2 9 5mg, 0 
. 5 4mmo 1) <D1, 4 -i?* ^>^m. (30ml) \z 1 M^MWi (30m 

1) *inx.T^-ei sm^WLtzo m^mm^^KxmmLirzm', * 

^g^x^y-;l/ (10ml) C^LTtK^TtKM^^^t" h V 7 A (1 
Omg, 0. 2 7mmo 1) £ Jtlx.T 1 0# H « Lfc G tKStJPx., m^^^If 

77^- (3%^^y-;VAon*;VA) T'ffi^LT^fB'fb^t/ (2 0 5 mg 
, 9 3%) ^Ii:L"C#fe 0 
[0 4 3 5] 

1H-NMR (400 MHz, CDC 1 3) d I 4. 74 (2H, s), 5. 94 
(1H, s) , 6. 91 (1H, m) , 6. 99 (1H, m) , 7. 38 (2H 
, d, J=8. 4Hz) , 7. 53 (2H, d, J=8. 4Hz) , 7. 62 ( 
1H, d, J=8. OHz) , 7. 76 (1H, dd, J=2. 0, 8. 0Hz 
) , 7. 98 (1H, m) , 8. 58 (1H, d, J = 2. OHz) . 
mp : 1 5 1 - 1 5 2 t:. 

FAB-MS : 4 1 0. 0 4 4 4 (C19H15C 1 F 2 N0 3 S t LT. ft#{S I 4 
1 0. 0 4 2 9). 
[0 4 3 6] 

Hi&faj 4 4 : 3- r 6 - r (4 -7nP7x-;v^;v»^;i/) - (2. 5-^7 
;i/a-P7*..=.;iO 2L±2k] tf'J 2 >- 3 ->f ;H Z-^JIikMiLfJk 
[0 4 3 7] 
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Ift8 8] 



o 




[0 4 3 8] 

4 2 2 - [ (4-?on7x^WJWt-)V) - (2, 5-/7 

;vtn7xr;v) -5 - (1, 3 - v*^ V 9 >- 2 -4 /u) \£W* 

( 2 1 2 m g , 0. 4 7 mm o 1 ) tf> 1 , 4 - v> (10ml) \Z1 

Mfemm (1 Oml) ^Jnx.TMStrl 9B#W*#b7to f&fBLiW&Lx-m'KX 

^tb7tKn77> (15ml) t:^ltStfi^T> 
^*^*7-'Jf>»f^ (188mg, 0. 56mmol) ZD\lZ-X 1 7 

(^*^> :H^if;i'=5 : l) xmmLxmmik&W (18 7 

mg, 8 6%) £$MfcSiLT#;fco 
[0 4 3 9] 

1H-NMR (4 0 0MHz, CDC 1 3) 8:3. 80 (3H, s) , 5. 94 
(1 H, s), 6. 50 (1 H, d, J = 1 6. OHz), 6. 91 (1H, m 

) , 6. 99 (1H, m) , 7. 38 (2 H, d, J=8. 8Hz) , 7. 53 
(2H, d, J = 8. 8Hz) , 7. 63 (1H, d, J = 8. OHz) , 7. 

63 (1H, d, J = 16. OHz), 7. 84 (1H, d d, J=2. 0, 8 

. OHz) , 7. 98 (1H, m) , 8. 70 (1H, d, J = 2. OHz) . 

mp : 1 4 5- 1 4 6*C. 

MSm/z : 4 6 4 (M++H) . 
[0 4 4 0] 

%mm 4 5 : 3- Lfijz r (4-»no7x^^^) - (2. s-v? 

ffliE# 2004-3069437 
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)Vjru-7 *±n/\ -4 "7u\£*>mff-)V 

[0 4 4 1] 
IKS 9] 



o 




[0 4 4 2] 

3- [6- [ (4-^nn7x^W)l/^) - (2, 5 -Vy )V^ruy a. 
~;v) tfi; 3 ->f T^ 1 ;;^^^;!/ (16 0mg, 0. 3 4 

mmo 1 ) (1 5ml) Kit^U ^v*>AMSt (3 Omg) * 

)V=5 I 1) -e^LT^IB^^ (9 4mg, 5 8%) « B B H at#f: 0 
[0 4 4 3] 

iH-NMR (400 MHz, CDC 1 3) 8:2. 63 (2H, t, J=7. 6 
Hz) , 2. 95 (2H, t, J = 7. 6Hz) , 3. 65 (3H, s) , 5. 
89 (1H, s) , 6. 90 (1H, m) , 6. 97 (1H, m) , 7 . 3 6 ( 
2H, d, J=8. 4Hz) , 7. 53 (2H, d, J=8. 4Hz) , 7. 5 
5 (2H, m) , 8. 00 ( 1 H, m) , 8. 45 (1H, d, J = l. 6Hz 
) . 

mp ! 12 1-12 3 V. 
MSm/z : 4 6 6 (M++H) . 
[0 4 4 4] 

HJfcflU 6 : 3- r 6 - f (4-»nn7x^M^) - (2. s-y? 
)V±uy tf u 3 W 2u_g±>M 
[0 4 4 5] 
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Wb9 0] 



o 




[0 4 4 6] 

3- [6- [ (4-?no7x-MH^) - (2, 5-v7Wn7x 
tf; v>- 3 -fu}£*v&.**f-)\> (92rag, 0. 2 0 

mmol) f7H Kn77> (5ml) fr~}#ft?U TfcSHfc'J A (2 3m 
g, 0. 5mmo 1) <£>7]CY#$i (3ml) Bflit 2BfFWt/: 0 ^JSifcK 1 

^£#fc 0 -tt^i^y-;VJ: «9^ B H H -fbL-CMffi^^ (6 7mg, 7 5%) £ 
[0 4 4 7] 

1H-NMR (4 0 0MHz, C D C 1 3) $12. 69 (2H, t, J=7. 6 
Hz) , 2. 96 (2H, t, J=7. 6Hz) , 5. 92 (1H, s) , 6. 
90 (1H, m) , 6. 98 (1H, m) , 7. 36 (2H, d, J=8. 4H 
z) , 7. 52 (2H, d, J=8. 4Hz) , 7. 56 (2H, m) , 7 . 9 
9 (1H, m) , 8. 47 (1H, d, J=2. 4Hz) . 
mp : 15 8-16 Ot:. 
MSm/z : 4 5 2 (M++H) . 

c 2 iHi 6 c 1 F2NO4S : mmm, : c, 55. 8 2 ; H, 3. 57 
;n, 3. io;s, 7. 1 0 ; c 1, 7. 8 5; f, 8. 4 l. mmm: c, 

55. 7 0 IH, 3. 75; N, 3. 19 ;S, 7. 12 |C1, 8. 64 ;F 
, 8. 1 1. 

[0 4 4 8] 

mmm a i : r 6 — r (4-»nn7x^M^;v) - (2. B-^7;vt 
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<*—i?: 128/ 



[0 4 4 9] 
[ft 9 1] 



o 




[0 4 5 0] 

HifcflU 2T?&fc2- [ (4-^nD7x-WH-^) - (2, 5-v7 
JVt07x-iV) -5- (1, 3-W;7>-2-0) fc?ijv> 

(6 0 2mg, 1. 3mmo 1) ©1, 4 -i? mm (3 0ml) ClI 
5e^m (3 0ml) l:Jll£tIStl 8H#[S!«#Lfco M^Hlxf 

77^- ('Mr'fr> :»Bfc**-/U=5 : 1) ^»RLT«gBfl:£4& (5 3 0mg 
, 9 8%) t^fcLTUfc. 
[0 4 5 1] 

1H-NMR (400 MHz, CDC 1 3) 5:6. 01 (1H, s), 6. 94 
(1H, m) , 7. 01 (1H, m) , 7. 40 (2H, d, J=8. 4Hz) 
, 7. 54 (2H, d, J = 8. 4Hz) , 7. 81 (1H, d, J=8. 4H 
z) , 7. 97 (1H, m) , 8. 20 (1H, dd, J = 2. 0, 8. 4Hz 
), 9. 05 (1H, d, J=2. 0Hz) , 10. 12 (1H, s). 
[0 4 5 2] 

mmm 4 8 : 2- r (4-»pp7i^h^) - (2. 5-y7^n 

7x^;v) j*^;H -5- (yd^wy-i-jfrff-n,) 
[0 4 5 3] 
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[0 4 5 4] 

[6- [ (4-^nD7x-MJl/*-;i/) - (2, 5-y7iVtD7x^ 
) tfV v>-3 ->f ;v] Ai^VftK (8 2mg, 0. 2mmo 1) 

fcM^y (4 0^1, 0. 4mmol) (5ml) i:| 

fi-effiS (2 3/i 1, 0. 4mmol), b V T-fe h * vT^t* ^St^ b V 9 
A (85mg, 0. 4mmol) ZtiaZ-r, 3«FBI»^U^o ffi*lfiW**Jnit 
TEJ6*fltjLLfcftfc, »tif;V (8 0ml) TtfiRLfco #*W*4M*LT 

1) tillt, i^y-^*»f>fif^bLfillB^» (8 9mg, 9 3%) 
[0 4 5 5] 

1H-NMR (400 MHz, CDC 1 3) * I 1. 5-1. 6 (6H, m), 2 
. 3-2. 4 (4H, m) , 3. 45 (2H, s) , 5. 91 (1H, s) , 6 
. 90 (1H, m) , 6. 98 (1H, m) , 7. 35 (2H, d, J=8. 4 
Hz) , 7. 52 (2H, d, J=8. 4Hz) , 7. 53 (1H, m) , 7. 

7 (1H, b r) , 8. 02 (1H, m) , 8. 49 (1H, d, J=2. 4H 

z) . 

mp : 1 1 3 - 1 1 4tJ. 
MSm/z : 4 7 7 (M++H) . 

%mfrffi: C24H23C 1 f 2 n 2 o 2 s :mmm: c, 6 0. 4 4 ;h, 4. 8 
6;n, 5. 87 ; s, 6. 72 ;ci, 7. 43 ; f, 7. 97. Higa-fiS : c 

, 59. 87; H, 4. 8i;N, 5. 83 ; S, 6. 87 ;ci, 7. 551 
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F, 8. 0 2. 

[0 4 5 6] 

4 9 : 4- f T 6 — r (4-^nD7x^^;K^-^ - (2. 5-^ 

[0 4 5 7] 
[ft 9 3] 



[0 4 5 8] 

»J4 7t#/: [6- [ (4-^DD7x^;W;^r.jV) - (2, 5 -v 
7Wn7i^Ji/) tfUi^^-3 ->f ;u] #;w?;i/7*fc K (8 2mg, 

0. 2mmo 1 ) > (35^1, 0. 4mmo 1 ) <D&ft*^l'>& 

f£ (5ml) tC^fi-CftBfc (23// 1, 0. 4 mm o 1 ) , f'JT-fe h 
^7fth';7A (8 5mg, 0. 4mmol) ZmZ-T, 3«fW«#U^ 0 
«&fDM*«rHnATRj£*flfjhL^Jw % Ifflfcc*-* (8 0ml) *C*3WL^ 0 
^SSr^LT, Tfc, ^^TfCT^^tTto Lfcffefc, 

«^^^= 1 : 1) tiSLt, ^^-^fcigJIftUSfBft^ (9 0m 
g, 9 4%) *Wfc 0 
[0 4 5 9] 

1H-NMR (4 0 0 MHz, CDC1 3 ) 5:2. 4 (4H, m) , 3. 4 9 ( 
2H, s) , 3. 6 (4H, m) , 5. 92 (1H, s) , 6. 90 (1H, m 
), 6. 98 (1H, m), 7. 36 (2H, d, J=8. 4Hz) , 7. 53 
(2H, d, J=8. 4Hz) , 7. 57 (1H, d, J=8. 0Hz) , 7. 
71 (1H, br-d, J=8. 0Hz) , 8. 02 (1H, m) , 8. 53 ( 
1 H, d, 1=2. OH z) . 
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mp : 120-121 r. 
MSm/z : 4 7 9 (M++H) . 

x3?53*#f: C22H21C 1 F2N2O3S : mw&m : c, 5 7. 6 8 ; H, 4. 4 
2 ; N, 5. 85 ; S, 6. 70 ; Ci, 7. 4 0 ; f, 7. 93. naiHS : c 

, 57. 41; H, 4. 43; N, 5. 90 ; S, 6. 8 2 ; C 1 , 7. 52; 
F, 7. 9 1. 

[0 4 6 0] 

5 0 : r 6 — r (A uuy ^^)V7,)V^-)V) - (2. S-iSyJl'* 

[0 4 6 1] 
Mb 9 4] 



[0 4 6 2] 

iW4 7t:Wc [6- [ (4-^nn7x-;V7^-;i^) - (2, 5->> 
7^n7x^;v) fc?U 5» — 3 -ft K (llOmg 

, 0. 27mmol) Ot - (3. 0ml) \Z2-*<f-)\s- 2 - 

ff-y (1 4 3// 1, 1 . 3 5 mm o 1 ) ZMsLtio iOfKSffitC 'J ^m~7jcit 
■3- H; ? A (32. 4 m g , 0. 27mmol) <£>7togf£ ( 0 . 6ml) ZlJWz. 
„ $ h Kl§L%&MWii~ h 'J "?A (9 8 m g, 1. 08mmol) £2jnx.T, 2mm 

mwLtzo Kmmzfr oomi) tmm Umi) £#nx-T, £*l*bw**- 

;v (1 OOrnl) KT&fflLfco #lffifc*l^£«**CifeifK ^ 

7 1 m g , 6 2%) *4R6*M*A LtUfco 
[0 4 6 3] 

1H-NMR (400 MHz, CDC 1 3) ! 6. 03 (1H, s) , 6. 96 



0 
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(1H, m) , 7. 03 (1H, m) , 7. 42 (2H, d, J=8. 4Hz) 
, 7. 56 (2H, d, J = 8. 4Hz) , 7. 73 (1H, d, J = 8. 4H 
z) , 7. 97 (1H, m) , 8. 35 (1H, dd, J = 2. 0, 8. 4Hz 
) , 9. 2 0 (1 H, d, J =2. 0Hz) . 
rap : >2 3 0*C. 
MSm/z I 4 2 4 (M++H) . 

Ttmfrtir: Ci 9 h 12 c l f 2 no 4 s : mmw : C, 53. 84; H, 2. 85 
; N, 3. 30 ; s, 7. 5 7 ; c 1 , 8. 37 ; f, 8. 97. ntHOtt : c , 

53. 47; H, 2. 8 1 ;N, 3. 46 ; S, 7. 65 ;C1, 8. 49 ;F 
, 9 . 0 0. 

[0 4 6 4] 

MMM 5 1 : 3- r (4-^nn7i^^;i/) - (2. 5-y7;i/tn 

[0 4 6 5] 
[ft 9 5] 



[0 4 6 6] 

^Iil9t*#/:3- [ (4-^nn7x-WW^) - (2, 5-5^7 
HD7i-^) (16 2mg, 0. 4 2 7mmol) O^ft 

(15ml) Id, 3 -*nnjfl£jg.#& (8 lmg, 0. 47mmol 

KttLffimit&m (68mg, 4 0%) *%tz 0 £ *L&;r.* y ->l/^felWMk U 
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[0 4 6 7] 

1H-NMR (400 MHz, CDC 1 3) S : 5. 58 (1H, s), 6. 95 
(1H, m) , 7. 03 (1H, m) , 7 . 2 9 (1H, dd, J=6. 6, 8 
. 0Hz) , 7. 42 (2H, d, J = 8. 6Hz) , 7. 57 (1H, d, J 
= 8. 0 H z) , 7. 62 (2H, d, J =8. 4Hz), 7. 66 (1 H, m 
), 8. 10 (1H, d, J = 6. 6Hz) , 8. 29 (1H, s). 
mp : 1 8 3 - 1 8 4°C. 

5c*#*f: Ci 8 h 12 c 1 f 2 no 3 s : mmm : c, 54. 62; h, 3. 06 
;n, 3. 54 ; s, 8. l o ; c l , 8. 96 ;f, 9. 60. mwm : c , 

54. 19 ; H, 2. 99; N, 3. 67 ; S, 8. 27; CI, 8. 92 ; F 
, 9. 5 3. 

[0 4 6 8] 

£dft0V 5 2 : 4- r (4-»nP7i^^Jl>) - (2. 5-v7;i/tn 
7x^) 2LfJk3 bf'Jy>-N-i^V K 
[0 4 6 9] 



[0 4 7 0] 

»J2 0T'#?t4- [ (4-^D7x-MW-;V) - (2, 5-Z?y 
WD7x-;V) tf'Jv^V (221mg, 0. 58mmol) <Ol&4k* 

(2 0ml) (lOOmg, 0. 58mmol 

) *imitT2 0#m8B$L;fco KJe»*J-— r-/W (6 0ml) "C*«iL^K, 

tc#t^ffl-ffc^ (18 3mg, 8 0%) £#fc 0 i ft*-*-* ^ ->kfrfe*NMfc 



[ft 9 6] 




{±JfE# 2004-3069437 



#M 2003-187796 



^-y : 134/ 



[0 4 7 1] 

!H-NMR (400 MHz, CDC 1 3) d : 5. 62 (1H, s), 6. 97 
(1H, m) , 7. 06 (1H, m) , 7. 42 (2H, d, J = 7. 2Hz) 
, 7. 44 (2H, d, J=8. 8Hz) , 7. 60 (2H, d, J=8. 8H 
z), 7. 68 (1H, m) , 8. 17 (2H, d, J = 7. 2 Hz) . 
mp:211-212t;. 

7c*#*f: Ci 8 Hi 2 c 1 f 2 no 3 s : mam : c, 54. 62; H, 3. 06 
; n, 3. 54 ; s, 8. 1 0 ; c 1 , 8. 96 ;f, 9. 60. mmm : c, 

54. 19; H, 2. 92; N, 3. 65 ; S, 8. 2 6 ; C 1 , 8. 99 ;F 
, 9. 6 1. 

[0 4 7 2] 

mmm 5 3 : 3-^pp-4 - r (4-»dp7x^w) - (2. s-^v 

[0 4 7 3] 
[ft 9 7] 



[0 4 7 4] 

##M2 3TW:3-^nn-4 - [ (2, 5-y7Wn7x-;l/) -EK 
n*^^;i/| ^iJV> (5 1 lmg, 2. Ommo 1) fcikft^*-^ (3. 
Oml) t:i)|Lf;f|l:, MliOyVf;v*;^7^ KSriDx. 1 7H#Mfil#t 

iO^S=Sr^^f;i/*;l/A7 5 K (10ml) te$gfl?U 4-^nn^>-tf> 
5 L *-;l' (3 7 5mg, 2. 6 mm o 1 ) tlt^* 1 ; ?A (4 1 4 m g , 3 mm 

o i) *m.mwm%-rmz-x 6 0Tct3WWLf; o Keiiiii^ 




ffi|E#2 004-3069437 



mm 2003-187796 



^-v : 135/ 



v'xfjvx-f;i/ (6 0ml)- *1mz., Ci^^tK^^^^tK^o tz 0 ^ 

V7~74- : S^fxf;i/= 8 : 1 ) fcffr L, SUB-fk^ ( 1 9 6 m g 

, 2 6%) lt#f; 0 
[0 4 7 5] 

1H-NMR (400 MHz, CDC 1 3) $ : 6. 07 (1H, s), 6. 95 
-7. 08 (2H, m) , 7. 18 (1H, m) , 7. 23 (2H, d, J = 8 
. 8Hz), 7. 26 (2H, d, J=8. 8Hz), 7. 58 (1H, d, J 
= 5. 2Hz) , 8. 51 (1H, d, J = 5. 2Hz), 8. 58 (1H, s 
) • 

mp : 7 0 -7 2°C. 
MSm/z ! 3 8 2 (M++ 1) . 
[0 4 7 6] 

fy&fllj 5 4 : 2. s-yjrnn-4 - f (4-^aa7xx;l/f t) - (2. 5 
-y7^tP7 j.^;v) 
[0 4 7 7] 
Mfc9 8l 



[0 4 7 8] 

##$1 2 4 2 , 5-^nn-4- [ (2, 5-V7Wn7i^) 

-HKn^'^fM Ifyyv (5 8 0mg, 2. Ommol) Sr^kf-* — ^ 
(3. 0ml) fcjMPHxfcfcfc^ iiiO^W;l/A75 K^X-l 7B$ffl 

0»y>f Jl/*;H7 5 K (10ml) fc»*U 

-;v(375mg, 2. 6 mm 0 1) b§k&lJVVJ* (4 1 4mg, 3mmo 1 




ci 



ttJSE# 2004-3069437 



#0 2003-187796 



136/ 



„ y^)V3--7-)l> (6 0ml) ^r*^x.^ -tL^TKt^fn^^TKT^o fc 0 

77^- (^*-9-> : jc-t-;1/= 1 0 : 1) fcffrU (4 8 4mg, 

5 8%) LT#fc 0 
[0 4 7 9] 

!H-NMR (400 MHz, CDC 1 3) S : 5. 96 (1H, s), 6. 95 
-7. 04 (2H, m) , 7. 01 (1H, m) , 7. 23 (2H, d, J = 8 
. 8Hz) , 7. 26 (2H, d, J=8. 8Hz) , 7. 54 (1H, s) , 
8. 3 3 (1 H, s) . 
mp : 128-129 °C. 
MSm/z : 4 1 6 (M++ 1) . 
[0 4 8 0] 

Hifcfll 5 5 : 3 nn- 4 - f (4-^nn7x-jv^;v^) - (2. 5 

[0 4 8 1] 
Mfc9 9] 



[0 4 8 2] 

mWHb 3t*#/:3-?nn-4- [ (4-^nD7xW) - (2, 5 
-y7Jl/tD7x^) evr/ (12 2mg, 0. 32mmol) « 

(12ml) -b^Vy-7*>mAT>*-'>AEg7K^^ (6 0 

mg) fciffl*., 3 0%«IMfc**;fc (6m 1) £#nx.T, 2 4H$TO#L*:oft 

LtztitK, mm**-? S-)lsfrb%%Mi4tLX, mtfti&tl (1 03mg, 7 8% 




ci 



ffifE#2 004-3069437 



iff m 2003-187796 



^-v : 137/ 



[0 4 8 3] 

iH-NMR (400 MHz, CDC 1 3) 8:6. 23 (1H, s), 6. 94 
(1H, m) , 7. 06 (1H, m) , 7 . 4 1 (2H, d, J=8. 0Hz) 
, 7. 53 (1H, m) , 7. 59 (2H, d, J =8. OHz) , 8. 11 ( 
1H, d, J = 5. 2Hz) , 8. 55 (1H, s) , 8. 60 (1H, d, J 
= 5. 2 H z) . 
mp : 1 6 0 - 1 6 1 °C. 

TcXfrlr: CigHnC 1 2 F 2 N0 2 S : Sflfrtt : C, 5 2. 1 9 ; H, 2. 6 
8 ; N, 3. 38 ; S, 7. 7 4 ; C 1 , 17. 12 ; F , 9. 17. mmm : 
C, 52. 17 ;H, 2. 6 9 ; N, 3. 44 ; S, 7. 96 ;C1, 17. 1 
2 ; F, 9. 0 0. 
[0 4 8 4] 

5 6 : 3-^pp-4- r (4-»nn7x^^^7>f^) - (2, 

[0 4 8 5] 
HfclOO] 



[0 4 8 6] 

^lW5 3t?H^3-^nn-4- [ (4-^D7x-m) - (2, 5 
-^7;i/*n7i~;i/) (7 5mg, 0. 2 0mmol) Ott 

it^^^y (10ml) 3-^nnJi$Iff (3 3mg, 0. 2 0m 

mo 1) fciniU *#T3l$W*#L;fco x~ (8 0ml) *C#^L^tc 




ci 



Wrap 2004-3069437 



#M 2003-187796 



^-y: 138/ 



(4 8mg, 6 0%) i'JT XT U (1:1) t 



[0 4 8 7] 

iH-NMR (400 MHz, CDC 1 3) $15. 53 (1/2 H, s), 5. 
66 (1/2H, s) , 6. 83 (1/2H, s), 6. 9 5-7. 0 8 (3/ 
2H, m) , 7. 23 (1/2H, m) , 7. 25 (1H, d, J = 8. 4Hz 
), 7. 26 (1H, d, J = 8. 4Hz), 7. 34 (1H, d, J=8. 4 
Hz) , 7. 36 (1H, d, J=8. 4Hz) , 7. 37 (1/2H, m) , 
7. 76 (1/2H, d, J = 5. 2Hz), 7. 98 (1/2H, d, J=5 
. 2Hz) , 8. 47 (1/2H, s) , 8. 56 (1/2H, d, J = 5. 2 
Hz) , 8. 60 (1/2H, s) , 8. 61 (1/2H, d, J = 5. 2Hz 
) . 

FAB-MS : 3 9 7. 9 9 9 2 (C 18 H 12 C 1 2 F 2 N O S t Lt, ft#{jt ! 3 
9 7. 9 9 8 5) . 
[0 4 8 8] 

mMM 5 7 : 2. 5-^nn-4 - r (4-»gn7x^^>A/) - ( 
2. 5-y7^n7x^v) 2L±2k3 tf'jy>o. sJ^m 
[0 4 8 9] 

[lb 1 0 1 ] 



[0 4 9 0] 

£MW 5 4 T*#fc 2 , 5-^nn-4- [ (4-^nn7x^ft) - ( 
2, 5-^7^tn7x^) pf-f-;!/] tfV-^> (6 Omg, 0. 1 4 mm o 1 
) (DmttTVy (3. 0ml) mWLK, 3 - 9 n n«3cJ&#Bfc ( 6 2 m g , 0 
. 3 6mmo 1) £2MJx.> 1ST 3 0#FM#L^o ^--t^ (8 0ml) 




ci 



£BfiE#2 004-3069437 



#M2 003-187796 



^-y : 139/ 



J^ffiMLT, ^*^yfrt>&£hfoVxmmt&m (5 5mg, 8 8%) 



[0 4 9 1] 

iH-NMR (400 MHz, CDC 1 3) d : 6. 15 (1H, s) , 6. 93 
(1H, m) , 7. 05 (1H, m) , 7. 44 (2H, d, J=8. 8Hz) 
, 7. 50 (1H, m) , 7. 59 (2H, d, J = 8. 8Hz) , 8. 13 ( 
1 H, s) , 8. 55 (1H, s) , 8. 33 (1H, s) . 
mp : 1 4 7- 1 4 81C. 

ytmfrffi: Ci 8 h 10 c 1 3F2NO2S, 0. 5H 2 o c, 47. 23 

; H, 2. 42; N, 3. 06 ; S, 7. 01; CI, 23. 24 IF, 8. 3 

0 . $mm I C, 47. 25; H, 2. 24; N, 3. 2i;S, 7. 19 ; C 

1, 23. 25; F, 8. 32. 

[0 4 9 2] 

MMW 5 8 : 4 - f5-^PP-4- r (4-^QD7 x^JU±±} - (2. 5 

[0 4 9 3] 
iitl 0 2] 

ci. 



[0 4 9 4] 

ilM5 4TWc2, 5 -^^nn-4 - [ (4-^on7x-W) - ( 
2, 5-^7^n7x^) *<f-)V~\ tfU^V (lOOmg, 0. 2 4 mm o 
1) £*fr*V> (2 0 0 /u 1) <£>1, 4-v***^> (1. 0ml) jgifcfcSi 
tfH^Tl 0 0tt2 HWa^Lfeo Ifi^m IB***-* (4 0m 1 




ttiiE# 2004-3069437 



mm 2003-187796 



140/ 



fxfjv=5 : l) ifBj^ti (lOOmg, 8 9%) ^yfitfe 

10 4 9 5] 

iH-NMR (400 MHz, CDC 1 3) d : 3. 48 (4 H, m), 3. 82 
(4H, m) , 6. 00 (1H, s) , 6. 94 (1H, s) , 6. 94-7. 
04 (2H, m) , 7. 09 (1H, m) , 7. 23 (2H, d, J=8. 4H 
z) , 7. 24 (2H, d, J=8. 4Hz), 8. 12 (1H, s). 
MSm/z : 4 6 7 (M+ + H) . 
[0 4 9 6] 

MMM 5 9 I 4- f5-^Pn-4- [ (4-^pp7x^j^^) - ( 

[0 4 9 7] 
frffcl 0 3] 



[0 4 9 8] 

4- [5-?do-4- [ (4-^on7x-m) - (2, 5-V7^* 

o7i-;v) tfu 2 ->f;i/] *>i/*y> (9 0mg, 0. 19m 

mo 1) <£>^y-;v (12ml) *ifcfc, -WJ 77*>W&z7 AfflTfc 
fflfe (60mg) *JD*., 3 0 %&mtfcm& (6ml) ^JDx.T, 8l$ma& 

;V=3 : 1) fcftU x.*S-frfrt>m&1tLX, mtMt&to (8 0mg, 8 3 
96) im&ttVt&bLTWzo 




CI 



tB|E#2 004-3069437 



mM2 003-18 7796 



^-v : 141/ 



[0 4 9 9] 

1H-NMR (400 MHz, CDC 1 3) 813. 54 (4H, m), 3. 84 
(4H, m) , 6. 12 (1H, s) , 6. 90 (1H, m) , 7. 02 (1H 

, m) , 7. 42 (2H, d, J=8. 4Hz) , 7. 45 (1H, s) , 7. 
46 (1H, m) , 7. 58 (2H, d, J = 8. 4Hz) , 8. 06 (1H, 
s) . 

mp : 1 8 0- 1 8 it:. 

itmfrffi: C22H18C I2F2N2O3S C, 5 2. 9 2 ; H, 3. 6 

3 ; N, 5. 6 1 ; s, 6. 4 2 ; C 1 , 1 4. 2 0 ; F, 7. 6 1. mm : 

C, 5 2. 6 8 ; H, 3. 5 6 ; N, 5. 69 ; S, 6. 70 |C1, 14. 3 
2 ; F, 7. 9 7. 
[0 5 0 0] 

6 0 : 4- f2- f5-»nn-4 - [ (4-»PQ7x^ft) - ( 
[0 5 0 1] 

Hbi o 4] 



[0 5 0 2] 

^life^J 5 4 -C#7t 2 , 5-^nn-4- [ (4-?nn7x^ft) - ( 
2, 5-^7WH7i-;V) lf'Jy> (lOOmg, 0. 2 4mmo 

1 ) t 4 -*/Hfcy >xf;V7 5> (2 0 0 fx 1 ) <£> 1 , 4 -v***^ (1 . 

omi) #«*m**h»ti o ot:^ 2 awa^tjto 




miiE# 2004-3069437 



#11 2003-187796 



142/ 



- (3%^;-^na^l/A) Hi LT, ^ifilfc£-% (12mg, 
10%) &MtKMfcLT#*:o 
[0 5 0 3] 

iH-NMR (400 MHz, CDC 1 3) S : 2 . 42 (4H, m), 2. 54 
(2H, d, J=6. 0Hz) , 3. 27 (2H, q, J=6. 0Hz) , 3. 

67 (4 H, m) , 5. 12 (b r, 1 H) , 5. 90 (1H, s), 6. 61 
(1H, s) , 6. 86-7. 0 (2H, m) , 7. 06 (1H, m) , 7 . 1 

5 (2H, d, J=8. 4Hz) , 7. 16 (2H, d, J=8. 4Hz) , 7 

. 9 5 (1 H, s) . 

MSm/z 1510 (M++H) . 
[0 5 0 4] 

%mm 6 1 : 4- \2- T5-^np-4- [ (4 -^nn7x_;^;w^-;i/ 
) - (2. 5-y7^tP7 **f-$A fef'J v>-2 zi^Lik] 7^xf 

[0 5 0 5] 
[ftl 0 5] 



[0 5 0 6] 

4- [2- [5 nn- 4 - [ (4-^nn7x-;Vft) - (2, 5-i> 

llmg, 0. 0 3 2mmo 1) (12ml) MIC -fc^'J/f 

>WL*Ty*:-*7&mjmm (10mg) £tJDx.> 3 0 %S§mifc7K3f7fc (1ml 




tb|E# 2004-3069437 



mm 2003-187796 



, Wmt&m (5. Omg, 4 2%) 
[0 5 0 7] 

iH-NMR (400 MHz, CDC 1 3) d : 3. 2-3. 4 (4H, m), 3 
. 54 (2H, m) , 3. 81 (2H, m) , 3. 91 (2H, m) , 4. 44 

(2H, m) , 6. 09 (1H, s) , 6. 88 (1H, m) , 6. 98 (1H 
, m), 7. 22 (1H, s), 7. 40 (2H, d, J =8. 4Hz) , 7. 

51 (1H, m) , 7. 60 (2H, d, J=8. 4Hz) , 7. 94 (1H, 

s) . 

FAB-MS : 5 5 8. 0 8 3 7 (C24H24C 1 2F2N3O4S t Lt, ft^it '• 
5 5 8. 0 8 3 3). 
[0 5 0 8] 

mMW 6 2 : 5 -TV E2L£2k= 2 - T (4-^pn7x-;i/^jv^;v) L2. 

[0 5 0 9] 
[<fcl 0 6] 



[0 5 10] 

i»J4 3TW:2 - [ (4-^nn7x^;^;V^^;V) (2, 5-^7^ 
t07i-)V) **f-)V\ -5- (tKn^y^f;v) tf'j >>> (4 7 1 m g, 1 
. 1 5mmo 1) *nm\>mk (4m 1) tN, N-^^;V^M75 K (l 
6ml) OlMt:^U 7^kt>'J7A (112mg, 1. 7 2mmol 
) > b'J7x-;V*X7'f y (4 5 lmg, 1. 7 2mmo 1) ^Jni. 9 OtHC 



o=s=o 




CI 



{±liE#2 004-30694 



#M 2003-187796 



^-v*: 144/ 



(2 4 4mg, 0. 561mmol, 49%) ^ifeit»iat#^ 0 
[0 5 11] 

1H-NMR (4 00 MHz, CDC 1 3) d I 4. 42 (2H, s), 5. 96 
(1H, s) , 6. 94 (1H, m) , 6. 9 9-7. 0 5 (1 H, m) , 7. 
40 (2H, d, J=8. 8Hz) , 7. 55 (2H, d, J=8. 8Hz) , 
7. 60 (1H, d, J = 8. 1Hz) , 7. 72 (1H, dd, J=8. 1, 
2. 0Hz) , 8. 02 (1H, m) , 8. 57 (1H, d, J=2. OHz) 

MSm/z : 4 3 5 (M++H) . 
[0 5 12] 

3 : 1 6 - r (4-»nD7x-MMzjv) (2. }V±u 
[0 5 13] 

tffci 0 7] 



[0 5 14] 

>V) (2, 5-y7WD7x-;V) jrf ^;t/] tfijs;> (7 7mg, 0. 177 

mmol) , ^yW&Rm (I4mg) , RXfWpWt^J^ (2ml) 

-A> (10ml) KlmLtz^ l$UEO7K*#H$CTt?5 0^HI«#Lfeo £JS 

^#3fefl"H*«EaM8LT, *|B^^* (2 8mg, 0. 0 6 8 5mmol, 3 
9%) «refef*tLT#^e 




CI 



mSE# 2004-3069437 



mm 2003-187796 



S>: 145/ 



[0 5 15] 

1H-NMR (400 MHz, CDC 1 3) d ! 1. 84 (2H, brs), 3. 
92 (2H, s) , 5. 94 (1H, s) , 6. 92 (1H, m) , 7. 03- 
6. 98 (1H, m) , 7. 39 (2H, d, J = 8. 3Hz) , 7. 56 (2 
H, d, J=8. 3Hz) , 7. 60 (1H, d, J=8. 1Hz), 7. 74 
(1H, d, J=8. 1Hz) , 8. 01 (1H, m) , 8. 57 (1H, s) 

MSm/z : 4 0 9 (M++H) . 
[0 5 16] 

Mffiffl 6 4 : f r 6 — r (4-»nn7x^Jl/^Jl/) (2. 5-y'7JVt 

[0 5 17] 
Mfcl 0 8] 



[0 5 18] 

HWJ6 2t1l/;5-7yK^f;v-2- [ (4-^nn7i-WW^V 
) (2, 5-y7;v*n-7^;i/) If'JyV (2 3 0mg, 0. 52 9 

mmo 1) RZF'UW&mm (4 6mg) H^i^ (15ml) $.0^ 
(15ml) <Dm&mzua*.fc&* 1 ^,EE<7)7K^#ffl^T-e 4 5 

^dd^> (5ml) «U:t> >'JxfjV75> (70//1, 0. 4 9 
9 mmo 1) > v- t e r t --ff-friJ h (1 7 4mg, 0.996m 

mo 1) fcin*., lIi:T3aWJWIU. RJfc*tt*»ET*ttU #$>*Lfc 





CI 



miE#2 004-3069437 



#M 2003-187796 



^-v! 146/ 



^;i/=4 : l^tb^i ^^^p^MJEzt^ILT, HfBft^ (7 8mg, 0 
. 15 3mmol, 3 7%) ^ifei^tf t lt#/: 0 
[0 5 19] 

iH-NMR (400 MHz, CDC 1 3) * : 1. 45 (9H, s), 4. 34 
(2H, d, J = 5. 6Hz), 4. 91 (1H, brs), 5. 93 (1H, 

s) , 6. 91 (1H, m) , 6. 9 8-7. 0 4 (1 H, m) , 7 . 3 9 ( 2 

H, d, J=8. 8Hz) , 7. 54 (2H, d, J=8. 8Hz) , 7. 59 
(1H, d, J = 7. 8Hz) , 7. 67 (1H, dd, J = 7. 8, 2. 2H 

z), 7. 99 (1 H, m) , 8. 53 (1H, d, J =2. 2 H z) . 

MSm/z : 5 0 9 (M++H) . 
[0 5 2 0] 

HJfeM 6 5 : r 16- f (4-^aP7x-Mj^-^ (2. 5-v'-7;v^- 
n7x^) 2L2Jk3 g !2 3 ->f;v1 2L±ik3 — N— (tert-71-Jr 

[0 5 2 1] 
Wb 1 0 9 ] 



[0 5 2 2] 

mmmm%T, hwj4 3t*#^2- [ (4-^071^;^;^ ( 

2, 5-y'7;i/tn7x-;i/) Jf-ju] -5- (HKn^^f;v) tfVvV ( 
17 8mg, 0. 4 3 5mmo 1 ) , y - t e r t - ^K 5 ;y*m>> 
(1 4 2mg, 0. 65 3mmo 1 ) ^ b 'j7x-W7-f > (171 
mg, 0. 6 5 3mmo 1) ©ff7t: Kn?9V (5ml) &flL\z s T^/ViJ 
frtf>WLV4 V/n tf ;V ( 1 2 8 fi 1 , 0 . 6 5 3 mm o 1 ) SriD;^ SMUT 




o 



CI 



tBSE#2 004-3069437 



mW2 003-187796 



^-i? : 147/ 



f5ft^l3 (7 8mg, 0. 12 8mmol, 3 2%) Zm&mWLMMt LX&fz 



[0 5 2 3] 

iH-NMR (400 MHz, CDC 1 3) 8 : 1. 48 (1 8H, s), 4. 7 
8 (2 H, s) , 5. 94 (1H, s), 6. 93 (1 H, t d , J =9. 0, 
4. 4Hz) , 6. 9 8 - 7. 0 4 (1 H, m) , 7. 38 (2H, d, J=8 
. 6Hz) , 7. 56 (2H, d, J=8. 6Hz) , 7. 58 (1H, d, J 
= 8. 1Hz), 7. 71 (1H, dd, J = 8. 1, 2. 4Hz), 7. 96 
-8. 00 (1H, m) , 8. 57 (1H, d, J=2. 4Hz) . 
MSm/z : 6 0 9 (M++H) . 
[0 5 2 4] 

HJfefij 6 6 : r 6 - r (4-»Dn7x^MM^;M (2. 5-y7Mo 

[0 5 2 5] 

Msi 1 0] 



[0 5 2 6] 

[ [6- [ (4-^nn7x-w;v^v) (2, 5-^7;vtD7x-;i/ 
) ey^>-3->f^] -N- (t e r t-7*b^v*W- 

#;w^ e r t — (7 Omg, 0. 11 5mmo 1 ) <D3-$ S 

(2ml) (2ml) «ri|]x.> MKT 3 l$W*l*Lfco 




CI 



tBffiE# 2004-3069437 



#M 2003-187796 



^-v: 148/ 



ft (51mg, 0. 115mmol, 10 0%) ^6fet*tU^: 0 
[0 5 2 7] 

iH-NMR (4 0 OMH z, CD 3 OD) d I 4. 18 (2H, s), 6. 22 
(1H, s) , 7. 03 (1H, t d, J=9. 3, 4. 4Hz), 7. 11- 

7. 17 (1H, m) , 7. 52 (2H, d, J = 8. 8Hz) , 7. 64 (2 

H, d, J=8. 8Hz), 7. 79 (1H, d, J = 8 . 3Hz), 7. 92 
(1H, dd, J=8. 3, 2. 2Hz) , 8. 0 5- 8. 0 9 (1 H, m) , 

8. 7 1 (1 H, d, 1=2. 2 H z ) . 

itmmn: c 2 oHi 5 c i f 2 n 2 o 2 s • hc i \mmm : c, 51. 25 ;h 

, 3. 6 2 ; C 1 , 15. 92 ;F, 8. 5 3 ;N, 6. 29. HvffHfi : C , 5 

I. 1 1 ; H, 3. 57 ; C 1, 15. 50;F, 8. 3 9 ; N, 5. 83. 

[0 5 2 8] 

6 7 : N-T-b^;V-N- r r 6 - r (4-^PP7x-Jl/^^»^;i/) 
(2. 5-^7^n7x^) 2L±Jd ^ v>- 3 -^f;v1 2L£>k3 T-frh 

ill (>fh^ftA) siolz r r 6 — r (4-»na7x^M^) (2 

[0 5 2 9] 
lit 1 1 1 ] 

o=s=o o-s=o 

CI CI 

[0 5 3 0] 

HJ&0I! 6 3 X^tz [6- [ (4-7nD7x^H-;v) (2, 
WD7x-^) lfyy>-3—f^] ^-^;i/T^> (4 0mg, 0. 

0 9 7 8mmol) (^)^dd^> (3ml)»jj[^ N-^f^WJV 
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(26/zl, 0. 234mmol) , T^frfUV K ( 1 6 j« 1 , 0. 234 
mmo 1) *7mTl~Mz-, m^KX 1 6P#F^#t/c 0 a&^fc^TXfcijn*-^ 
^jn^;i/-e?am U &v»T?#«* £7fc£ «fc ^fn^TKtrM CtJfe^ L/io # tt 

m%$£ vntzfrmzm&mifaLx, mmit&VdA a&mmt^m a 5m g , 

0. 0 3 0 4mmmo 1, 4 0%) ^fiM^tLt, HfB^t/B (i^«Mb 
^) (I2mg, 0. 0 2 6 6mmol, 2 7%) LXftfz 0 
[0 5 3 1 ] 

1H-NMR (400 MHz, CDC 1 3) 3 : 2. 43 (6H, s), 4. 96 
(2H, s), 5. 93 (1H, s), 6. 91 (1 H, m) , 6. 98-7. 
03 (1H, m) , 7. 39 (2H, d, J=8. 5Hz) , 7. 54-7. 6 
1 (2H, m) , 7. 55 (2H, d, J=8. 5Hz) , 8. 02 (1H, m 
) , 8. 5 1 (1H, d, J = l. 7Hz) . 
mp I 60-64t 
MSm/z : 4 9 3 (M++H) . 
[0 5 3 2] 

iH-NMR (400 MHz, CDC 1 3) 8:2. 03and2. 04 (3H, 
rotamers), 4. 42-4. 50 (2 H, m) , 5. 89 (1H, br 
s) , 5. 93 (1H, s) , 6. 92 (1H, t d, J=9. 1, 4. 4Hz 
), 6. 97-7. 02 (1 H, m), 7. 41 (2H, d, J = 8. 1Hz) 
, 7. 57 (2H, d, J=8. 1Hz), 7. 61 (1H, d, J=8. 1H 
z), 7. 71 (1H, d, J=8. 1Hz), 7. 98-8. 03 (1 H, m 
) , 8. 5 4 (1 H, s) . 
mp : 1 7 7- 1 7 8"C 
MSm/z : 4 5 1 (M++H) . 
[0 5 3 3] 

mUW2 004-30694 
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150/ 



Hifefli 6 8 : n— r r 6 — r (4-^nn7x^^t-;i/) (2. 5-y-7 

;v^d-7^^;i/) fcfu y 3 ->f jvl — N' . N' =l22L± 

;i/X;V7 t g K 

[0 5 3 4] 
Wfc 1 1 2 ] 



ci 

[0 5 3 5] 

Hife^iJ 6 6 X%tz [6- [ (4-^nn7x^vx;^-;i/) (2, 5-v7 
^to7x-;v) t?<j^>-3--r;kl ^^;vT^^mm^ (6 0mg 

, 0. 13 5mmo 1) ©y^on^^v (5ml) il^ N-^fJl/W 
(1 8 0// 1, 1. 6 2mmo 1) „ 4 -v * f;i/7 5 / fcf V V > (10m 
g, 0. 08 19mmol) fiitfN, N-^f^^77^^nV K ( 
66//1, 0. 609mmol) ISCt 2 4 BWMH^Lfco SJS&ifc 

It, SlB^ft (48mg, 0. 0 9 3 0mmol, 7 0 %) * fi-felfr*: L 
[0 5 3 6] 

1H-NMR (400 MHz, CDC 1 3) 5:2. 76 (6H, s), 4. 29 

(2H, d, J = 6. 4Hz) , 4. 43 (1H, t, J=6. 4Hz) , 5. 

94 (1H, s) , 6. 92 (1H, m) , 6. 9 8-7. 0 4 ( 1 H, m) , 

7. 41 (2H, d, J = 8. 6Hz) , 7. 58 (2H, d, J=8. 6Hz 

), 7. 66 (1H, d, J=8. 1Hz) , 7. 79 (1H, d d, J=8. 
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1, 2. 5Hz) , 8. 02 (1H, m) , 8 . 6 1 (1H, d, J=2. 5H 
z) . 

mp : 1 7 7-1 7 8 (C. 
MSm/z I 5 1 6 (M++H) . 
[0 5 3 7] 

mum 6 9 : 2- r r 6 - r (4-»dd7i^m^) (2. 5->'7 

[0 5 3 8] 

Mfci 1 3] 



[0 5 3 9] 

»J6 3Ti#fc [6- [ (4-^nn7x^MW-^) (2, 5-^7 

Wn7x-ji/) tf'j^y-3-^;v] ^f^rr/ (3 0mg, o. 

0 7 3 4 mmo 1 ) Oy^nn^ ? > (4ml) ?§?£K, N-^ ?-/WE;nfc V > 
(1 0// 1, 0. 0 8 8 1 mmo 1) & i^nn/ 1 ; t^v^Hxf JV (9 ft 
1, 0. 0 8 0 7mmol) *2fc?frTfciniU MKT 1 B*ffl«#L;fco EJS* 

T|*f£> Mffiitfti Lfco # ttfeSWt * 777yay'J*W7A^7h 
lit, tRIB^b#® (2 8mg, 0. 0 5 5 0mmol, 7 6%) 
[0 5 4 0] 

iH-NMR (400 MHz, CDC 1 3) 8 II. 39 (3H, t, J = 7. 1 



0 





ci 
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Hz), 4. 37 (2H, q, J = 7. 1Hz), 4. 55 (2H, d, J = 5 
. 9Hz) , 5. 94 (1H, s) , 6. 8 9 -6. 9 4 (1 H, m) , 6 . 9 
8-7. 05 (1H, m) , 7. 40 (2H, d, J=8. 3Hz) , 7. 56 
(2H, d, J=8. 3Hz) , 7. 53 (1H, brs), 7. 62 (1H, 
d, J=8. 1Hz), 7. 72 (1H, d, J=8. 1Hz), 7. 97-8 
. 0 3 (1 H, m) , 8. 5 8 (1 H, s) . 
mp : 1 9 3 - 1 9 4 V. 
MSm/z : 5 0 9 (M++H) . 
[0 5 4 1] 

UtfcW 7 0 : N— r [_6_= r (4-^nn7x-;^;u»-;i/) (2. 5-i?y 
ji/tn7x-ju) y^;v] tf^;y>-3-^;v1 -2- (4-^f^7 

[0 5 4 2] 

Mkii4] 



[0 5 4 3] 

HWJ6 6-e#7t [6- [ (4-^nn7x^w;i/^^) (2, 5 - v "7 
^tn7i-;v) v?v- 3 -4 ;v] ^f;i/7 5>ii^ (4 0mg 

, 0. 0 8 9 8mmo 1) <£>^nnM*>' (6ml) igiftfc:* h y :t?-/i/7 3 
> (4 5^ 1 , 0. 3 2 4 mm ol), 4 -y^f;V7^ tfU (5mg, 
0. 0 4 4 9mmol), 1 -^)\>- 3 - (3-^f^7U7 > ne;l') * 
;W**vM 5 ( 2 1 m g, 0. 108mmol) ii^N-p-h i/Astr 

'J'» (2 5mg, 0. 1 0 8mmo 1) IfitCTl 6ffl8H#U: 0 



H 0-S 
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mmLtzo %h titzmM z y 9 y *> ^ -> >; * r jv * 9 ^ * n ^ h v ? 7 4 - n# 

^ft (4 1mg, 0. 0 6 6 1mmol, 7 3%) *fifeR*iLTHfc 0 
[0 5 4 4] 

1H-NMR (4 0 0 MH z , CDC 1 3) 8:2. 44 (3H, s), 3. 59 
(2H, d, J = 6. 4Hz), 4. 44 (2H, dd, J = 6. 1, 2. 8H 
z) , 5. 42 (1H, t, J = 6. 1Hz), 5. 95 ( 1 H, s), 6. 9 
1 (1H, m) , 6. 9 6 - 7. 0 3 (2 H, m) , 7. 33 (2H, d, J = 
8. 3Hz) , 7. 41 (2H, d, J=8. 6Hz), 7. 57 (2H, d, 
J = 8. 6 H z) , 7. 58 (1H, d, J = 8. 1 Hz) , 7. 66 (1 H, 
dd, J=8. 1, 2. 4Hz) , 7. 74 (2H, d, J=8. 3Hz), 8 
. 01 (1H, m) , 8. 49 (1H, d, 1 = 2. 4Hz) . 
mp I 2 1 7-2 1 8*3. 
MSm/z : 6 2 0 (M++H) . 
[0 5 4 5] 

mmm i 1 : n- r r6- r (4-»pq7x^^;^v) (2. s-vy 

)V*U7 U v>- 3 -4 JV] 2LfL3d -2-y^f;V7^y 

[0 5 4 6] 
[ftl 1 5] 



[0 5 4 7] 

6 3 *C#jfc [6- [ (4-?nD7x^M-;P) (2, 5-^7 
;vtD7x-;v) try 3 -4 ;v] ^f;v75> (30mg, 0. 

0 7 3 4 mm o 1 ) O^dd^v (5ml) h V 3 > ( 1 
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2^ 1, 0. 0 8 8 lmmo 1) ^ 4 - 5 J kf V (5mg, 0. 

0 3 6 7mmol) , 1 - 3 - ( 3 f;l/7 ^ / fcf ;V) #;Wis- 

yMU^il (17mg, 0. 0 8 8 1mmo 1) fei^N, N-^^f;^ 
(9mg, 0. 0 8 8 lmmo 1) fciJDx.. MiaiCT 1 4 B#F H m#b/c 0 

»(2 1mg, 0. 0 4 2 5 mm ol, 5 8 %) *&fe#5fci: LT#fc 0 
[0 5 4 8] 

iH-NMR (400 MHz, CDC 1 3) $ : 2. 30 (6H, s), 3. 01 
(2H, s) , 4. 50 (2H, d, J = 6. 1Hz) , 5. 93 (1H, s) 
, 6. 91 (1H, m) , 6. 9 8- 7. 0 4 (1 H, m) , 7. 40 (2H, 
d, J=8. 6Hz), 7. 55 (2H, d, J=8. 6Hz), 7. 60 (1 
H, d, J = 8. 1Hz), 7. 62 ( 1 H, brs), 7. 69 (1H, dd 
, J = 8. 1, 2. 4Hz) , 8. 02 ( 1 H, m) , 8. 56 (1H, d, J 
= 2. 4Hz) . 
mp : 1 7 7- 1 7 9V. 
MSm/2 : 4 9 4 (M++H) . 
[0 5 4 9] 

£jfc0O 7 2 : n- r f6- r f4-^nP7x^;^ji/) (2. 5-^7 

^tn7i^) 2L±2k3 tf'J W-3 zLdJkJ 2L±Jk\ -4- 
[0 5 5 0] 
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Hti i 6] 



o 




CI 



[0 5 5 1] 

MMM6 3~e%tz [6- [ (4-^nn7x^H^l/) (2, 5-v7 
;v^-n-7^^;v) £° ^ v > - 3 - -OKI ^f;V75> (5 0mg, 0. 

1 2 2 mm o 1 ) ^^on^> (5ml) mm~, h U xfiVT 5 > (21 
^ 1 , 0 . 14 7 mm ol) , 4 - f^7 5 ^ tf 'J v > ( 7 m g , 0 . 0 6 
lOmmo 1) , l-J-^-;W-3- O-^W^^nifjl/) #;V#v^ 
n , TO(2 8mg ) 0. 14 7mmo 1) i3i^N-*;^;v-4- (^f 
;V757) gift (26mg, 0. 147mmol) £#n;i> lfit:t2HFI 
m# Lfco acB#»* ^on^ >"C^U tK> ma&&&&1- * A*. 

i ^fn^^TKT-jiii cifeiu- l/co # <b ntz^mm *mm-* -> * a the 

T> aUB-ffc^ (6 Omg, 0. 1 0 5 mm o 1 , 8 7%) *te&m&Wttl'St.t 
[0 5 5 2] 

iH-NMR (400 MHz, CDC 1 3) 8 I 3. 35 (3H, s), 4. 67 
-4. 71 (2 H, m) , 5. 94 (1H, s), 6. 53 (1H, brs), 
6. 90 (1H, m) , 6. 9 7-7. 0 3 (1 H, m) , 7. 25 (2H, d 
, J=8. 6Hz) , 7. 40 (2H, d, J=8. 6Hz) , 7. 56 (2H 
, d, J = 8. 6Hz), 7. 63 (1H, d, J=8. 1Hz), 7. 78 ( 
1H, dd, J=8. 1, 2. 2Hz) , 7. 86 (2H, d, J = 8. 6Hz 
) , 8. 03 (1H, m) , 8. 61 (1H, s) , 8. 64 (1H, d, J = 
2. 2Hz) . 
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MSm/z 15 7 0 (M++H) . 
[0 5 5 3] 

fUHsM 7 3 : N— f f 6 — r (4-^DD7x-MiKt^) (2. s-vy 
^tn7i^) *±M ^ 'Jy> - 3 ->f/H -4- L*j£ik±±^ 

[0 5 5 4] 

Wtl 1 7] 



[0 5 5 5] 

T;v^>#H^T> N- [ [6- [ (4-^DD7x^;wt^v) (2, 
5-y7iVt07x^^) bf'j v>-3 --f;w] -4- 

^WW^/) ^^X7U* (4 6mg, 0. 0 8 0 7mmol) 
> (5ml) MCD-V^I (6 9mg, 0. 1 6 9 mm o 1 ) * %Wk.tz%. 

^^•;v=4 : lfctUffiJ: *}#^H*«EE*BbT, fldfrTfrfrtt (4 Omg, 
0. 0 6 6 4mmol, 8 3%) *JM^£^JRfc LT#fco 
[0 5 5 6] 

iH-NMR (400 MHz, CDC 1 3) $ : 3. 72 (3H, s), 5. 08 
(2H, d, J=4. 4Hz) , 5. 92 (1H, s) , 6. 89 (1H, td 
, J=9. 0, 4. 4Hz) , 6. 98-7. 05 (1 H, m), 7. 25 (2 
H, d, J=8. 6Hz) , 7. 40 (2H, d, J=8. 6Hz) , 7. 55 
(2H, d, J = 8. 6Hz) , 7. 60 (1H, d, J=8. 1Hz) , 7. 
81 (1H, d, J=8. 1Hz), 7. 87 (2H, d, J=8. 6Hz), 
8. 02-8. 06 (1 H, m), 8. 20 (1H, brs), 8. 62 (1H 
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, s) , 9. 7 0 (1 H, s) . 
MSm/z ! 6 0 2 (M+ + H) . 
[0 5 5 7] 

mMM 7 4 : N- f T6- f (4-»pp7i^M^) (2. 5-v7. 

)vtP7x-)V) ^^;vl eijy>-3-^A/1 2L±ik3 -2- 

[0 5 5 8] 

Hfci i 8] 



[0 5 5 9] 

Hi&fll 6 3 [6- [ (4-^on7x^M^V) (2, 5-v~7 

HD7z^) tf >; v>- 3 ;v] ^-f-^y^ (3 0mg, o. 

0 7 3mmo 1) , 3 - tf' ; V (1 6mg, 0.0 9 2 mm o 1) 

^ 4 _ ^;v T 3 y ) tf V v V ( 5 m g , 0 . 0 4 mm ol) , Rlf h 'J J. 
f;l/7 5> (0. 025ml, 0. 1 8mmo 1) ^y^o^V (5ml) 
lC)§iL, ISi:tl-xf;v-3- ( 3 - f;i/7 ^ / y°n tf;v) fjfr#*J 
^KMi (17mg, 0. 0 8 9mmo 1 ) *t\iZ-tz 0 lfii:t 1 4 Bff^m 
#t^. KJBm-ffiMM^Tk (0. 1ml) ^flnlfco &/k?l^£MKflftiSlB 
LT#7^S£ 77r>ay'J* ^n7>^57-f- H# U ^ao^ 
v : ?y-)v=3 o : lMi 9#7 v ^li^mi±#iiur > 

o #fjtLfc@#:*i-x;V^-ra^L, ^IBjb^t/ (35mg, 0. 066 mm 
o 1 , 9 0%) LT#fc 0 
[0 5 6 0] 

1H-NMR (400 MHz, CDC 1 3) 8 : 3 . 59 (2H, s) , 4. 45 
(2H, dd, J=5. 9, 1. 5Hz) , 5. 92 (1H, s) , 5. 96- 
6. 10 (1H, m), 6. 86-6. 98 (1 H, m), 6. 99-7. 05 




°ta, 



a 
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(1H, m) , 7. 2 4-7. 3 5 (1 H, m) , 7. 39 (2H, d, J=8 
. 8Hz) , 7. 5 5-7. 6 0 (3 H, m) , 7. 60-7. 71 (2H, m 
) , 7. 9 6-8. 0 6 (1 H, m) , 8. 50 (2H, d, J = l. 6Hz) 
, 8. 55 (1H, d, J = 4. 8, 1. 6Hz). 
MSm/z : 5 2 8 (M++H) . 
[0 5 6 1] 

7 5 : T6- (4-»nD7x-^M~;v) (2. 5-y'7iVta7 

[0 5 6 2] 

Mb 1 1 9 ] 



[0 5 6 3] 

Ili4 3TWc2- [ (4-^nn7x-;v^;i/*-;i') (2, 5-/7^ 
tn7x^^) -5- (t: Fn^y;^f;v) tf'jr/ (2 0mg, 0 

. 049mmol) O'^nn^^v (0. 3ml) mWLK, OtCTN-^f 
(0. 0 11ml, 0. lOmmo I) , ^dd^| p -- 
hn7x^V(l5mg, 0. 0 7 4mmo 1 ) fcflDx., Ifii:t3 0^Fmi 
L/co ? f> CRft-IMt: 0 1 C t N - ^ f 'J > (0. 0 3 3ml, 0 

. 3 0mmol) ,^K^nn^lp-^^07x^V (15mg, 0. 0 7 
4mmo 1) &iifinU ISHT3 0frmMWLtz o Mtfl^tKC 0 V* 
f;V7r/tit (2 0mg, 0. 2 5mmol) ^rjjnx.. MUfcX 1 3 B#F« 

13mg, 0. 0 2 7mmol, 5 5%) *&&mfct fC#f; 0 
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[0 5 6 4] 

1H-NMR (4 0 0MHz, CDC 1 3) 8 : 2. 94 (6H, s), 5. 14 
(2H, s) , 5. 94 (1H, s) , 6. 8 7-7. 0 7 (2 H, m) , 7. 
39 (2H, d, J = 8. 5Hz) , 7. 55 (2H, d, J = 8. 5Hz) , 
7. 62 (1H, d, J=7. 8Hz) , 7. 75 (1H, dd, J = 7. 8, 
2. 0Hz) , 7. 99-8. 07 (1 H, m), 8. 63 ( 1 H, d, J = 2 
. 0 H z) . 

MSm/ z : 4 8 1 (M++H) . 
[0 5 6 5] 

7 6 : L6_n (4 - j ? oa7x-;v^jv»-;v) (2. 5-y'7^a7 
— ^f^h°'Jy>-3-^^l >f ji/=4-^fn7x-;v^^jv^'t- 

_L 

[0 5 6 6] 
Hfcl 2 0] 




[0 5 6 7] 

HifeM 4 3 -e#7t 2 - [ (4-^oo7i-HH^) (2, 5— S??/!/ 
tn7x^) -5- (HKn^fWfJV) tf'Jy> (4 1mg, 0 

. lOmmol) ^y^no^r/ (0. 5ml) Otl:tN-^f;V 
■t/Hfc V > (0. 0 3 3ml, 0. 30mmol) ^v^onf|4-^F 
D7x^ (4 0mg, 0. 2 Ommo 1) £Jnx.. M^CT 1 B$FI»L/: 0 

ttu :@^m^^^=4 : lvtmguj; vmzftmzmi±.mmLtz 0 #?> 

*Lfc@#£^^>KT?fti^ ^JptU SUBft-g^ (5 2mg, 0. 0 9 0m 
mo 1 , 9 0%) Lxm-tzo 
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[0 5 6 8] 

1H-NMR (400 MHz, CDC 1 3) 8 5. 33 (2 H, s), 5. 97 
(1H, s) , 6. 87-6. 95 ( 1 H, m) , 6. 98-7. 06 (1H, 
m) , 7. 39 (2H, d, J=9. 0Hz) , 7. 40 (2H, d, J=8. 
5Hz), 7. 57 (2H, d, J=8. 5Hz), 7. 71 (1H, d, J = 

7. 6Hz), 7. 85 (1H, dd, J = 7. 6, 2. OHz), 7. 97- 

8. 05 (1H, m) , 8. 29 (2H, d, J=9. OHz) , 8. 72 (1 
H, d, J =2. OHz). 

MSm/z ! 5 7 5 (M++H) . 
[0 5 6 9] 

Mtfcffl 7 7 : [_6_z (4-^nn7x^XH^) (2. 5-y7Jl/tn7 

[0 5 7 0] 
lit I 2 1] 




[0 5 7 1] 

[6- (4-^an7x^H-]l') (2, 5-^7Wn7z^) 
f^f'J v>- 3 ->f/l/] = 4 -— h D7x^Jl/=*H*t- b (51m 

g, 0. 0 8 9mmo 1) Ov^no^^ (1ml) 0°C^TN-^ 
^;v^;v^U> (0. 0 2 0ml, 0. 18mmol) , W^^75> 
(0. 0 12ml, 0. 1 lmmo 1) *Jjnx.s 2 O^fFWI^o S 

HnYh^77^i:#U ^-^y : f^^f-;v=4 : ltetttSBJ: 

, ^fflft^ (3 3mg, 0. 0 6 0mmol, 6 8%) SrS-feH^i: Ltfr: 
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[0 5 7 2] 

1H-NMR (400 MHz, CDC 1 3) 8 : 4. 38 (2H, brd, J=5 
. 4 Hz) , 5. 06 (1H, brs), 5. 16 (2H, s) , 5. 94 (1 
H, s) , 6. 8 7-7. 0 4 (2H, m) , 7. 2 2 - 7. 3 8 (5H, m) 
, 7. 39 (2H, d, J=8. 3Hz) , 7. 54 (2H, d, J=8. 3H 
z) , 7. 62 (1H, d, J = 8. 3Hz), 7. 74 (1H, d, J=8. 
3Hz) , 7. 9 6 - 8. 0 3 ( 1 H, m) , 8. 61 (1H, s) . 
MSm/z : 5 4 3 (M++H) . 
[0 5 7 3] 

HJfcffil 7 8 : N — r T6- (4-»nn7x^J^n/»^;i/) (2, 5-y~7;V 

[0 5 7 4] 
Wfcl 2 2] 




[0 5 7 5] 

Hifcfll 6 3 [6- [ (4-^nn7x-WH-)l') (2, 

jVtD7x^;l') ^f;v] bf V v^- 3 >t/i'7 5V (2 8mg, 0. 

0 6 8mmol) O^nn^^V (0. 5ml) 0t:i:tN-^f;V 
•=e;V*'J>(0. 0 15ml, 0. Ummol), W3-5'7;^> 
^H-^^n'JK (2 2mg, 0. lOmmol) £#nx.> M?mt~T 6 
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mg, 0. 0 4 0mmol, 5 9%) £&feB#fc LX&tz 0 
[0 5 7 6] 

lH-NMR (400 MHz, CDC 1 3) * : 4. 26 (2H, d, J = 6. 4 
Hz) , 5. 08 (1H, t, J = 6. 4 Hz) , 5. 91 (1H, s), 6. 
8 6- 7. 0 6 (2 H, m) , 7. 40 (2H, d, J = 8. 1Hz) , 7. 5 
5 (2H, d, J = 8. 1Hz) , 7. 5 7 - 7. 7 0 (3 H, m) , 7 . 8 1 
(1H, d, J =7. 4 Hz) , 7. 94-8. 05 (2 H, m), 8. 11 ( 
1H, s) , 8. 46 (1H, s). 
MSm/z : 5 7 4 (M++H) . 
[0 5 7 7] 

%tWW 7 9 : N — r T6- (A -^nn7x^;^^;v) (-2. 5_r^vL2Jk 
^ny^-fr) ^f^h' 1 Jy>-3-^;H 2L±ik3 - 3 - yj y -N- 2! ±2k 

[0 5 7 8] 
Mfcl 2 3] 




[0 5 7 9] 

N- [ [6- (4-^07x^7^^) (2, 5-v7J^n7x- 

;v) *f-/nfy 3 -4 ;v] - 3 -*/T J ^>4fv^^*vr ^ K 

(2 lmg, 0. 0 3 7mmo 1 ) Of l>7t (0. 5ml) iffiftte 

„ OVKX* *? J-fr (0. 003ml, 0. 07 3mmo 1 ) , h 'J7x-;V 
^7T/ (19mg, 0. 0 7 3mmo 1) , 77v*;^f V 

ynfc?;!/ (0. 0 14ml, 0. 0 7 3mmol) £}jnx^ MS.^T 2 B#ITO# 

^7 7^-l:#L/: 0 : Ml^f- ;v=2 : 1 i&ftg&J: !9#^®^Mffi 

ife&SU fliBlt^ (1 3mg, 0. 0 2 1mmol, 5 8%) L 
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[0 5 8 0] 

iH-NMR (400 MHz, CDC 1 3) 8 2. 70 (3H, s), 4. 2 5 
(2H, d, J=6. 4Hz) , 5. 95 (1H, s) , 6. 8 7 - 7. 0 5 ( 
2H, m) , 7. 40 (2H, d, J=8. 5Hz) , 7. 56 (2H, d, J 

= 8. 5Hz) , 7. 66 (1H, d, J=8. 1Hz) , 7. 73 (1H, t 

, J=7. 8Hz), 7. 81 (1H, dd, J = 8. 1, 2. 2Hz), 7. 
91 (1H, d, J = 7. 8 H z) , 7. 99-8. 09 (2 H, m) , 8. 1 
2 (1H, s) , 8. 53 (1H, t, J=2. 2Hz) . 

MSm/z : 5 8 8 (M++H) . 
[0 5 8 1] 

Hffiffli 8 0 : 3- r T6- (4-^PP 7x^M^) (2, 5-v-7;v 

^D7x^jk) ^ ±jj/j£ L? 3 jV] ^^;v1 -1. i zikLgLjfJkM^ 
[0 5 8 2] 
[ftl 2 4] 




[0 5 8 3] 

Id&fll 6 3 -Tr#£ [6- [ (4-^nn7x-WH-;v) (2, 5-/7 
jVtD7x^;P) fcf U r/- 3 -^f/u] ^f^75> (31mg, 0. 

0 7 6mmol)^DQ^> (lml) »> 0 V,\ZX Y V xf^7 5 
> (0. 032ml, 0. 23mmol) > &V*TN, N-^^*^^*^ 
^n'JK (0. 0 14ml, 0. 1 5mmo 1 ) &in*^ IfiCT 1 7 Bfffl* 
#L£ 0 RJ&fI£*K0 , CKT h';jt.^;VT^ ^ (0. 032ml, 0. 23m 
mo 1) * #CV>-CN, N-^W^^^^n'JK (0. 0 14ml, 0 
. 1 5mmo 1) fciMU lfitt2 9«FHaH*Lfeo RJfcS-frifcfcflStfnMr 
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ZJBLL, (1 8m g, 0. 0 3 6mmol, 4 8%) ^fifeiftL 

[0 5 8 4] 

1H-NMR (400 MHz, CDC 1 3) 8 2. 93 (6H, s), 4. 44 
(2H, d, J=4. 2Hz), 4. 76 (1H, t, J=4. 2Hz), 5. 
93 (1H, s) , 6. 8 5 - 7. 0 4 (2 H, m) , 7. 39 (2H, d , J 
= 8. 3Hz) , 7. 56 (2H, d, J = 8. 3Hz) , 7. 58 (1H, d 
, J=8. 5Hz), 7. 74 (1H, dd, J = 8. 5, 2. 0Hz), 7. 
9 8 - 8. 0 6 (1 H, m) , 8. 57 (1H, d, J=2. OHz) . 
MSm/z : 4 8 0 (M++H) . 
[0 5 8 5] 

HJfef!) 8 1 ! r fi - (4-»nD7x^^^) (2. 5-^7^07 

[0 5 8 6] 
Hfcl 2 5] 



[0 5 8 7] 

0 tMI^&K* «J> ^»J6 3 T#£ [6- [ (4-7DD7i 
~;v*;w*-;i/) (2, 5-^7HD7x^;v) f'jy>-3-^^ 
] ^f;V7r/ (34mg, 0. 0 8 2mmol) , S^on^f;!/ (0 
. 0 19ml, 0. 2 5mmo 1 ) £ffiv\ SffB^fc^ (16mg, 0. 034 
mmo 1 , 4 2 %) *3tfe@#fc LT^ffco 
[0 5 8 8] 

iH-NMR (400 MHz, CDC 1 3) d I 3. 71 (3H, s), 4. 40 
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(2H, d, J=6. 1Hz), 5. 07 (1H, brs), 5. 93 (1 H, 
s) , 6. 8 7-7. 0 4 (2 H, m) , 7. 39 (2H, d , J = 8. 5Hz 
), 7. 55 (2H, d, J = 8. 5Hz), 7. 60 (1H, d, J =7. 8 
Hz) , 7. 70 (1H, d, J=7. 8Hz) , 7. 9 7-8. 0 4 ( 1 H, 
m) , 8. 5 5 (1 H, s) . 
MSm/z : 4 6 7 (M++H) . 
[0 5 8 9] 

HJfeM 8 2 ! N — r f6- (4-»PQ7i^M^) ( 2 , 5-V7JV 

[0 5 9 0] 
[ft 1 2 6 ] 



[0 5 9 1] 

*Sfc«8 0kra*O^twJ:lj, ISifcfll 6 3 [6- [ (4-^nn7x 

-;wuv*~;v) (2, 5-i?7^n7x-jv) t? 1 ; S»- 3 — f ;v 

] >f;VT5> (3 4mg, 0. 0 8 2mmo 1) > 

(0. 019ml, 0. 25 mm o 1 ) £Mv\ »fMfc-£% ( 2 0 m g , 0 . 0 
4 0 mm o 1 , 4 9%) =Sr LT#fc 0 
[0 5 9 2] 

1H-NMR (400 MHz, CDC 1 3) 8 I 2. 97 (3H, s), 4. 37 
(2H, d, J =6. 1Hz), 4. 70 (1H, brs), 5. 95 (1H, 
s) , 6. 8 8 - 7. 0 7 (2 H, m) , 7. 40 (2H, d, J = 8. 3Hz 
) , 7. 56 (2H, d, J = 8. 3Hz) , 7. 65 (1H, d, J=8. 1 
Hz), 7. 80 (1H, d, J = 8. 1Hz), 7. 97-8. 07 (1 H, 
m) , 8. 6 1 (1 H, s) . 
MSm/z : 4 8 7 (M+ + H) . 
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[0 5 9 3] 

%mm 8 3 : n — r tb- (4-»pp7i^w^) (2. 5-^ 

[0 5 9 4] 

Kb 1 2 7 ] 



[0 5 9 5] 

80h Eiato^fftK: J: <9 > %mm 6 3 -e#7^ [6 - [ (4-^DD7x 
(2, 5-y7^n7x^v) tf *j y>- 3 -4 )\> 

] ^f;H5 > (3 4mg, 0. 082mmol) > JkXf I - T^fr- 4 - tf 
^'Jy>*H*-^=^D'J K ( 5 6 m g , 0. 2 5 mm o 1 ) £fflv^ MUlt 
^ (2 4mg, 0. 0 4 3mmol, 5 2%) *®k&Wmo9.t LT#7t 0 
[0 5 9 6] 

iH-NMR (400 MHz, CDC 1 3) ail. 58-1. 79 (2H, m) 
, 1. 82-1. 95 (2 H, m) , 2. 09 (3H, s), 2. 30-2. 4 
1 (1H, m) , 2. 59-2. 70 ( 1 H, m) , 3. 03-3. 13 (1H 
, m), 3. 82-3. 92 (1 H, m) , 4. 41-4. 53 (2 H, m) , 
4. 55-4. 63 (1 H, m) , 5. 90-5. 98 (2 H, m), 6. 85 
-6. 94 (1H, m) , 6. 9 7- 7. 0 4 (1 H, m) , 7. 40 (2H, 
d, J = 8. 5Hz), 7. 55 (2 H, d, J = 8. 5Hz), 7. 60 (1 
H, d, J = 8. 1Hz) , 7. 66 (1H, d, J = 8. 1Hz) , 7. 98 
-8. 0 5 (1 H, m) , 8. 5 3 (1 H, s) . 
MSm/z : 5 6 2 (M++H) . 
[0 5 9 7] 

%tm\ 8 4 : T6- (4-^nP7x^M^) (2. S-Vy)V^uy 




a 



o 
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[0 5 9 8] 

Mfcl 2 8] 




[0 5 9 9] 

Hife^ 4 3 -e#7t 2 - [ (4-^nn7x-WW-JV) (2, 5-v7^ 
tn7x^) -5- (tKn + y^f^) tf'JW (5 0mg, 0. 

12mmol) <DV9UU*9V (2ml) 0 o C(:tt o, Jy> (0. 0 

4 0ml, 0. 4 9mmo 1 ) > &v»-C? n n^SL* (0. 019, 0. 2 
4mmo 1) £#n;U lfii:tlHraft»Lfco ^MCOtCT^na^ 
(0. 019, 0. 24mmol) fci&to U MfflKT 5 l^maB^Lfc 

o rjes»'&** l^^m^-c^u twfii^nst h y *-mctis*, 

*«C«r«Eiftttb3to &t>titzmm*77? yay'J*Wn7h^ 

Lfc 0 #<b^^£^*^>KT^?f^ SSfB-ffrg-* (5 0mg, 0 

. llmmol, 88%) *&&mfet LX&tz 0 
[0 6 0 0] 

iH-NMR (400 MHz, CDC 1 3) d : 3. 81 (3H, s), 5. 18 
(2H, s) , 5. 95 (1H, s) , 6. 8 9-7. 0 4 (2 H, m) , 7. 
40 (2H, d, J=8. 5Hz) , 7. 55 (2H, d, J=8. 5Hz) , 
7. 65 (1H, d, J = 8. 1Hz), 7. 78 (1H, dd, J=8. 1, 
2. 2Hz) , 7. 9 7-8. 0 3 (1 H, m) , 8. 64 ( 1 H, d, J=2 
. 2Hz) . 

MSm/z I 4 6 8 (M++H) . 
[0 6 0 1] 

%mm 8 5 : r6- r (4-»pp7x^ji/^) (2. 5-^7^0 
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[0 6 0 2] 
Mbl 2 9] 




CI 



[0 6 0 3] 

H£fe$J 4 7 [6- [ (4-^nn7x^WW^) (2, 5-y'7 

;v^-n-7^-;v) ^ tf V v>- 3 ->f ;H K (lOOmg, 

0. 2 5mmo 1) <£>v^nu^> (3ml) if?W^. N — ^ ■f-fr^frfr V > 

(3 2^1, 0. 2 9mmo 1) ^ ^Mt: Fn^y;V7 5 > (2 6mg, 0. 3 
6mmo 1) fcillx^ ^KT3BM3$Lfc 0 a&vt?£&v^ n o jrf * y-ef 
fit, 7K> ^n^^X^^bU^A 7 Jc^«J;^m^m7fc^JiiC^L7^o 

y yyay'J 7J <7*^ j] y 2* U^Z Y y y ~ L ^ ^3r^> I ffc@|j^;l/ = 
3 I 2^ffifl5«t ^^^T^S^MEE^istT, ^|B#ltt{£A (mm<t&®) (7 
9mg, 0. 19mmmol, 7 2%) Lt, HfB^tt#B (^fe 

tfrffc^) (I7mg, 0. 0 4 0mmol, 17%) ^S^f*tLt#/; 0 
[0 6 0 4] 

iH-NMR (400 MHz, CDC 1 3) d I 5. 97 (1H, s), 6. 91 
-6. 96 (1H, m) , 6. 9 9 -7. 0 5 (1 H, m) , 7. 40 (2H, 
d, J=8. 6Hz) , 7. 56 (2H, d, J=8. 6Hz) , 7. 66 (l 
H, d, J = 8. 1Hz), 7. 78 (1H, s), 7. 9 6 -8. 0 2 (2 H 
, m), 8. 14 (1H, s), 8. 75 (1H, d, J = l. 7Hz). 
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mp ! 1 8 7 - 1 8 8"C. 
MSm/z : 4 2 3 (M++H) . 
[0 6 0 5] 

iH-NMR (400 MHz, CDC 1 3) 8 I 5 . 98 (1H, s) , 6. 91 
-6. 97 (1H, m) , 7. 0 0 - 7. 0 6 (1 H, m) , 7. 40 (1H, 
s) , 7. 41 (2H, d, J=8. 6Hz), 7. 57 (2H, d, J=8. 
6Hz), 7. 71 (1H, d, J=8. 3Hz), 7. 9 0 - 8. 0 2 (2 H 
, m) , 8. 41 (1H, dd, J = 8. 3, 2. 1Hz), 9. 00 (1 H, 
s) . 

mp : 1 9 4 - 1 9 6 °C. 
MSm/z : 4 2 3 (M++H) . 
[0 6 0 6] 

8 6 I 6- r (4-^nn7x-HM^) (2. 5-y7^n7 

[0 6 0 7] 

Mfcl 3 0] 



0 




ci 



[0 6 0 8] 

mMffl 5 0 [6- [ (4-^DD7x-;^;V*^) (2, 5-V7 

;^n7x-;i/) 5&;v^>BI (8 0mg, 0. 1 

9mmo 1) <Dy?uu* *V (5ml) v«K> h'JxW5> (32^1 
,0.2 3mmo 1) ^ 4 ^;VT 5 J tf y (12m g, 0.095m 
mol) s l-JL^-;v-3- (3 f-Zl'T S ^ 7* fc^V) */Htf5M5K:BI 
tfi (4 4mg, 0. 2 3mmol) * J:^^^ W^oMt> (3 0 
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pt 1, 0. 2 3mmo 1) ^Jnx.^ !St:t4. 5^m#L^o RJStSift*^ 

:@l^^;i/=3 : liffctig&J: *)mzfrm*ffi.&MiMLx^ mzik&yo (5 8 m 

g, 0. llmmol, 59%) Z&teffijfct LT#7to 
[0 6 0 9] 

1H-NMR (4 0 0MHz, C D C 1 3) £!0. 9 5 - 1. 8 0 (1 1 H, m 
), 3. 32 (2H, d, J=6. 4Hz), 5. 98 (1H, s), 6. 13 
-6. 16 (1H, m), 6. 90-6. 96 (1H, m), 7. 0 0- 706 

(1H, m) , 7. 40 (2H, d, J=8. 6Hz) , 7. 55 (2H, d, 
J = 8. 6Hz), 7. 69 (1H, d, J=8. 3Hz), 7. 97-8. 0 
2 (1H, m) , 8. 13 (1H, dd, J =8. 3, 2. 2Hz), 8. 94 

(1 H, d, J = 2 . 2 H z ) . 
MSm/z : 5 19 (M++H) . 
[0 6 10] 

mMM 8 7 : 6- f (4-»nn7i^M^ (2. 5-y'7MD7 
2L±ik] -N- (5 -^nne U y>- 2 -^;v) -j^^t^F 
[0 6 11] 
Hfcl 3 1] 




ci 



[0 6 12] 

^M5 0"C#7t [6- [ (4-^nn7j-;^;wt^) (2, 5-v"7 
;i/tn7ia) tf V v>- 3 -'OKI *;u#^Bfe (8 0mg, 0. 1 

9mmo 1) O^nn^^ (5ml) }#ifcK> HJ^^VT^V (3 2^1 
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, 0. 2 3mmo i) . 4-^W^lf'Ji;> (12mg, 0. 095m 
mol), 1 3 - ( 3 - 5 J 7°u M )V) ii ^ Ktt 

il (4 4mg, 0. 2 3mmo 1) £ J: 0*2- 7^-5-^13 nkTi;s>> ( 
2 9mg, 0. 2 3mmol) £2nix.. gfifcT SBSMUMtflsLfco RlSftiftS: V 

:f»x^A'=3 ; i»ffl«BJ:»)#^W«r«BEaMSLT, SUBft^ (2 7m 
g, 0. 0 5 1mmol, 2 7%) &&-feJ5^fc lt#/: 0 
[0 6 13] 

iH-NMR (4 0 OMHz, CDC 1 3) 8 \ 6. 04 (1H, s) , 6. 92 
-6. 9 7 (1H, m) , 7. 0 1 - 7 0 7 (1 H, m) , 7. 42 (2 H, d 
, J=8. 6Hz), 7. 57 (2H, d, J=8. 6Hz), 7. 75 (1H 
, dd, J=9. 1, 2. 4Hz) , 7. 80 (1H, d, J=8. 1Hz) , 
7. 97-8. 01 (1H, m) , 8. 26 (1H, dd, J=8. 1, 2. 2 
Hz), 8. 28 (1H, d, J=2. 4Hz) 8. 33 (1H, d, J = 9. 
1Hz), 8. 51 (1H, s) , 9. 12 (1H, d, J=2. 2Hz). 
MSm/z : 5 3 4 (M++H) . 
[0 6 14] 

mmms s : ar . n' -y^^-6- r (4-»no7x^^^) 

(2. 5-y7^P7x^) j*^;H ~r?^>B££ K^v* K 

[0 6 15] 
[ft 1 3 2 ] 




ci 



[0 6 16] 
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HIW5 0"C#^ [6- [ (4-^no7xz;^W-;i/) (2, 5-5^7 
^tn7x-;v) fcf'; v>-3 — f ;v] (8 0mg, 0. 1 

9mmo 1 ) <DV?uu*9 y (5ml) &%L\Z^ h 'Jxf^7 5 f (3 2^ 1 
, 0. 2 3mmo 1 ) „ 4-^'^f;V7^ (1 2mg, 0. 0 9 5m 

mol) , 1 3 - (3-y^WUyDt» *HyM5Fi 

1^ (44mg, 0. 2 3 mm o 1 ) & XZf 1 , 1 - v > ( 2 1 

^ 1, 0. 2 3mmo 1) SrJUx., gifiCT 7 H#W**|iLfco SJ&Si£*^*n 

n ^ * v-e^rfx u 7k, ma$tWti&-f- m; * ^m-Wite ± Vffin-s&tfr-eifc c 

> : y-)v=5 o : l^tbSPi ^#^®£Mffift3f LT, IIIMb^ (6 
0 m g , 0. 1 3 mm o 1 , 68%) ^M^MjeM^DM £ lt#/: 0 
[0 6 17] 

1H-NMR (400 MHz, CDC 1 3) £ : 2. 57 (0. 9H, s) , 2. 
72 (5. 1H, s) , 5. 98 (1H, s) , 6. 48 (0. 1 5 H, s) , 
6. 9 0-7. 0 6 (2. 8 5 H, m) , 7. 41 (2H, d, J = 8. 6Hz 
), 7. 56 (2H, d, J = 8. 6Hz) , 7. 68 (1H, d, J=8. 1 
Hz), 7. 97-8. 04 (1H, m), 8. 13-8. 17 (1H, m), 
8. 9 4 (0. 8 5H, s) , 9. 07 (0. 1 5 H, s) . 
MSm/z : 4 6 6 (M++H) . 
[0 6 18] 

HifcW 8 9 : N' - (7 9>-2-s&^^) - 6- r (4-^nn7x-;v 
(2. 5-y7;Vj-P7x^^) — a^VMSfc K 

[0 6 19] 
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o h o-\ 

0=S=0 

o 

CI 

[0 6 2 0] 

5 0 -C#fc [6- [ (4-^D07i-WW-^) (2, 5-/7 
Wu7z-^) tf'J 3 ->f ;v] j&/i/jj?>Bfc (8 0mg, 0. 1 

9 mmo 1 ) <D S J9 u u 2 $ > (5ml) i&ffcK, b 'Jxf^75 > (32^1 
,0.23 mm o 1 ) „ A—*J* f^T 5 J tf V V > ( 1 2 m g , 0 . 0 9 5m 
mol) > l-xf/u-3- *^^>f 5 m 

Bfcft ( 4 4 m g , 0. 2 3mmol) J3 «fc £>* 2 - 7 7 > 5? K (2 9mg, 

0. 2 3 mmo 1) fciUx.. 5TO»L£ 0 ESilt^^nn 

511^7 7 7 va.->i; ijYA/iJ7 A^n-r b 77 7 j -KttV, V?uu*?y 
:^*/-;v=5 0 : l v#ffi§l$ J: 9#fc*H*jftEEiMiL;fco ^htifzm^^ 
i?uu**>-^**)rzs Z. f)ffig B B B U ^fffrffrg^ (5 8mg, 0. llmmo 

1 , 5 8%) £frfe|3-3fc £ LT#7t 0 

[0 6 2 1] 

iH-NMR (400 MHz, CDC 1 3) 5:6. 01 (0. 7H, s), 6. 

02 (0. 3H, s) , 6. 55 (0. 7 H, dd, J=3. 4, 1. 7Hz) 

, 6. 91-6. 96 (1H, m) , 6. 99-7. 04 (1 H, m), 7. 2 
1 (0. 7H, d, J = 3 . 4Hz) , 7. 41 (2H, d, J =8. 6Hz) 
, 7. 53 (0. 3H, dd, J = l. 7, 0. 7Hz), 7. 56-7. 60 

(3H, m) , 7. 74 (1H, d, J=8. 3Hz) , 7. 77 (0. 3 H, 
d, J=8. 8 Hz) , 7. 95-7. 99 (1 H, m), 8. 15-8. 19 

(1H, m) , 8. 99 (0. 3 H, s) , 9. 03 (1H, d, J=2. 2H 
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z), 9. 14 (0. 7H, brs), 9. 67 (0. 7H, brs), 9. 9 
8 (0. 3 H, brs). 
MSm/z : 5 3 2 (M++H) . 
[0 6 2 2] 

mnm 9 0 : n- r r6- r (4-^nn7x^^v) (2. s-v-7 

^tP7x^) tfij v f >-3-'f;H - (E) -3- 

[0 6 2 3 ] 
[ 4b 1 3 4 ] 



[0 6 2 4] 

Hifcfll 6 3 *C&;fc [6- [ (4-^no7x-;vx^t-;v) (2, 5-y7 
;vtD7x-;i/) try yv- 3 -^f;v] ^f^rr/ (4img, o. 

lOmmol) , (E) — 3 — (tfij 5> > - 4 - <f /I/) (1 5mg, 

0. lOmmo 1) , ^yyh'J7V*-;V-l-t-^ (14mg, 0. 10m 
mo 1 ) . RZ/N-*?-)U*:)V*V > (0. 011ml, 0. 1 Ommo 1 ) <D 
Z??uu*?> (1ml) ItC, 0lCJ:tl-xfjl/-3- (3 --J^-f-^T 
^y/nt?;V) *;V*yMU*Ifi (19mg, 0. lOmmol) ^Sn£> 
MSKTl 9B#F H im#L/co RJ6B«^»*«&?ftim**K:T«fei8^, ^«W«r«ft* 

(3 5mg, 0. 0 6 5mmol, 65%) £&feB#*: LT#fc 0 
[0 6 2 5] 

iH-NMR (400 MHz, CDC 1 3) d : 4. 53-4. 66 (2H, m) 
, 5. 93 (1H, s) , 6. 09-6. 17 (1H, m) , 6. 57 (1H, 
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d, J = 15. 6 H z) , 6. 86-6. 93 (1 H, m) , 6. 96-7. 0 
4 (1H, m) , 7. 34 (2H, d, J=5. 9Hz) , 7. 40 (2H, d 
, J=8. 5Hz) , 7. 56 (2H, d, J=8. 5Hz), 7. 60 (1H 
, d, J = 15. 6Hz) , 7. 61 (1H, d, J=8. 1Hz), 7. 74 
(1H, dd, J=8. 1. 2. 2Hz) , 7. 9 9 -8. 0 6 (1 H, m) , 
8. 59 (1H, d, J = 2. 2Hz), 8. 64 (2H, d, J = 5. 9Hz 
) . 

MSm/z : 5 4 0 (M++H) . 
[0 6 2 6] 

9 1 : [_6_= f (4-»Dn7x^iVZ]V^JV) (2. 5-V7;^n 

[0 6 2 7] 
[ftl 3 5] 




[0 6 2 8] 

mmm9 o tmm<v%mz£t), mmmsox-mz [6- [ (4-^nn7x 

n;v*;i/jfr~;i/) (2, 5-^7^tn7x-;i/) *<f-fr] Wi?*- 3-4 
] (2 12mg, 0. 5 0mmol), JW^V> (0. 0 

4 7ml, 0. 5 Ommo 1 ) £ffiv\ W&QC&tfo (2 4 Omg, 0. 4 7mm 
o 1 , 9 4%) i&&mfct Ltf^o 
[0 6 2 9] 

1H-NMR (400 MHz, CDC 1 3) d : 2. 61 (2H, brs), 2. 
74 (2H, brs), 3. 69 (2H, brs), 4. 04 (2 H, brs) 
, 5. 97 (1H, s) , 6. 8 8 -6. 9 5 (1 H, m) , 6. 98-7. 0 
6 (1H, m) , 7. 41 (2H, d, J=8. 5Hz) , 7. 57 (2H, d 
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, J=8. 5Hz), 7. 73 (1H, d, J=8. 1Hz), 7. 79 (1H 
, dd, J=8. 1, 2. 2Hz) , 7. 9 5 - 8. 0 2 (1 H, m) , 8 . 6 
4 (1 H, d, J = 2. 2 H z ) . 
MSm/z : 5 0 9 (M++H) . 
[0 6 3 0] 

Hi&#0 9 2 : r 6 - r (4-^007x^7^^) (2. 5-y7^ta 

jMjjj 4 (it^HAj Bi£ f6- r (4-^nn7x^ 
^;y^-;y) (2. 5-y7KQ7x^) ^L±ik] g 12 2 > = 3 - 4 2k] ( 

[0 6 3 1] 
m 1 3 6 ] 



[0 6 3 2] 

[6- [ (4-^DD7i-^iV*^) (2, 5-y7Wn7x-;v) 

tf'j v?>-3--f ;v] (^^v* 1 ; v-4 ;v) (153 

mg, 0. 3 Ommo 1) O^nn^r^ (3ml) 3-?nui§£ 
Ifi (9 6mg, 0. 36mmol) ^TK^T^TJnx.. SfflfcT 2 R$ntl& 
Lfc„ Stt^^nn^^^tJRU 1 h U * A*»ifc:fe J: 

'ffc^fc A (©M^b^tj) ( 8 1 m g , 0. 1 5 mm o 1 , 50%) * 

tMB-ffc^B (Wftttft'fr*) (73mg, 0. 14mmol, 46% 
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[0 6 3 3] 

1H-NMR (400 MHz, CDC 1 3) d : 3. 10 (4H, brs), 4. 

13 (4H, brs), 5. 99 (1H, s) , 6. 88-6. 93 (1 H, m 
) , 7. 0 0 - 7. 0 6 (1 H, m) , 7. 42 (2H, d, J=8. 5Hz) 
, 7. 58 (2H, d, J = 8. 5Hz), 7. 79 (1H, d, J=8. 1H 

z) , 7. 86 (1H, dd, J=8. 1, 1. 7Hz), 7. 97-8. 02 

(1 H, m) , 8. 7 1 (1 H, d, J = 1 . 7 H z ) . 
MSm/z : 5 4 1 (M++H) . 
[0 6 3 4] 

1H-NMR (4 0 0MHz, C D C 1 3) 5 12. 7 0-3. 0 0 (4H, m) 
, 3. 74 (1H, brs), 4. 10 (2H, brs), 4. 63 (1H, b 
rs), 5. 98 (1H, s), 6. 88-6. 94 (1 H, m) , 7. 00- 

7. 06 (1H, m) , 7. 42 (2H, d, J=8. 6Hz) , 7. 58 (2 
H, d, J = 8. 6Hz) , 7. 77 (1H, d, J=8. 1Hz) , 7. 84 

(1H, dd, J=8. 1, 2. 2Hz) , 7. 9 8 -8. 0 2 (1 H, m) , 

8. 70 (1H, d, J=2. 2Hz). 
MSm/z : 5 2 5 (M++H) . 

[0 6 3 5] 

mt&M 9 3 : N- (3-^w^-fatf;H -6- r (4-»pp7x-;^ 
;w-fc — ;v) (2. 5 -y7^tP Tj^jV) ^afVTU* 
[0 6 3 6] 
Mfcl 3 7] 




ci 
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[0 6 3 7] 

mMW9 otmm<D-ftm-**)> $mms o-e#*r [6 - c (4-?nn7x 

^.;i/*;i/*~;v) (2, 5-y7Wn7x^;v) e';y>-3--f^ 
] *^r/»(2 12mg, 0. 5 0mmol),M3-^Ht^o^ 
7>> (0. 055ml, 0. 50mmol) £fflv>, flUBtofr* ( 2 3 8 m g 
, 0. 4 7mmol, 93%) 
[0 6 3 8] 

iH-NMR (400 MHz, CDC 1 3) a : 1. 92-2. 01 (2H, m) 
, 2. 14 (3H, s) , 2. 63 (2H, t, J = 6. 8Hz) , 3. 58- 
3. 64 (2H, m) , 5. 99 (1H, s) , 6. 5 7 - 6. 6 4 (1 H, m 
) , 6. 90-6. 97 (1 H, m), 6. 99-7. 06 ( 1 H, m), 7. 
41 (2H, d, J=8. 5Hz), 7. 56 (2H, d, J = 8. 5Hz), 
7. 71 (1H, d, J=8. 1Hz) , 7. 9 6 -8. 0 3 (1 H, m) , 8 
. 16 (1H, dd, J=8. 1, 2. 2Hz), 8. 96 (1H, d, J=2 
. 2Hz) . 

MSm/z 1 5 1 1 (M++H) . 
[0 6 3 9] 

MM® 9 4 : N — j^zJi±Jk2Jk^=zJk^JdJkl -6- f (4-^nn7x 
~n,xn,fr—fr) (2. 5 -v^j^p 2 *±2kl ^a±>xAJi Mb 
%r/N- (3-^^^;V7^^;U7 p P ti 0 ^ -6- [ (4-^na7 

[0 6 4 0] 
Mfcl 3 8] 





CI 



CI 
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[0 6 4 1] 

N _ (3-^fji/ft"/Dk?M -6- [ (4-^nn7x^JV^iV) 
(2, 5-^7^n7x-;v) ^fJV] -nf>75K (15 3mg, 0. 3 
Ommo 1) O^nn^v (3ml) i&ifcfc, 0tCT3-^nnj|$Af 
f (if 6 5%J-U) (9 6mg, 0. 3 6 mm o 1 ) fcitlx^ EfiKT 3 1$H 

lE^l M#f:@#:^ v if r 1: t £3RU «I&ffr&*&A (5 

3mg, 0. 0 9 8mmol, 3 2%) ^SfeS^tUffco ^ v^un 
y * > : y 9 y -;v= l 5 : l : mmm J: ^#£5ffi&iU±flIi5 L#/:l#^y^ 
f-;i^-7^WCT$:m£> UUBft^B (6 8mg, 0. 1 3 mm o 1 

, 4 3%) *ewa«o 

[0 6 4 2] 

1H-NMR (4 0 0MHz, C D C 1 3) 5 12. 2 0-2. 3 0 (2H, m) 
, 2. 98 (3H, s), 3. 17 (2H, t, J =6. 8Hz), 3. 65- 
3. 72 (2H, m) , 5. 99 (1H, s) , 6. 8 2-6. 8 8 (1 H, m 
), 6. 90-6. 97 (1 H, m) , 6. 99-7. 06 (1 H, m), 7. 
41 (2H, d, J=8. 5Hz) , 7. 56 (2H, d, J=8. 5Hz) , 
7. 72 (1H, d, J=8. 1Hz) , 7. 9 6 -8. 0 2 ( 1 H, m) , 8 
. 16 (1H, dd, J=8. 1, 2. 2Hz), 9. 00 (1H, d, J=2 
. 2Hz) . 

MSm/z : 5 4 3 (M++H) . 
[0 6 4 3] 

1H-NMR (4 0 0MHz, C D C 1 3) d I 2. 11-2. 2 3 (1H, m) 
, 2. 26-2. 37 (1 H, m) , 2. 63 (3H, s), 2. 78-2. 8 
6 (1H, m) , 2. 92-3. 00 (1 H, m), 3. 51-3. 61 (1H 
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, m) , 3. 6 6 -3. 7 5 (1 H, m) , 5. 99 (1H, s) , 6. 90- 

6. 98 (1H, m) , 6. 9 9-7. 0 6 (1 H, m) , 7 . 4 0 (2H, d 
J=8. 5Hz). 7. 55 (2H, d, J = 8. 5Hz). 7. 69 (1H 
d, J=8. 1Hz) , 7. 88-8. 01 (2H, m) , 8 . 2 2 (1H, 

dd, J =8. 1, 2. 2Hz), 9. 08 (1H. d. J =2. 2 Hz) . 

MSm/z : 5 2 7 (M++H) . 
[0 6 4 4] 

mm 9 5 : ?,-^pp- 5 - r (3-»Pne')y>-4-^v) (2, 5- 

[0 6 4 5] 
Mb 1 3 9 ] 



[0 6 4 6] 

##^J2 6W:vf-^tS- ( 6 -^D-3-e'J^V) 0-^)V ( 
164mg. 0. 70mmo 1) ©x^/-* (7ml) jWlciilS*iftt 
H;?AtRv« (7ml) fcinx., 8 0 3 B#W«# Lfco BOfeS-fr**^ 

[0 6 4 7] 

##W23-e#fc3-^nn-4- [ (2. 5-v7;vto7x^). -fc K 
o + i/^f/l/] tf';^> (15 3mg, 0. 6 0mmol) ^an>^> ( 
3ml) OtCth'JxWr/ (0. 167ml, 1. 20mmo 

1) > ^ttftit* * (0. 0 7 0ml, 0. 90mmol) £in 
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, N-y>W;i/A7U* (3ml) 6 - ^ n n - 3 - t?U v^^* 

-;v<£>N, N-y^fiV*M75 F (2ml) v£$u ^v>T:$;^;*7 «7 A (1 
OOmg, 0. 72mmol) Ifitt 1 8 B# Ltz Q 

t«xf-;^jt)oi, i&mwtK^t^^ ^mmimymmi- ^ v 

nvf777^-C#U ^*^> :Stt^=l 7 : 3 m&U a *)&tifrm 
*«JEiftttU IRfa^ft:^ (1 1 lmg, 0. 29mmol, 48%) 

[0 6 4 8] 

1H-NMR (4 0 OMH z, CDC 1 3) S : 6. 04 (1H, s), 6. 95 
-7. 05 (2H, m) , 7. 10-7. 20 (1H, m) , 7. 25 (1H, 
d, J = 8. 1Hz) , 7. 57 (1H, d, J = 5. 1Hz), 7. 60 (1 
H, dd, J = 8. 1, 2. 5Hz) , 8. 31 (1H, d, J=2. 5Hz) 
, 8. 54 (1H, d, J = 5. 1Hz) , 8. 59 (1H, s) . 
MSm/z : 3 8 3 (M++H) . 
[0 6 4 9] 

mm 9 6 I 2 -^nn- 5 - f (3 -^ontf^ v>- 4 -^T;v) (2. 5- 

[0 6 5 0] 
[ftl 4 0] 



[0 6 5 1] 

2-^nn-5 - [ (3-^ODtf'J^>-4-^f^) (2, 5-^*7 n 
7i-JV) >f;l/ft] (10 9mg, 0. 28mmo 1) 
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;i/ (4mi) ?mk> 3 1 %mwnk*m& (2mi) str-t^ >; yT*>m^T > 
^e- ^Aizg7X^t/ (3 omg) *jDnx.m^^T 1 7Btp^m#t7t 0 wj&m&m^ 
mm.^ f - ;v £ in x. . i^nmw7K k t t fct^ ^r«i* * *£7«m^- h v * ^ k 

D7^*7 7'f-(:fU ^3r+h> : ifxf ;l/= 1 7 : 3 X *)mzftW 

£^EE#fcSU HlMfr&W (1 0 8mg, 0. 26mmol, 9 2%) 

[0 6 5 2] 

iH-NMR (400MHz, CDC 1 3) §:6. 26 (1H, s) , 6. 94 
-7. 03 (1H, m) , 7. 06-7. 15 (1H, m) , 7. 44 (1H, 
d, J = 8. 3 Hz) , 7. 50-7. 56 (1 H, m) , 7. 89 (1H, d 
d, J = 8. 3, 2. 7Hz), 8. 12 (1H, d, J = 5. 1Hz), 8. 
59 (1H, d, J=2. 7Hz) , 8. 6 1 (1H, s) , 8. 66 (1H, 
d, J = 5. 1 H z) . 
MSm/z : 4 1 5 (M++H) . 
[0 6 5 3] 

9 7 : 5- r (3-^antfU-;>-4-^V) (2. 5-v7;v^n7 
ai-;v) ^^;v^;v»^.;ul - 2 - -?)V±u tf 'J y> 
[0 6 5 4] 
Mb 1 4 1 ] 



[0 6 5 5] 

2-^nn-5- [ (3 nn fcf V ^V- 4 (2, 5-y7;vtn 
7^-;^) ^^T^w*-^] fcf'j^V (6 6mg, 0. 16mmol) OT-fe 
h-h^V (2ml) it^ 7fft* 1 J , )A (9 4mg, 1. 6 0mmol) 
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> ULTffkVCrr h 77x-;l/*x*->)A (13 4mg, 0. 3 2mmol) 

^•9-v:S^m^;v=i 7 : 3 vttbfBJ: U HiMt^ ( 

4. 5mg, 0. Ollmmol, 7%) £ S^feS^fc lt#^ 0 
[0 6 5 6] 

1H-NMR (400 MHz, CDC 1 3) 8 : 6. 26 (1 H, s) , 6. 93 
-7. 13 (3H, m) , 7. 5 0 -7. 5 6 ( 1 H, m) , 8. 01-8. 0 
8 (1H, m) , 8. 13 (1H, d, J=5. 1Hz) , 8. 48 (1H, d 
, J=2. 2Hz), 8. 60 (1H, s), 8. 66 (1H, d, J = 5. 1 
Hz) . 

MSm/z : 4 4 0 (MHH+MeCN) . 
[0 6 5 7] 

9 8 I N' - T6- f (4-»PP7i^M^) (2. 5-y7 

[0 6 5 8] 
Hfcl 4 2] 



[0 6 5 9] 

HJfcW 4 7 [6- [ (4-^DD7x-^H-]V) - (2, 5 - v 

7Wn7xi^) If V yy- 3 --f Jlf^f K K (lOOmg 

, 0. 2 4 5mmo 1) > £ J: If 2 - ^ * 7 i > # /l/ *K K9^K (4 1. 7 m 
g, 0. 2 9 4mmol) *x.*J-fr (3ml) fc&JSPU 3BFIIfi-e» 





ci 
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JV^MiUa^ (9 1. Omg, 0. 17 1mmol, 7 0%) ^ 
[0 6 6 0] 

iH-NMR (400 MHz, CDC l 3 /DMSO-d 6 ) S : 5. 9 8 (1H 
, s), 6. 93-7. 01 (1H, m) , 7. 02-7. 09 (1 H, m), 
7. 14-7. 20 (1H, brm), 7. 42 (2H, d, J=8. 5Hz) 
, 7. 57 (2H, d, J = 8. 5Hz), 7. 6 2 - 7. 7 3 (2 H, brm 
) , 8. 02-8. 20 (3 H, m), 8. 95 (1H, s), 11. 5 (1H 
. s) . 

MSm/z : 5 3 2 (M++H) . 
[0 6 6 1] 

9 9 : 6- r (4-»PP7i^ ^^) (a. fr-V?^** 3 ? 

j^jV) 2^jV] K 
[0 6 6 2] 
Hfcl 4 3] 



o 




ci 



[0 6 6 3] 

ii«5 0t#^ [6- [ (4-^nn7x-;^;v^) (2, 5-v7 
)l/t0 7i-)V) t? 1 ; 3 -'OKI *A/r/B6 (lOOmg, 0. 

2 3 6mm o 1) 0'^nn^> (4ml) ft-i^D'J K (1 

00ml) „ &£TfN, N-^fJVWTU' (lift) SriDx.*:^ 18 
HKlS«Lfco ]*Jfcifc*:*i«ftBU ^^Stt^nn^V (6 
ml) fc»*Lfcft, 2 8%T>- ; e-r7X (2ml) &2inx.fco RJSfcfcMT 
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*9 nm^B U ISSBft^ ( 4 7 . 9mg, 0. lUmmol, 46%) S-Q-fe 
[0 6 6 4] 

1H-NMR (400 MHz, CDC1 3 /DMSO-d6) 5 16. 0 0 (1 H 
, s ) , 6. 38 ( 1 H, brs), 6. 94-6. 99 (1 H, m) , 7. 0 
2-7. 08 (1H, m) , 7. 43 (2H, d, J = 8. 5Hz) , 7. 56 

(2H, d, J=8. 5Hz) , 7. 67 (1H, d, 1=7. 6Hz) , 7. 
65-7. 75 (1H, brm), 7. 99-8. 04 (1 H, m) , 8. 26 

(1H, dd, J = 8. 1, 2. 4Hz), 9. 12 (1H, d, J = l. 7H 
z) . 

MSm/z : 4 2 3 (M++H) . 
[0 6 6 5] 

HWJ 1 0 0 : 6 - f (4-^QD7x^^^) (2. 5-y-7;v^-n 

[0 6 6 6] 
Mfcl 4 4] 



CI 

[0 6 6 7] 

IIi5 0Ti#/: [6- [ (4 - ^Dn7x^^^*-;1/) (2, 5-S>7 
J^n7x^;v) tf y S»- 3 -4" Jjfr^yW. (lOOmg, 0. 

2 3 6 mmo 1 ) ©^nn> * V (4ml) MMWiK, <f-* — fr9 n'JK (1 
. 00ml), fcitfN, N-y^WM7n* (lfB) fcinjtfcS^ 6 B# 
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1) MU:^ N-^f;^^^r/ (5 1. 8 Ail, 0. 4 7 2 mm o I 
) „ feiD f 4-^fJVy^nA^yjV7 5 > (3 7. 4^1, 0. 28 3 mm o 
1 ) £ in x. o SJS&ifc * 1ST- 1 8 B#fM# L ^nn^r/ b , 

0. 3mg, 0. 13 5mmol, 5 7%) ^SM*tLt#^o 
[0 6 6 8] 

iH-NMR (4 0 0MHz, C D C 1 3) SI0. 92 (1. 8H, d, J=6 
. 6Hz), 0. 96 (1. 2H, d, J = 6. 4Hz), 1. 05-1. 30 
(3H, m) , l.'32-l. 43 (0. 6 H, m) , 1. 5 5- 1. 8 3 (4 
. 4H, m) , 2. 03-2. 12 (1H, m) , 3. 8 6 -3. 9 7 (0. 6 
H, m) , 4. 2 0-4. 2 8 (0. 4 H, m) , 5. 88 (0. 6H, d, J 
= 7. 1Hz), 5. 98 (1H, s) , 6. 18 (0. 4H, d, J =7. 3 
Hz) , 6. 9 0-6. 9 6 (1 H, m) , 6. 9 8- 7. 0 6 (1 H, m) , 
7. 41 (1. 2H, d, J=8. 1Hz) , 7. 41 (0. 8H, d, J=8 
. 1Hz) , 7. 56 (1. 2H, d, J=8. 1Hz), 7. 57 (0. 8H 
, d, J=8. 1Hz) , 7. 6 7-7. 7 2 (1 H, m) , 7. 97-8. 0 
5 (1H, m) , 8. 1 0-8. 1 8 (1H, m) , 8. 9 3 (0. 6H, d, 
J = 2. 2Hz) , 8. 96 (0. 4 H, d, J=2. 2Hz) . 
MSm/z : 5 1 9 (M++H) . 
[0 6 6 9] 

mmm l 0 l : 6- r (4-»nn7x^^M^;v) (2, 

-7.x-;]/) *±M a-f-yys. K 

[0 6 7 0] 
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[flSl 4 5] 



0 




CI 



[0 6 7 1 ] 

»!5 0t#f: [6- [ (4-^071-^/1/*^) (2, 5-v7 
;V*D7 i~;v) eiJy>-3-^f;i/] (lOOmg, 0. 

2 3 6mmo 1 ) <£>v?un^ * > (6ml) HviV&K, N-^^-^^^^V > 
(7 7. 7/il, 0. 7 0 8mmol), 0-^f)Vt Fn^fyJV7r/il|S 
(23. 6 m g, 0. 283 mm o 1 ) , £ i If 1 3 - 

;V7 ^ / "/n t:°^) * ^ (54. 3mg, 0. 283mmol 

) ZMlLtZo fclBm* lmmm^mWLi-z^ r>7tKn77> (1ml) 

#7^ 0 #'c>tL7^@#:^^^^-;l'T'^t^fS'fb^ (5 5. lmg, 0. 12 
2mmol, 52%) ^SM*Ht#/: 0 
[0 6 7 2] 

iH-NMR (4 0 0MH z, CDC 1 3) d : 3. 90 (2. 4H, s) , 3. 
97 (0. 6H, s) , 5. 97 (0. 2 H, s) , 5. 98 (0. 8 H, s) 
, 6. 9 0-7. 0 7 (2 H, m) , 7. 3 9 - 7. 4 6 (2 H, m) , 7 . 5 
4-7. 59 (2H, m) , 7. 63 (0. 2 H, d, J=8. 3Hz) , 7. 
73 (0. 8H, d, J = 8. 1Hz) , 7. 9 4 -8. 0 0 (1 H, m) , 8 
. 10-8. 15 (1H, m), 8. 76 (1H, b r s) , 8. 92 (0. 8 
H, d, J = l. 7Hz) , 9. 01 (0. 2H, d, J = l. 5Hz) . 
MSm/z : 4 5 3 (M++H) . 
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[0 6 7 3] 

mm 102: n. n-^^- r6- r (4-^pn7x^x^»^) 

[0 6 7 4] 
Hfcl 4 6] 




[0 6 7 5] 

4 7 "Cftfc [6- [ (4-^D7x;W;V*^l') (2, 5-v7 
,^07xa^) eys»-3->f/l'] *;v/-?;Vt-^K (lOOmg, 

0. 2 4 5mmo 1 ) > ^Wr/Wf h K°77« (2. 0M, 
0. 25ml, 0. 5 Ommo 1) RtffiSfc (0. 0 2 9ml, 0. 5 1 mm o 
1 ) £1, (5ml) Hi&BLfcgL I^:th'J7^f^ 

V*3frffc* V ? A (115mg, 0. 5 15mmol) *tox.tz 0 MM. 

-;v=4 0 : l»tB«J:*)»/S*H*«BE*»l'^ efeH#&&fco #<b*Lfc 
ia#*'s*-9-Vt:-C«fe»L4RIB^b'fr'ft (8 8mg, 0. 20mmol, 8 2%) 

[0 6 7 6] 

1H-NMR (400 MHz, CDC 1 3) 5:2. 23 (6H, s), 3. 43 
(2H, s) , 5. 94 (1H, s) , 6. 8 8 - 6. 9 8 ( 1 H, m) , 6. 
9 8 - 7. 0 6 (1 H, m) , 7. 38 (2H, d, J=8. 6Hz) , 7. 5 
2-7. 62 (3H, m) , 7. 71 (1H, dd, J = 8. 1, 2. 1Hz) 
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, 7. 9 8-8. 0 8 (1 H, m) , 8. 51 (1H, d, J=2. 1Hz) . 
MSm/z : 4 3 7 (M++H) . 
[0 6 7 7] 

mMW\ 103: n- r 16 - r (4-»pp7x^^j^) (2. 5-v 
7MP7x^) 2L±ik] bf 'J v > — 3 — tf;*, 

[0 6 7 8] 
[ft 1 4 7 ] 



[0 6 7 9] 

HJfifll 4 7 [6- [ (4-^nD7x-WH^) (2, 5-v7 

;l/tD7x-;l/) tf 'J v^- 3 ->f ;V] *;wWiiK (lOOmg, 

0. 2 4 5mmo 1 ) , tf* (2 h ^.x^-AO 7r/ (70m g, 0. 5 
3 mm o 1 ) RXmm (0. 029ml, 0. 5 1 mm o 1 ) £ 1 , 2 -S>* n 
n;n?y (5ml) H«F»U/S^, gj&fc-C > V T-b h 3r S'jfcSfft h 'J 

*A (115mg, 0. 515mmol) *Jnx.fco MMKX 3 0 mnWVtzfe 

ist&Kx&mLtio him., h&*m&wte\^xnbfriznm.*7 

«IBft#» ( 1 0 1 m g , 0 . 1 9 2 mm o 1 , 7 8%) fc&felfcfci: ItH/z 



[0 6 8 0] 

1H-NMR (400 MHz, CDC 1 3) 8 \ 2. 73 (4H, t, J =5. 8 
Hz) , 3. 31 (6H, s) , 3. 47 (4H, d, J=5. 8Hz) , 3. 




a 
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75 (2H, s) , 5. 93 (1H, s) , 6. 8 8-6. 9 7 ( 1 H, m) , 
6. 9 7 -7. 0 7 (1 H, m) , 7. 38 (2H, d, J = 8. 8Hz) , 7 
5 0 -7. 6 0 (3H, m) , 7. 76 (1H, dd, J = 8. 1, 2. OH 
z) , 7. 98-8. 08 (1 H, m) , 8. 54 (1H, d, J =2. OHz 

) • 

MSm/z : 5 2 5 (M+ + H) . 
[0 6 8 1] 

mm a 104: r- r (4-^np7x^^^^^jv) — (?., 

[0 6 8 2] 
[<fc 1 4 8 ] 



[0 6 8 3] 

mmmsox-ntz [6- [ (4-^071^;^^) (2, s-v-7 

W D7x-JV) fcfyi»-3->f (9 0mg, 0. 2 

lmmo 1) , ^Wr/Wf h5tFD77>II (2. OM, 0. 2 1 
ml, 0. 42mmol)s 4- (^W^) \£VV> (1 5mg, 0. 
1 2mmo 1) > ROfh'JiWr/ (0. 045ml, 0. 32mmol) 
iV9un*9> (5ml) fc**U I&:tl-xf^-3- 
;i/T5 7-7'nif;v) MI (6 lmg, 0. 3 2mmol) £in 

Ifit:tl4BlFIWU:o EUfc»^*^*«LT»fc^*7? 

ffl|RJ:>}**fc#®**E*»L"C* aUB^k-fr* (3 5mg, 0.0 6 6mmo 1 
, 9 0%) ^M*tLT#)to 
[0 6 8 4] 

1H-NMR (400MHz, CDC 1 3) d : 3. 01 (3H, s), 3. 14 




ci 
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(3H, s) , 5. 97 (1H, s) , 6. 8 8-6. 9 9 (1 H, m) , 6. 
9 9-7. 0 8 (1 H, m) , 7. 40 (2H, d, J=8. 7Hz) , 7. 5 
7 (2H, d, J=8. 7Hz) , 7. 70 (1H, dd, J=8. 0, 0. 7 
Hz), 7. 82 (1H, dd, J = 8. 0, 2. 2Hz), 7. 93-8. 0 
4 (1H, m) , 8. 68 (1H, dd, J=2. 2, 0. 7Hz) . 
MSm/z : 4 5 1 (M++H) . 
[0 6 8 5] 

H»J 10 5: T6- r (4-»QP7j^M^) (2. 5-v"7;V^- 
Q7x^;v) 2L£ikl ^°'Jy>-3-^;H (4 f;v^7v"/- l ->f ;v 

) A±j_y 

[0 6 8 6] 
Mb 1 4 9 ] 



[0 6 8 7] 

imMZ 0Tit£ [6- [ (4-^nn7x-;vx;V*-^) (2, 5-v"7 
;vtD7i^v) tf'J 3 fDV^z^W. (90mg, 0. 2 

1 mm o 1 ) > N-^;Vtf^9 v> (0. 036ml, 0. 33 mmo 1 ) . 
4- (^^f;VT<y) lf'J^> (15mg, 0. 12mmol), Wf'Jx 
f ^ (0. 045ml, 0. 3 2 mm o 1) £^ncM*> (5ml) 

fcigffiU M.1&KX l -3-?-)V-3 - (3 -y^f;V7 5 y 7°n tf^/) tj;^^ 
(6 1mg, 0. 3 2mmol) *Mz-tz 0 m^X 1 4 B# «l£ 
t7t^> K^I^t/l'N-^^^tf^^^V (0. 0 3 6ml, 0. 3 3 mm o 
1 ) „ h i; xf;i/7 ^ > ( 0 . 045ml, 0. 32mmol) 1 -xfA' 
- 3 - ( 3 - v f;l/7 5 7 7 n tf ;l/) * JV^v-Y 5 KttL^ffi ( 6 1 m g , 0 . 
3 2 mmo 1) ^ilflOLfco IfiCtl 4 B#ra8M$Lfc&, ^JSrl^tl £ MJ±# 
SjtLfco #f>tL/:^77^>ay'J*^^nvb777'f-(:#U 




a 
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(8 6mg, 0. 17mmol, 8 0%) ^SM*atH/: 0 
[0 6 8 8] 

1H-NMR (400 MHz, CDC 1 3) 6 : 2. 33 (3H, s), 2. 38 
(2H, brs), 2. 50 (2H, brs), 3. 4 4 (2H, brs), 3 
81 (2H, brs), 5. 97 (1H, s), 6. 87-6. 98 (1 H, 
m) , 6. 9 8- 7. 0 8 (1 H, m) , 7. 40 (2H, d, J = 8. 8Hz 
), 7. 57 (2H, d, J =8. 8Hz), 7. 71 (1H, dd, J = 8 . 
1, 0. 7Hz), 7. 81 (1H, dd, J = 8. 1, 2. 2Hz), 7. 9 
4-8. 04 (1H, m) , 8. 66 (1H, dd, J = 2. 2, 0. 7Hz) 

MSm/z : 5 0 6 (M++H) . 
[0 6 8 9] 

mmm ioe: a- r?.- rs -^on-4- r (4-^np7x^;^;v^ 
)M - (2. 5-v7)v±u-7 x^jk) *±2k] e>j^-2-- f;H 7^;x 

[0 6 9 0] 

Mki 5 0] 



[0 6 9 1] 

mmme 1TW:4- [2- [5-*nn-4- [ (4-^n 7 x^;v 
_ (2, 5-v7)Vtn7x^;i/) ev 2 -4 

;xf;V] wr/-N-WM7 8mg, 0. Ummol) W( 
2. 0ml) fc* (2. 0ml) «>»fr*flfcfc*#Lfco ^HOtttlL 
T*» (4 0mg, 0. 7 2mmo 1) £*Dx.T, 3 OMWtfc. 




tfJiE# 2004-3069437 
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EUBn*mn&m* v v &ntmmz&g, mk^f-^ (60mi) -eimm l/c q 

*mnYb^7 7^- (3 %pf ^;-;i//^nn,t;vAM) Ki^ML 
, miit&yo (3 Omg, 40%) £#£ 0 
[0 6 9 2] 

1H-NMR (400MHz, CDC 1 3) d : 2 . 5-2. 8 (6H, m), 3 
. 59 (2H, br) , 3. 81 (4H, br) , 5. 45 (1H, br) , 6 
. 10 (1H, s) , 6. 88 (1H, m) , 7. 01 (1H, m) , 7. 25 
(1H, s) , 7. 42 (2H, d, J=8. 8Hz) , 7. 49 (1H, m) 
, 7. 60 (2H, d, J=8. 4Hz) , 7. 97 (1H, s) . 
MSm/z : 5 4 2 (M++H) . 
[0 6 9 3] 

10 7 1 2- fN— r5-^nn-4- r (4-»PP7i^ft) - 
(2. 5-y'7;HD7x^;v) 2L^ik] ¥21 vy- 2 ->f^1 -N-^/i/r 
5 yl xf;l/-^fj^;l/;q >It ft r t -f"f-)V 
[0 6 9 4] 

Wfci 5 1] 




[0 6 9 5] 

$mW 5 4 2 , 5 -7?nn-4 - [ (4-^an7x-W) - ( 

2, 5-^7^n7x^) tfVv> (78mg, 0. 1 9 mm o 1 

) t N, N' -y^fiVifV>y7r/ (4 0 0// 1) <£> 1 , 4 - 5> * * -9" V 

( 2 . 0ml) »ft*ffl*»H*CT 100 2 H KtW Lfc 0 MrUS 

„ ftstxf^ (4 0mi) t^irl^^c, m^^tmn-k^x-mw-Ltzo 



ffifE# 2004-3069437 
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10ml) ICfiUt^ HJxf;V75> (31// 1, 0. 22mmol) 
, y-ter t-yW*^ — h (4 9mg, 0. 2 2mmo 1) *l?m 

*Wn-7^77>f- (An>:»xfjv=4 : l) « ^ffiMLT, 
^IMf^U ( 6 8 m g , 6 4%) ZffitiiWM t VX%tz a 
[0 6 9 6] 

1H-NMR (400 MHz, CDC 1 3) * : 1 . 26andl. 32 (9 H, 
br-s, ro tamer), 2. 75and2. 78 (3H, br-s, ro 
tamer), 2. 95 (3H, br-s), 3. 30 (2H, m), 3. 65 
(2H, m) , 5. 92 (1H, s) , 6. 6-6. 8 (1H, m) , 6. 84 
-6. 97 (2H, m) , 7. 05 ( 1 H, m) , 7. 14 (2H, d, J=8 
. 8Hz), 7. 17 (2H, d, J =8. 4Hz), 7. 98 (1H, s). 
MSm/z 15 6 8 (M++H) . 
[0 6 9 7] 

mum 108: 2- tn- r s-*pp-4- r (4-^pg7x^;v^ 

fr) - (2. S-y7J^P7x^^ 2L±ik] bf 1 ) 2 -^r jvI 

[0 6 9 8] 
Hfcl 5 2] 



[0 6 9 9] 

2- [N— [5 -^nn-4 - [ (4-^nn7xi)l/ft) - (2, 5-v 

-^Wi^r/lt er t-W (6 7mg, 0. 12mmo 1) 
J-fr (6ml) -b* 1 ; •/•^VBfcfcTV't-tfAea**]* (30mg) 




CI 
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£finx.. 3 0 %$Mft7fc!?t7fc (3ml) £flnx.T, 1 7B#f B m#L*:o 

fc, M^v'J *yj^n7i> try? j - (^.z-y-y :WM^?-^=3 : l) &~ 

ii)ffl|iU HfMt^tJ (6 4mg, 9 1%) ^WtU#/;o 
[0 7 0 0] 

1H-NMR (400 MHz, CDC 1 3) d \ 1 . 33andl. 38 (9H, 
br-s, rotamer), 2. 87and2. 89 ( 3 H , br-s, ro 
tamer), 3. 11 (3H, br-s), 3. 3-3. 4 (2H, m) , 3 
. 6-3. 9 (2H, m) , 6. 12 (1H, s) , 6. 89 (1H, m) , 7 
. 00 (1H, m) , 7. 26 (1H, m) , 7 . 4 1 (2H, d , J = 8. 4 
Hz) , 7. 53 (1H, m) , 7. 59 (2H, d, J = 8. 4Hz) , 8. 
0 0 (1 H, s) . 

EI-MS: 5 9 9. 1 2 0 4 (C27H29C 1 2F2N3O4S t t"C> ft#'fit ' 5 
9 9. 1 2 2 4). 
[0 7 0 1] 

mmm 10 9: s-»po-4- r U-^ nn^ji-jv;*.^*-^) - (2. 
s-y7Mn7x-jH -2- fN-^;v-N- f 2 - (^f;v7 

$y) jc^-;i/i r$yi e^jyy 

[0 7 0 2] 

I-ffcl 5 3] 



[0 7 0 3] 

2 _ [n— [5 nn- 4 - [ (4-^Dn7x-;WH-;v) - (2, 
xf;v-^f j^^r/tt e r t -7*f (6 lmg, 0. 1 0 mm o 1 ) 




ci 



miE# 2004-3069437 
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tmttf-vy (2. 0ml) fc»#U T-V-/1/ (40/i 1) , bV7W 

n^m (2 0 0 // i ) *^at?inix."r immmwLtz 0 KiBfczm&TtikMLx 

JjY)1<? b^57-f- (3%^^^ - V^DD*U*(> 
3 96* * y 3 % t e r t 7f^7 * n n TitM LTflfMfc 

(2 lmg, 4 1%) ^^ffcltUfco 
[0 7 0 4] 

1H-NMR (400 MHz, CDC 1 3) 5:2. 51 (3 H, s) , 2. 90 
(2H, d, J = 6. 0Hz) , 3. 14 (3H, s) , 3. 72 (2H, m) 
, 6. 13 (1H, s) , 6. 89 (1H, m) , 7. 00 (1H, m) , 7. 
36 (1H, m) , 7. 41 (2H, d, J=8. 4Hz) , 7. 52 (1H, 
m) , 7. 60 (2H, d , J=8. 4Hz) , 8. 00 ( 1 H, s) . 
FAB-MS : 5 0 0. 0 7 7 0 (C22H22C 1 2F2N3O2S t It, ffifffi : 
5 0 0. 0 7 7 8). 
[0 7 0 5] 

mnw 110: (2' s) -b-»dp-4- r f4-^nn7x^ft) - 

(2. 5 zi3L2Jk±M7^=Jkl *±M -2- \2* - (bKa^^^f^) 

[0 7 0 6] 
Mfcl 5 4] 




[0 7 0 7] 

»!54t#^2, 5-y^nn-4 - [ (4-^n7x-W) - ( 
2, 5-^7^tD7x-;v) tfiJvV (6 0mg, 0. 14mmol 

) t (S) - 2-tfn'J (2 0 0 // 1) Ol, 4 ( 

1 . 0ml) »**Mf#H*CT 100t;t3B bfc 0 MS* *C?fr*J^ 



ffiSE# 2004-3069437 
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Ifflfc*?-/!/ (5 0ml) tWllfcHi:, »«**i:l&»AJ!fc*c*C«fe»Lfeo » 
(y\^^> :^j.^;v=5 : D iwiij»«bT, SSS&ffrgrtfe (4 0m 

g, 5 8%) ^i»fJ:lti/: 0 
[0 7 0 8] 

1H-NMR (400 MHz, CDC 1 3) 8 : 1 . 78 (1 H, m), 2. 06 
(3H, m) , 3. 29 (1H, m) , 3. 50 (1H, m) , 3. 66 (1H 
, m) , 3. 7 2 (1H, m) , 4. 3 3 (1H, m) , 5. 9 7and5. 9 
8 (1H, s, rotamer), 6. 73and6. 77 (1H, s, rot 
amer), 6. 92-7. 15 (3H, m), 7. 25 (4H, m), 7. 9 
8 (1 H, s) . 

MSm/z : 4 8 1 (M++H) . 
[0 7 0 9] 

mkM 111: (2* S) -5-»na-4 - r (4-»pn7x^H^ 

[0 7 10] 

Mfcl 5 5] 



[0 7 11] 

(2' S) -5-^nn-4- [ (4 nny x-^ft) - (2, 5-v? 
7^o7x-;v) -2- [2' - (KKn^^f/i') tfm;^>- 

1 ' - 4 ;V] tT V ( 3 9 m g , 0 . 0 8 mm o 1 ) (A * * ^ - ^ (6ml) 
feWLK, -b^E 1 ; 7^T ? >^T>'^e- , 7 AfflTl^Pt/ (3 0mg) *jJPx.> 3 0 %I 
SMbkSg*. (3ml) *Jn*.T\ 1 7B#HI«#Lfco (6 0ml) *C 




ci 
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?%m*^V y ?7y j ~ : WW.^^= 1 : D 

HNKU IRfMt^ (33mg, 7 9%) *«i**Ittt||feo 
[0 7 12] 

1H-NMR (400 MHz, CDC 1 3) 511. 75 (1H, m), 2. 02 
(3H, m) , 3. 3-3. 5 (1H, m) , 3. 5 2 - 3. 7 5 (3 H, m) 
, 4 . 2-4. 35 ( 1 H, m) , 6. 05 (1H, br-s), 6. 84 (1 
H, m) , 6. 9 6 (1H, m) , 7. 3 6 (1H, s) , 7. 3 6and7. 
37 (2H, d, J = 8. 8Hz, rotamer), 7. 43 (1 H, m) , 
7. 53and7. 54 (2H, d, J =8. 8Hz, rotamer), 7. 
8 9 a n d 7. 90 (1H, s, rotamer). 

FAB-MS : 5 1 3. 0 6 2 7 (C23H21C 1 2F2N2O3S fc LT\ ftlMt : 
5 13. 0 6 18). 
[0 7 13] 

mmm 112: u- r 5 - ^00-4 - r (4-»nn7x^ft) - (2 

[0 7 14] 

Mfcl 5 6] 



[0 7 15] 

WJ5 4"C#^2, 5-^on-4- [ (4-^na7x-W) - ( 
2, 5-y7WP7x^) tfVS>> (6 0mg, 0. 14mmol 

) Uert-W ( ; e;^ 1 J>-2-'f;v) ^f;i/*;wu^ (2 0 0m 
g) Ol, 4-i^*^> (1. 0ml)»itWT100W2HK 




ci 
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mwLtzo m.WL*x**$M&, WpM^j^ (somi) x^$tLtzm^ m&zfc 
tm\-ki&&r-mfrLizo mmznmi>tz'&K, mj±rmmLxmm^mzo - 

tL£->V j!i^^o7 ^77^- (^^-9-> : x.-r-;v= 5 : 1 ) £ «£ *9ffiS£ 
Lt, ESfaft-g^ (4 5mg, 5 2%) Lt#/;„ 
[0 7 16] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 46 (9H, s), 2. 72 
(1H, m) , 3. 0 0 (1H, m) , 3. 2 2 (1H, m) , 3. 4 4 (1H 
, m) , 3. 6-3. 75 (2H, m) , 3. 9-4. 1 (3H, m) , 4 . 9 
5 (1H, br), 5. 99and6. 00 ( 1 H, s, rotamer), 6 
. 96and6. 97 (1 H, s , rotamer), 6. 9-7. 1 (3H, 
m) , 7. 2 4 (4 H, s) , 8. 1 .1 (1 H, s) . 
MSm/z : 5 9 6 (M++H) . 
[0 7 17] 

%1&m 113 1 T4 - f5-»np-4- f (4-»nP7i^ A>^) 
- (2. 5-y7^n7x^^) 2<j£2k] tLU 2 =i^Jk3 £2k£_LLH= 
2-^;H ff-)ViJ >Wt t e r t_n2l±jk 

[0 7 18] 
Mfcl5 7] 




[0 7 19] 

[4- [5 -^nn-4 - [ (4-^nn7x»m) - (2, 5-v7;V 

jw^r/tt e r t - 7*f-fr (4 4mg, 0. 0 7 4 mmo 1) <7>^ 9 J— to ( 
6ml) -b^U 7 >-^~^ Affiant/ (3 0mg) ^7JPx-> 

3 OttaMMbfc** (3ml) fcira^T, 1 7R*W«#Lfco H*^^ (6 0 



tBfEift 2004-3069437 
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tz^ s ^y'JA^^n^f^?^- : i£^^;i/= 3 : 1 

) KiOfflRU *l&ffr&% (31mg, 67%) £flMfc*jR t Ltftfco 
[0 7 2 0] 

iH-NMR (400 MHz, CDC 1 3) * : 1. 40 (9H, s), 2. 69 
(1H, m) , 3. 02 (1H, m) , 3. 18 (1H, m) , 3 . 4 1 (1H 

, br) , 3. 6-3. 75 (2H, m) , 3. 92 (1H, m) , 4. 02 ( 
1 H, m) , 4. 13 (1 H, m) , 4. 9 1 (1 H, b r) , 6. 0 7 (1 H 

, s) , 6. 85 (1H, m) , 6. 99 (1H, m) , 7. 37 (2H, d, 
J = 8. 4Hz) , 7. 3 5 - 7. 4 5 (2 H, m) , 7. 53 (2H, d, J 

= 8. 4Hz), 8. 17 (1 H, s) . 

FAB-MS : 6 2 8. 1 2 5 5 (C28H30C 1 2F2N3O5S t LT N ft#'fil : 
6 2 8. 1 2 5 1). 
[0 7 2 1] 

mrnm 114: 2-y^y ^;t/-4- rs-»nn-4- r (4-»no7x 

^ji/X/nfc .=:;!/) - (2. 5-y7MP7i^^ **flA \£V i?>- 2 -4 

[0 7 2 2] 
[itl 5 8] 



[0 7 2 3] 

[4 - [5 — ^ nn-4- [ (4-?od7x-^;v*-;1/) - (2, 5- 
y7Wn7x^;k) if v W- 2 -4 ;v] -^v* V >- 2 ;v] ^ 

fW^^tert-W (3 0mg, 0. 0 5mmol) *%L\\>*f- 
1/V (1. 5ml) fc»#U 7-V-/I/ (3 0^ 1) > h';7^*nS|fc (1 




VfV'N 



XX 



CI 
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50^1) *g&-etn&Tll$ra«#L;fco RJfe«[«r«ET«liLT»fe5iaE* 

-;K 3%t e r t-W7r//^nn*M) t?fl* L T$Rffl4fc;^ (1 
7 m g , 6 7%) itoW&M t Lmtzo 
[0 7 2 4] 

1H-NMR (400 MHz, CDC 1 3) S : 2. 77 (1H, m), 2. 9 - 

3. 3 (2H, m) , 3. 5-3. 85 (3H, m) , 3. 97 (1H, m) , 

4. 04-4. 25 (2H, m), 6. 12 (1H, s) , 6. 90 (1 H, m 
) , 7. 02 (1H, m) , 7. 42 (2H, d, J=8. 4Hz) , 7. 4- 
7. 55 (2H, m) , 7. 58 (2H, d, J = 8. 4Hz) , 8. 05 (1 
H, s) . 

FAB-MS : 5 2 8. 0 6 9 5 (C23H22C 1 2F2N3O3 S t LT, ftJUfi : 
5 2 8. 0 7 2 7). 
[0 7 2 5] 

mmm 115: 5 pp- 4 - r (4-»nD7i^ft) - (2. 5— y 
7^P7x^A/) 2L±ik] -2- (4* -bKPti/^'jyy-r — >f/v 

) 

[0 7 2 6] 
Kfcl 5 9] 




[0 7 2 7] 

^Jfcfll 5 4 2 , 5-^dd-4- [ (4-^DD7x^Vft) - ( 

2, 5-^7Wn7x-jV) \£W> (6 0mg, 0. 14mmol 

) fc4-tKn^>^'jy> (2 0 0mg) <£> 1 , 4-v ? ***9->' (1. 0m 
1) »«*S*£H*CT1 OOttl BIBSl^L^o MS* 



ttiiE#2 004-3069437 
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-x--r;v (5 0ml) T?#JRLfc&£. mfcZ&t&m'k&fc-em&LtZo 

*r - : Ri|jtxf-/l/= 3 : 1) i ^MLT, flffi-fb^tf (3 0mg 

, 4 3%) *fftJR»JtfcLT»fco 
[0 7 2 8] 

1H-NMR (400 MHz, CDC 1 3) d ! 1 . 62 (2 H, m), 2. 05 
(2H, m) , 3. 30 (2H, m) , 3. 98 (3H, m) , 5. 97 (1H 
, s) , 6. 96-7. 12 (3H, m), 7. 23 (4H, m), 7. 26 ( 
1 H, s) , 8. 1 0 (1 H, s) . . 
MSm/z : 48 1 (M++H) . 
[0 7 2 9] 

MMM 116: 5-^na-4 - f (4-»na7x^^^^) - (2. 
5-y7;vtn7x-jv) 2L±jkJ -2- (4* -HKa^ybVJ^>-r 

[0 7 3 0] 
Hfcl 6 0] 



[0 7 3 1 ] 

5-^nn-4- [ (4-^nn7i-W) - (2, 5-y7^D7x 
-2- (4' -tFn^yt>>Jy>-l' -<*;!/) IfVvV ( 
2 9mg, 0. 0 6mmo 1) O^^-Jl/ (6ml) iSl^ ^'JTT/t 
iKTy^-tr&mmvm (3 0mg) ££[Jx.> 3 0%iim^7jc^7K (3ml) £ 
j&nx-T, 1 7 5^l»L/; 0 (6 0ml) X^Vtz^K, iffiS** 

fc^t&XWl/io it^SJETgitfctt^ Wy'J^>^7 




ci 
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gklkLXMrnik^ ( 1 7 m g , 5 5%) *H#i: Lt#fe 0 
[0 7 3 2] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 64 (2H, m), 2. 02 
(2H, m) , 3. 33 (2H, m) , 3 . 9 8 (1H, m) , 4. 08 (2H 

, m) , 6. 11 (1 H, s) , 6. 9 2 (1 H, m) , 7. 0 2 (1 H, m) 

, 7. 42 (2H, d, J=8. 8Hz) , 7. 45 (1H, m) , 7. 53 ( 
1H, s) , 7. 58 (2H, d, J = 8. 8Hz) , 8. 05 (1H, s) . 

mp : 1 4 6 - 1 4 8°C. 

FAB-MS : 5 1 3. 0 5 8 8 (C23H21C 1 2F 2 N 2 0 3 S t IT, ft#{S ! 
5 13. 0618). 
[0 7 3 3] 

mmm 117: 3. 6-v^pp-2- r (4-»nn7x^;^;^-;v) — [ 

[0 7 3 4] 
Hfc 1 6 1 ] 



[0 7 3 5] 

##00 2 5T?*#fc (3, 6 - v ^ n n tf i; v > - 2 - ;>) ( t: ' j v > - 4 - 
^;v)^^/-;v(161mg, 0. 631mmol) (D^t^ *f- V > (10m 
1 ) jfttSlC h V xf;l/7 5> (208^1, 1. 89 mm o 1 ) *5 «£ tflfrffc 1 ^:* 
( 1 3 8 fi 1 , 1 . 8 9 mm o 1 ) £iJDx.£ 0 &J»£M7UKT 4 R# RB«# 

, *«t*«BE*ttL^o #<b*L£$li££T-tr h- h U ^ (10ml) fcig&U 

(13 7mg, 0. 9 4 7mmo 1) ^i^t* 




o=s=o 
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U^A (131mg, 0. 9 4 7mmol) ^1mk.tz 0 M^#B$CT\ KfctGi* 

j: «? 3 »7t«*®*WE«*tfeo nhtitzmm.*** ciomi) cut 

, 3 0 %jB8Hfc7fc3fc7k (3ml) is J; tf-fc-t U 7f>t^7 E3tK*IW 

(7 3m g ) ^*nx./io Wft^isct 5mmmw&. : m±\zx* 9 j -iv* 
k xn m l o * * $t7k£«^- > v * a k t nm t > 6 ss&, n&We. 

fl^f-V^ (=1 : 8 0) tf^ffi&J: 0#fc#®*^**lU tlffilfc^ (4 
9mg, 0. 11 8mm o-l, 19%) * fifeH^t LT#fc 0 
[0 7 3 6] 

1H-NMR (400 MHz, CDC 1 3) S : 6 . 08 (1H, s) , 7. 31 
(1H, d, J=8. 3Hz) , 7. 41 (2H, d, J=8. 8Hz) , 7. 
45 (2H, d, J = 6. 0Hz) , 7. 51 (2H, d, J = 8. 8Hz) , 
7. 69 (1H, d, J=8. 3Hz), 8. 58 (2H, d, J=6. 0Hz 
) . 

MS (m/z) : 4 1 3, 4 15 (M++H) . 
[0 7 3 7] 

•mm lis: 2 — r 1 - (4-»no7x^^^ - \- (2. 5- 

[0 7 3 8] 
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[itl 6 2] 




CI 



[0 7 3 9] 

6 0 %«Mfedc3BKfc?- b A (3 0mg, 0. 7 5 mm o 1 ) WN, N-v^ 
75 F (5ml) &flg&t::9L&fetil 1 5 X&fz 2 - [ [ (4-^nn7 
.x—Zk) ^;i/^n;v] (2, 5-^7;Vtn7x^;i/) ^ -f-zu] -5-^-f-;Hf 
'Jy> (5 2mg, 0. 13 2mmol) <0N, N-y^WM75K (5 

mi) mtBLtimKxmTLtio ramcti 5 %~%kw&, 3<Mt^;u 

(12^1, 0. 198mmol) *1Wz.tz 0 KJB^^KX 1 BflTO 

k#u (=8 : i) <Dmmm& v%tzfrm*m±.m.mL. 

tzo %hti?zmm*^**r>Kxmmku %mk. mmt&m (somg, o 

. 12 2mmol, 9 3%) £ t LXn?z 0 
[0 7 4 0] 

1H-NMR (400 MHz, CDC 1 3) 812. 14 (3 H, s) , 2. 33 
(3H, s) , 6. 80-7. 10 (2H, m) , 7. 2 3 - 7. 3 4 (4H, 
m) , 7. 39-7. 51 (2H, m) , 7. 8 8-8. 0 0 (1 H, m) , 8 
. 15 (1 H, s) . 
MS (m/z) : 4 0 8 (M++H) . 
[0 7 4 1] 

119: 3. 6-^nn-2 - f (6-^na^'Jy>-3—f;^i 
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[0 7 4 2] 

Mb 1 6 3 ] 




[0 7 4 3] 

###0 2 6 Tl#/:yft^iS- (6-^an-3-e'Jy>) 0-^;t- ( 
1 6 4 m g , 0. 70mmol) ©x^ (7ml) 1 Wm.7km.it1- 

b V *A7M£i£ (7m 1 ) SriPx., 8 0t;tt3l*W«^Lfco Rj£rl^£M 

##M 2 5 X'&tz ( 3 , 6 -S^ unify v>-2 ->f ;V) (e'Jy>-4- 
-f;V) *9 J—fr (1 5 3mg, 0. 6 Ommo 1) (^y^nn^^> (3ml 
) itifcK, ortr-C > y if;V7 5 V (0. 167ml, 1. 20mmol) , 
^-^mt^9>7,)V^=.J^ (0. 0 7 0ml, 0. 90mmol) *JUx.> M 

t>v)A(:«u zmzwzmfcLtzo &t>titzmm<DN, n- 

^WM7U' (3ml) 6-^nn-3-e'ji;>ft'-)i/«5 
N, N-^f;v*^A7^ K (2ml) i&SU 2fcv»t*gtMft5& y ? A (10 0m 
g, 0. 7 2mmo 1) £#D;i, ISCtl 8B*W*#Lfco RJfciI<&fc 

H U flifi-ffc^ (83mg, 0. 2 2 mm o l , 36%) *ltfe«Mft»St £ L 
[0 7 4 4] 

1H-NMR (400 MHz, CDC l 3) 8 : 5. 69 (1H, s), 7. 20 
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(1H, d, J=8. 3Hz) , 7. 24 (1H, d , J=8. 3Hz) , 7. 
35 (2H, d, J=6. 1Hz), 7. 52 (1H, dd, J = 8. 3, 2. 
4Hz), 7. 62 (1H, d, J = 8. 3Hz), 8. 32 (1H, d, J = 
2. 4Hz), 8. 55 (2H, d, J =6. 1Hz). 
MSm/z I 3 8 2 (M++H) . 
[0 7 4 5] 

HJ601 12 0: 3. fi-y»pa-2- r ( 6 nn e g v>- 3 =!dLik*ik 
4LSjk) L^JJ 4 :z_£Jk) 2L±ik] ^'Jy> (rt-a^A) ^3. 6-y 
■»pp-2- r ( 6 nn tfij v>- 3 )V7s)Vy 4 —fr) (n° i ;v>-4 
^Jlik) 2L±ik] (jfr^lLB (MS&Aj ^^ tR (Si*H&B> ) 

[0 7 4 6] 
[4k 1 6 4 ] 



[0 7 4 7] 

3> 6 _??^ nn _2- [ v>-3--f fr*f-*) 

-4-xf;v) tfU ¥> (8 2mg, 0. 2 4mmo 1) <D * ? J~)V ( 

4ml) mmz, 3 1 %«m*bflc5&*. (2 m 1) RZf-h^ V rT^mXT 

^ais*^ (3 0mg) &ira&£Sfc-c2i$ft*#Lfco RjSfl^&fcfifc&j- 

1U fl«B'ffc#WA (4 1mg, 0. 0 9 8mmol, 4 6%) : 

) (Iftfitt) (8mg, 9%) &tfWflB'ft#ttB (*tt#B) (UStttt) (8m 
g, 9%) *f^6fel#at#fc, 
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[0 7 4 8] 

1H-NMR (400MHz, CDC 1 3) 8:6. 11 (1H, s) , 7. 35 
(1H, d, J = 8. 3Hz) , 7. 36 (2H, d, J=6. 1Hz) , 7. 
40 (1H, d, J=8. 3Hz) , 7. 73 (1H, d, J=8. 3Hz) , 
7. 78 (1H, dd, J=8. 3, 2. 4Hz), 8. 48 (1H, d, J = 

2. 4Hz) , 8. 61 (2H, d, J = 6. 1Hz). 
MSm/z : 4 1 4 (M++H) . 
[0 7 4 9] 

ft^8jB (Ht»A) 

1H-NMR (400 MHz, CDC 1 3) <J : 5 . 54 (1H, s), 6. 99 
(2H, d, J=6. 1Hz) , 7. 27 (1H, d, J = 8. 3Hz) , 7. 
37 (1H, d, J=8. 3Hz) , 7. 55 (1H, dd, J = 8. 3, 2. 
2 Hz) , 7. 73 (1H, d, J = 8. 3Hz), 8. 47 (1H, d, J = 
2. 2Hz) , 8. 51 (2H, d, J = 6. 1Hz) . 
MSm/z : 3 9 8 (M++H) . 
[0 7 5 0] 

1H-NMR (400 MHz, CDC 1 3) 8 *. 5. 40 (1H, s), 7. 26 
(1H, d, J = 8. 5Hz) , 7. 42 (1H, d, J = 8. 3Hz) , 7. 
53 (2H, d, J=6. 1Hz) , 7. 57 (1H, d, J=8. 5Hz) , 
7. 96 (1H, dd, J = 8. 3, 2. 4Hz) , 8. 34 (1H, d, J = 
2. 4Hz), 8. 68 (2H, d, J=6. 1Hz). 

MSm/z : 3 9 8 (M++H) . 
[0 7 5 1] 

miMWl 12 1: 2 - r r (3-^nD^')v>->-4-^^ (2. 5-*J"7)V* 
[0 7 5 2] 
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[ill 6 5] 




[0 7 5 3] 

##M2 3W:3-^nn-4- [ (2, 5 - V? n y x. ~;V) -tK 
D^fy^f;v] If'JyV (10 2mg, 0. 4 0 mm o 1 ) <T> v 9 n n 9 > ( 
4ml) ^It:, 0°CKX Y KT^y (0. 112ml, 0. 80mmo 

1 ) , fr^Xlfrlk* 9 — (0. 0 4 6 ml, 0. 60mmo 1) Ift 

#<b*Lfc^£<E>N, N-^fWA7^K (4ml) 2-fcf';^ 
y>ft-;v (4 5mg, 0. 4 0mmo 1) , ^v^l*V)A (8 3mg 
, 0. 6 0mmol) £iDx.> 2 3 l%mW& Ltz 0 BU&m&tolzW&t*- 

*«4r«EE««SL*:o *#k*Lfc5*aw>V* nn* * v (4ml) or&c 
T3-^nnI£|f® (#BJg6 5%J£Lb) (212mg, 0. 80mmol) 

tz 0 ll^tiitM^ 7 7 7 y a y 'J * y;^ D 7 b ^7 7 ^ - C# 

:wm^^=2 : 3mmmz vnizfrmzmmmmu mmk&m (1 9m g 

, 0 . 0 4 9 mm o 1 , 12%) *m>MWto%.£ LT#7t 0 
[0 7 5 4] 

iH-NMR (400 MHz, CDC 1 3) 5:6. 26 (1H, s) , 6. 93 
-7. 13 (3H, m) , 7. 5 0 - 7. 5 6 ( 1 H, m) , 8. 01-8. 0 
8 (1H, m) , 8. 13 (1H, d, J = 5. 1Hz) , 8. 48 ( 1 H, d 
, J=2. 2Hz), 8. 60 (1H, s), 8. 66 (1H, d, J = 5. 1 
Hz) . 
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MSm/z : 3 8 2 (M++H) . 
[0 7 5 5] 

Hi&fl! 12 2: 6- (4-^nP7x-jW) (2. 5-y7A/^n7x^;v 

[0 7 5 6] 
Mkl 6 6] 




[0 7 5 7] 

##^1J 3 1 -e#7t 6 - (2, 5-v7Wn7i^l/) KKn^»f^-5 
-7;v^n^rT^->-T5 K (1 1 4mg, 0. 4 Ommo 1) O^nn^r/ 

(4ml) 0X;iZX h >;.xf-;V7^ > (0. 113ml, 0. 81 mm 

o 1 K ^V^tM^ * >J*;l/*-;V (0. 047ml, 0. 61 mmo 1 ) £ 

#<b*L£^ON, N-^fWA7U* (6ml) mUK, 4-?uu 
^>f*^ (7 0mg, 0. 4 9mmol) ^V^M*'J7A (6 7 
mg, 0. 4 9 mmo 1) WB\Z.X 1 5B#raSH$Lfc<, RJfeil'&WKIN 

u hmk, z>mzmj±mmLtz 0 #^^«^77 7ya^'j*y;^nv 

f^77^i:#u ^^-9-^ :^^;v= l : lift mm> X 0#^ffi*«EE 

SiU Wb^fe (I2 0mg, 0. 2 9mmol, 7 3%) t 
[0 7 5 8] 

1H-NMR (4 0 0MHz, CDC 1 3) £ : 6 . 14 (1H, s), 6. 88 
-6. 96 (2H, m) , 7. 21 (2H, d, J = 8. 5Hz) , 7. 28 ( 
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2H, d, J=8. 5Hz) , 7. 5 8 - 7. 7 4 (1H, m) , 7. 85 (1 
H, dd, J=9. 4, 1. 6Hz) , 8. 80 (1H, s) . 
MSm/z : 4 0 9 (M++H) . 
[0 7 5 9] 

12 3 1 6- (4-^nD7x^^-;V) (2. B-y'7^tP7 

P7x^Ji/7;V7^^;v) (2. 5-y'7Ji'ia7x-;v) 5 - -7;v^- 

p- j^>T^ K U&bjM B ) 
[0 7 6 0] 
Mb 1 6 7 ] 



[0 7 6 1] 

6- (4-^nn7x-;Vf^) (2, 5-^7WD7x-^) ^;v-5 
-7^tO-3f>T5K (12 0mg, 0. 29mmol) O^y-il' (3 

m i ) mmz, 3 o %mMk&m& ( 2 m 1 ) ^^-t^ u ^fvs^rv*- * 

A|2g7jc» (73mg) ^DDx-Mfi^T 3 H#W8I# Lfco RJS«-frWK: v * n n 

Zftiti U WgS'fb^ A ( 3 3 m g , 0 . 0 7 5 mm o 1 , 2 5%) £ SfeEH^fc 
Ufffco :ftBfti^=l : 3^ffig|U Wt^M^MJE^U IK 

fElt^B (3 9mg, 0. 0 9 2 mmol, 3 1%) *a^i^tltH/i 0 
[0 7 6 2] 
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iH-NMR (400 MHz, CDC 1 3) d 6. 37 (1H, s) , 6. 90 
-6. 97 (1H, m) , 7. 01-7. 08 (1H, m) , 7. 43 (2H, 
d, J = 8. 5Hz), 7. 58 (2H, d, J =8. 5 H z) , 7. 94 (1 
H, dd, J = 9. 2, 1. 8Hz) , 8. 17-8. 22 (1H, m) , 8. 
9 1 (1 H, s) . 
mp : 2 2 2 - 2 2 4 °C. 
MSm/z : 4 4 1 (M++H) . 
[0 7 6 3] 

iH-NMR (4 0 OMH z, CD3OD) S ! 5. 86 (1H, s), 6. 94 
-7. 02 (1H, m) , 7. 06-7. 14 (1H, m) , 7. 44 (2H, 
d, J=8. 8Hz) , 7. 48 (2H, d, J=8. 8Hz) , 7. 66-7 
. 71 (1H, m) , 8. 07 ( 1 H, dd, J = 9. 8, 1. 7Hz) , 9. 
0 9 (1 H, s) . 
mp : 171-173t. 

Anal. Calcdfor C19H12C 1 F3N2O2S I C, 5 3. 7 2 ; H, 
2. 85; CI, 8. 3 5 ; F, 13. 4 2 ; N, 6. 5 9 ; S , 7. 55. t 

«Mtr. c, 5 3. 4 4 ; H, 2. 96 ;ci, 8. 3 7 ; f, 13. 3 4 ; n, 

6. 6 6 I S, 7. 5 4. 
[0 7 6 4] 

iWJ 12 4: f6- (4-^nD7x-JW) (2, 5 -v7;t^o 7 

>M 2! ±jk= 5 -7^n ^ L3 v>- 3 -W 2k3 
[0 7 6 5] 
Hfcl 6 8] 




'Cl 
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[0 7 6 6] 

##^J2 9TW: [5- ( t - yf ^/y 7x-;Vy 'J ;vt^->^ f ;V) -3- 
7Woi:''JyV-2-^V] (2, 5-y7JVto7x-jV) (1 
7. 0 g, 3 3. 5mmo 1 ) <D*J*uu* $y (18 0ml) W^\Z 
T f 'Jxf"^7? V (7. 0 0ml, 50. 2 mm o 1 ) , Tk&* * 
;V=^n>;K(3. 11ml, 40. 2mmol) ££nx. 2 B#TO# L£ 0 RJ& 

#^fc?»<£>N, N-^fWA7 5K (3 0 0ml) ?f^^s 4-? 
nn^>^>ft-jV (5. 3 3 g, 36. 8mmol) ,^WJ7A 
(5. 55g, 40. 2mmol) &Jnx^ 1SCT1 8 L/Co RJ&iB 

#t)tl^itOf b7tKD75> (2 0 0ml) ^K^yftxh^T^l/ 
T^^-^AOfbyt Kn7 7>M (42. 3ml, 42. 3mmol) £ 

ftffiU tffl&fb&W (9. 80g, 2 4. 8mmol, 7 4%) *&&lM&MM 
[0 7 6 7] 

1H-NMR (400 MHz, CDC 1 3) 8:4. 76 (2H, s), 6. 13 
(1H, s) , 6. 8 4 - 6. 9 6 (2 H, m) , 7. 20 (2H, d, J = 8 
. 7Hz), 7. 27 (2H, d, J=8. 7Hz), 7. 43 (1H, d, J 
= 9. 8Hz), 7. 57-7. 64 (1 H, m), 8. 43 (1H, s). 
[0 7 6 8] 
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£11608 12 5! Tfi- (4-»nP7x-HM^) (2. 5-y-7JVfr P 

[0 7 6 9] 
Hbl 6 9] 




[0 7 7 0] 

[ 6 _ ( 4 -^D07x-m) (2, 5-v7iVtn7x^) 
5-7Kne'jr/-3-^JI/] (9. 80g, 2 4. 8ramol 

) <n*9 J-fr (200ml) mm-, 3 0 %i&mkfc%fr (14. 0ml) S 
ZF-frtV 7f>W&KT>*:—*7 AfflTKfntJ (6 1 2mg) £flIlx.Mi&fcT 1 8 B# 
H*#L;fco KSrl^^ 3 0 %$SBfrffc3k**- (14. 0ml) £iifln LMSK 
T3B BHWL/So £ ?> fc, RSm^tw 3 0 (14. 0ml) 

lUo JSKtiJ-^^-^J: «3#*§HU »lBfl:#* (6. 4 1 g, 15. Om 

mo i, 6 1%) ^fiwat#^o nrnzx-ts-'i' 

X 1J|?*NIU W&ib&Vl (2. 14g, 5. OOmmol, 2 0%) £6fe@ 
?.|IU (7 8 0mg, 1. 82mmol, 7%) £ 6-fe@#fc LT 

[0 7 7 1] 

1H-NMR (400 MHz, CDC 1 3) d \ 1. 90 (1 H, t , J = 5. 6 
Hz), 4. 80 (2H, d, J = 5. 6Hz), 6. 32 (1H, s) , 6. 
89-6. 97 (1 H, m) , 6. 99-7. 06 (1 H, m) , 7. 41 (2 
H. d, J=8. 8Hz) , 7. 49 (1H, d, J = 9. 8Hz) , 7. 57 
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(2H, d, J=8. 8Hz) , 8. 18-8. 24 (1H, m) , 8. 52 ( 
1H, s) . 

mp : 1 8 1 - 1 8 3 V. 
MSm/z:4 2 8 (M++H) . 
[0 7 7 2] 

HJfe$l 12 6: f 6 — f (4-^nD7x^;i/^;i/^_ji/) (2. 5-77;Vt 

[0 7 7 3] 
Htl 7 0] 



[0 7 7 4] 

[6- (4 -^nn7i^.;i/^;l/j}>^;i/) (2, 5-y'7;l'tn7x^;i/) p< 
^;i/-5-*7;l/^-nkfijy>'-3--r^] (8. 4 6 g, 19. 8m 

m o 1 ) > h'J ^)VT 5> (13. 8ml, 98. 9 mm o 1 ) > X *f- 

)V7,)V** *> K(7. 02ml, 98. 9ml) Ov* uu*?y (100ml 
) SStCT=mfl:«atev^>»* (9. 4 4g, 5 9. 3mmol) 

fco #^tt/^«^v-^f-;v^-T-;VtCT^m, %3fcU tRIB'ffc'fr* (6. 3 
3g, 14. 9mmol, 7 5%) *f feSf t Lt#/: 0 
[0 7 7 5] 

iH-NMR (400 MHz, CDC 1 3) 8 '. 6. 40 (1H, s), 6. 91 
-6. 98 (1H, m) , 7. 0 2 - 7. 0 9 ( 1 H, m) , 7. 43 (2H, 
d, J = 8. 6Hz) , 7. 59 (2H, d, J=8. 6Hz), 7. 89 (1 
H, dd, J=8. 6, 1. 7Hz) , 8. 17-8. 23 (1H, m) , 9. 
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02 (1 H, s) , 10. 15 (1H, d, J=2. 2 H z) . 
[0 7 7 6] 

HJ&^fl 12 7: fi- f 4 nn-7^^;vx;lx»-;v) (2. 5->'7MP7 

[0 7 7 7] 
lit 1 7 1 ] 



[0 7 7 8] 

[6- [ (4-^no7x-j^H-JV) (2, 5-y'7^D7x^il') 
-5-7>u*nif L yy>'-3->f >u] #;wt;v7=*fc k (l. 2 8 g, 3 
. 0 Ommo 1) <D*fm (30ml) gSCT3 0 %«BMkfc3f&R (1 

. 02ml, 9. 00ml) *in*£Sfcr 1 B#ra*#Lfc<, *?>»CRJ6»#* 

fciftEifcteLfco ^£*^*>'->WCTifciiM&> £$LU IgfBft-^ (1. 19 
g, 2. 69mmol, 8 9%) fc&feHtti: LTlifco 
[0 7 7 9] 

1H-NMR (400 MHz, DMS0-d6) d : 6 . 37 (1H, s) , 7. 
2 7 - 7. 4 2 (2 H, m) , 7. 64 (2H, d, J = 8. 8Hz) , 7. 6 
7 (2H, d, J=8. 8Hz) , 8. 01-8. 07 (1H, m) , 8 . 1 7 
(1H, dd, J=9. 6, 1. 7Hz), 9. 04 (1H, s). 
mp : 2 4 9 - 2 5 1 °C. 

itmfttfx : C19H11C 1 F3NO4S : mmi$. : C, 5 1. 6 5 ; H, 2. 51; 
ci, 8. 02 ;f, 12. 90; N, 3. 17 ; s, 7. 26. mwm : c , 

5 1. 7 0 ; H, 2. 73JC1, 7. 9 6 ; F, 12. 81; N, 3. 36; 
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S, 7. 3 9. 

[0 7 8 0] 

HWiJ 12 8: 6- (4-»an7x^M^) (2. 5-y7^tQ7 
^f;V-5-7Mn-N-f7V-;V-2-f;^3f>7^ K 
[0 7 8 1] 
Mb 1 7 2 ] 



[0 7 8 2] 

6- (4-^nn7x-WH-^) (2, 5-y7Mn7x-jv) p< f- 
;V- 5 -7A/tn-3f ( 1 0 0 mg, 0. 23mmo 1) (D'770D^^ 

> (2ml) -Mm^ IfiC-CfTV-JV- 2 - ^;i-T^ > (2 5mg, 0. 2 
5mmo 1) , ^^Vh'JTV-^-l-t-^ (3 4mg, 0. 2 5 mm o 1 
) . 4 - ^ 'J > (0. 027ml, 0. 25 mm ol) , RTF 1 - x. 
f-;V-3- O-^W^^n^) *;v**yM5Kttt (4 8mg, 
0. 2 5mmo 1) fcimx-SfifcT 1 4BffS«#L/io SSfl^^|^mx.^;V 
SriDA, l^omW7Kt'T^m, til^i7Xittf'J7At:t^ ^>i§L 

> Lfco #?)MI^77 7 yayU *^V7 ^7 7^ 
-KffrU ^t>:iiW=3 : l»ffi«PJ: i)#^lB«r«E*»L^:o 
^£^y-;WC-Crftm£> fcflfcU IM&ffrglfe (7 2mg, 0. 14mmo 

1,60 %) £6-feeM£fc LTftfc, 
[0 7 8 3] 

1H-NMR (400 MHz, DMSO-de) 8 : 6. 38 (1H, s), 7. 
2 4 - 7. 4 2 (2 H, m) , 7. 60 (1H, d, J=3. 7. Hz) , 7. 6 
5 (2H, d, J=9. 1Hz), 7. 68 (2H, d, J=9. 1Hz), 8 
. 03-8. 10 (1H, m) , 8. 38 ( 1 H, d, J=9. 6Hz) , 9. 
17 (1 H, s) , 13. 0 0 (1 H, s) . 
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mp : 2 4 3 -2 4 5T3. 

Ttmfrtit : C a 1 c d f o r C22H13C 1 F3N3O3S2 : SIMft : C, 5 0. 4 
3 ; H, 2. 50 ; CI, 6. 7 7 ; F, 10. 8 8 ; N, 8. 02 ; s, 12 

.2 4. mmm : C, 5 0. 3 4 ; h, 2. 4 8 ; c 1 , 6. 93 ;f, 10. 

8 2 ; N, 8. 1 1 ; S, 12. 2 9. 
[0 7 8 4] 

^Ufeflfl 12 9 1 6- (4-^nP7x-MJ^^;i/) (2. 5-^7^07 
J£ 

[0 7 8 5] 
Mb 1 7 3 ] 



[0 7 8 6] 

H»J1 2 8 fcra»0*feKlJ: 0> Hifcfill 2 7T?#fc6- (4-^DD7x 
(2, 5-y7)i/tn7x-;v) ^f;v-5-7;Hn-nf 
>| (lOOmg, 0. 2 3mmol) R^VtW-^-S-^Tr/ 
(0. 018ml, 0. 25mmol) &JB^ *|B'ft#W (4 3mg, 0. 0 
8 5mmol, 3 7%) * LTf#fc 0 
[0 7 8 7] 

1H-NMR (4 0 OMH z, CDC 1 3) d : 6 . 41 (1H, s) , 6. 92 
-7. 00 (1 H, m) , 7. 03-7. 11 (1 H, m) , 7. 25 (1H, 
d, J = l. 7Hz) , 7. 44 (2H, d, J = 8. 6Hz), 7. 60 (2 
H, d, J=8. 6Hz) , 8. 05 (1H, dd, J = 9. 1, 2. OHz) 
, 8. 20-8. 26 (1 H, m), 8. 40 (1H, d, J = 1. 7 Hz) , 
9. 14 (1H, d, J = 1. 5Hz), 10. 25 (1H, s). 
mp : 2 0 0-2 0 2*0. 
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Jtmfrtt : C a 1 c d f o r C22H13C 1 F3N3O4S : ill : C, 5 2. 0 
3 ; H, 2. 58 ;C1, 6. 98; F, 11. 22; N, 8. 27 ; S, 6. 
3 1. lit: C, 5 1. 84 ; H, 2. 5 5 ; C 1, 7. 3 6 ; F, 11. 1 
9 ; N, 8. 3 6; S, 6. 46. 
[0 7 8 8] 

13 0: 6- (4-^no7x-^;^^jM (2. R-y7Jl/in7 
;*^;v-5-7;V:tn-N-b°ijy>-2-^;i^^;V~r?^>y ^ K 
[0 7 8 9] 
Mb 1 7 4 ] 




[0 7 9 0] 



fUfefll 1 2 8 £ ffl»©3fftfc: J: *) „ H»J 12 7 T-#/c 6 - ( 4 - ^ n a 7 a. 
—)\,K)V*-)V) (2, 5-^7^n7x^) ^f^-5-7Wn-3f 
>t (lOOmg, 0. 2 3 mmo 1 ) RW) 2 -J)V*?-)VT^ > ( 

0 . 0 2 6ml, 0 . 2 5 mm o 1 ) £ffiv\ USSEffc^ ( 8 6 m g , 0 . 16 
mm 0 1 , 7 2 %) **frfe*S5©£»3fk L"Cftfc 0 
[0 7 9 1] 

iH-NMR (400 MHz, CDC 1 3) £14. 77 (2H, d, J = 4. 4 
Hz), 6. 37 (1H, s), 6. 91-7. 09 (2H, m), 7. 25- 

7. 34 (2H, m) , 7. 43 (2H, d, J=8. 8Hz) , 7. 58 (2 
H, d, J = 8. 8Hz) , 7. 72 (1H, td, J=7. 6, 1. 7Hz) 

, 7. 94 (1H, s), 7. 96 (1H, dd, J =9. 3, 2. 0Hz), 

8. 19-8. 25 (1H, m), 8. 59 (1H, d, J =4. 4Hz), 9 
. 0 3 (1 H, s) . 

Ttmfrtif : C a 1 c d f o r C25H17C 1 F3N3O3S : Sgfrli : C, 5 6. 4 
5 ; H, 3. 22 ;C1, 6. 6 6; F, 10. 71; N, 7. 90 ; S, 6. 
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0 3. mmm : c, 56. 32; H, 3. 30 ;ci, 6. 6 3; F, 10. 6 

1 ; N, 7. 8 8 ; S, 6. 14. 

[0 7 9 2] 

mmm 131: (e) -3- r6- (4-»nn7i>n^) (2. 5 

[0 7 9 3] 

Mb 1 7 5 ] 



[0 7 9 4] 

mJfeffll 2 & T*%tz [6- [ (4-^nD7x^H-^) (2, 5 - v 
7^tD7x^;i/) - 5 — 7;v^-o tf y yy— 3 — *;w"? < «/t' n 

F (1. 7 0 g, 4. 0 Ommo 1) (7)ff7kKn77> (15ml) jgF«EJC 
> iSCtFV7x^W7*7- , Jf»fil' (1. 47g, 4. 40m 

mo i) zmTL^mzx 1 8^wa^t^o &sm^£MJm$su nbtitz 

77 7VXV i; #$*/l>* OYF^77-f - fcffr Lfco O CM ^ 

It:tW, fcflfcU SIS*ffc&» (1. 6 0g, 3. 3 1mmol, 83%) 
LT#tfr 0 
[0 7 9 5] 

iH-NMR (4 0 0MHz, CDC 1 3) 513. 84 (3H, s) , 6. 33 
(1H, s) , 6. 53 (1H, d, J = 16. 7Hz), 6. 89-6. 97 
(1H, m) , 6. 9 9 - 7. 0 8 ( 1 H, m) , 7. 42 (2H, d , J=8 

. 3Hz) , 7. 55 (1H, d, J=9. 6, 1. 5Hz), 7. 58 (2H 

, d, J=8. 3Hz) , 7. 65 (1H, d, J=16. 7Hz), 8. 18 

-8. 2 4 (1 H. m) , 8. 6 7 (1 H, s) . 
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MSm/z : 4 8 2 (M++H) . 
[0 7 9 6] 

13 2 1 3- f6- (4-»na7x^^M^) (2. 5-^7^ 

[0 7 9 7] 
Mfcl 7 6] 



[0 7 9 8] 

y^--^^;VJl^ (R-10 0> BHV #*feS;£?tt) (1ml) £?K, & 
v>-Ci*y-;Wc-OSfcfP-U (10ml) Lfco £*t£3- 

[6- (4-^nn7x-^;l'^)V) (2, 5-^7Wn7i^) 
)U-5-7)V?tu}SVZ?>-3-'{ T^V/UM^^A' (1. 3 8 g, 2. 8 
6mmo 1) (D^J-JU (40ml) vtifc^flDx^ 7fcfg#H^,T\ Ifittl 

*lftE*»U SUBft-S* (1. 3 7 g, 2. 8 3 mm o 1 , 9 9%) 
fat LXmzo 

[0 7 9 9] 

iH-NMR (400 MHz, CDC 1 3) 8 I 2. 66 (2H, t, J =7. 4 
Hz), 3. 00 (2H, t, J=7. 4Hz), 3. 69 (3H, s), 6. 
29 (1H, s), 6. 88-6. 96 (1 H, m) , 6. 98-7. 06 (1 
H, m), 7. 29 (1H, dd, J = 1 0 . 1,1. 5Hz), 7. 40 (2 
H, d, J=8. 3Hz), 7. 56 (2H, d, J = 8. 3Hz), 8. 20 
-8. 2 6 (1 H, m) , 8. 4 2 (1 H, s) . 
MSm/z : 4 8 4 (M++H) . 
[0 8 0 0] 
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HJfetflJ 13 3: 3- ffi- (4-^no7i-)l/7^-^ (2. 5--Jy)V 

[0 8 0 1] 
[Ifcl 7 7] 



[0 8 0 2] 

3- [6- (4-?DD7x-JWiVtoV) (2, 5-V7^t07x-n/ 
) ^f;V-5-7il/tnt°'J-7>-3-^H T'net^/i^f^ (3 8 7 mg 
, 0. 8 0mmol) <dx-*;-)V (8ml) 1 l^tftt F V 7 A 

(4ml) Sribn*., Iiac-C3HfflI#L/: 0 BU&WL* i M%Mm\~"cn 

VO^i|t{:t^^ 2>JRU «WBflS#« (3 4 9mg, 0. 7 4mmo 1 

, 93%) ^awat#f: 0 

[0 8 0 3] 

iH-NMR (4 0 0MHz, C D C 1 3) $!2. 73 (2H, t, J = 7. 4 
Hz), 3. 01 (2H, t, J = 7. 4 Hz) , 6. 29 (1H, s), 6. 
8 9-6. 9 6 (1 H, m) , 6. 9 9 - 7. 0 6 (1 H, m) , 7. 30 (1 
H, dd, J = 9. 8, 1. 7Hz) , 7. 40 (2H, d, J=8. 6Hz) 
, 7. 56 (2H, d, J=8. 6Hz) , 8. 19-8. 26 (1H, m) , 
8. 4 4 (1 H, s) . 
mp: 174-176 °C. 
MSm/z I 4 7 0 (M++H) . 

Ttm^fx : C a 1 c d for C21H15C 1 F3NO4S : Sffcffi : C, 53. 
6 8 ; H, 3. 22 ;C1, 7. 551 F, 12. 13 ; N, 2. 98 ; S, 6 

.82. mmm. : c, 53. 6 8; h, 3. 3 5 ; c 1 , 7. 42 ;f, 12. 
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09; N, 3. 16; S, 6. 92. 
[0 8 0 4] 

MMffl 13 4: 3- f6- (4-^nn7xc:;^jV^^;M (2. B-v'7;V 
^-n^^-;M ^ 5 — ~7 n 'J v > — 3 — W Ji^l -1- (_4_zzA±ik 

[0 8 0 5] 

Hbl7 8] 



[0 8 0 6] 

3- [6- (4-^nn7xiHJl/*sji/) (2, 5-^7J^07x^;V 
) ^f)l/-5-7^nifW>-3->fA/] 7*net>» (lOOmg, 0. 
2 lmmo 1) Ov^on^> (3ml) $&iSrc N £fi£T 1 - * ^/HM9 
V> (0. 0 2 6ml, 0. 23mmo 1) „ ^>7 , FU77*-^-l-t-jl' 
(3 2mg, 0. 2 3mmo 1 ) , 4 f-ZWe/l'* y > (0. 0 2 6ml, 0 
. 2 3mmo 1) , Ml-xfJV-3- ^7^7*0^) 
jtfSM 5 KttSiyfi ( 4 5 m g, 0 . 2 3 mm o 1 ) &inx.MfiKT 1 6 B#Rg£B$ 

m, *»U ^» S^IEti Lf; 0 i 7 7 7 y a y 'J * o v 
f^77-f-i;#U y'7Do^>: ^ ^ 7-;v= i 9 : litffig&J: 
®*«BE«i«Lfco SMtix^/-^ (3ml) tc##t, ll^tt (0. 2 
2 4ml) in*.. MS.KT3 O^Lf;!, ^frfr»**EE«iliLfco » 
S*x^y-;H:t©fl %JRU Wfrffrfrftf (1 1 lmg, 0. 19mmo 
1 , 8 9%) £ frfeEH^fc LXntZo 
[0 8 0 7] 

1H-NMR (4 0 0MHz, DMSO-d6) ^-2. 4 0-3. 0 8 (6 H, 
m) , 2. 75 (3H, s) , 2. 90 (2H, t, J=7. 1Hz) , 3. 1 
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9-3. 50 (2H, m) , 3. 92-4. 17 (1H, m) , 4. 29-4. 
52 (1H, m) , 6. 23 (1H, s) , 7. 2 4 - 7. 3 9 (2 H, m) , 
7. 61 (2H, d, J = 8. 8Hz) , 7. 66 (2H, d, J = 8. 8Hz 
), 7. 75 (1H, dd, J = 10. 8, 1. 5Hz), 8. 10-8. 16 

(1H, m) , 8. 53 (1H, s) , 10. 70 (1H, s) . 
mp I 2 4 3-2 4 513. 

Ttmftffi : C a 1 c d for C26H25C 1 F3N3O3S • HC 1 : S18MI : 
C, 5 3. 0 7 ; H, 4. 45 ;C1, 12. 0 5 ; F, 9. 6 9 ; N, 7. 1 
4 ; S , 5 . 4 5. mMM I C, 52. 8 1 ; H, 4. 5 1 ; C 1 , 11. 74 
IF, 9. 48; N, 7. 0 9 ; S, 5. 50. 
[0 8 0 8] 

mmm 135: (e) -3- rs- r u-^dq7x^^;^^) (2. 

[0 8 0 9] 
Hfcl 7 9] 



0 




o=s=o 

<> 

CI 

[0 8 10] 

H»J4 4 -?i#7i (E) -3- [6- [ (4-^nn7x^W-;V) ( 
2, 5-v7)Vtn7x^i/) fcf U v >- 3 ->f ;w] T * V ;v 

(460mg, 0. 991 mm o 1 ) <OT b 7 H Kn7 7>It (5ml) 1 

sis&fcBMfc^by^Aigffi (3. omi) *jnx.fcflL mu.^ 4mmmwLtz 0 
mm-k&^mmk, mm.-? y* yfA ini u m^iMb^t/ 

m (2 9. 4mg, 0. 0 6 5 3mmo 1) 4fcfe@#fcLT#fco 



tB§E# 2004-30694 



mm 2003-187796 
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[0 8 11] 

iH-NMR (400 MHz, CDC 1 3) d ! 5. 96 (1H, s) , 6. 52 
(1H, d, J = 1 6. 1Hz) , 6. 94 (1H, td, J = 9. 0, 4. 6 
Hz), 6. 99-7. 06 (1 H, m) , 7. 41 (2H, d, J = 8. 6H 
z) , 7. 56 (2H, d, J=8. 6Hz) , 7. 64 (1H, d, J = 16 
. 1Hz) , 7. 64 (1H, d, J=8. 1Hz), 7. 88 (1H, dd, 
J=8. 1, 2. 2Hz) , 8. 01 (1H, ddd, J = 9. 0, 5. 6, 3 
. 4Hz), 8. 72 (1 H, d, J =2. 2 H z) . 
mp:236-238 c C. 

jtmfrffi: C21H14C 1 f 2 no 4 s : mmw : C, 56. 07; H, 3. 14 
; c 1 , 7. 88 ;f, 8. 45 ;n, 3. 1 1 ; s , 7. 13. mmm : c , 

55. 98; H, 3. 2 1 ; C 1 , 7. 90 ;F, 8. 45; N, 3. 21 ;S 
, 7. 12. 

[0 8 12] 

mMM 13 6! (E) -3- T6- [ (4-^an7x-MH^) (2. 

[0 8 13] 

M518 0] 



[0 8 14] 

(E) -3- [6- [ (4-^nn7i-WW-jl/) (2, 5-v"7;v^ 
D7x;;V) e'Jy>-3-fil/] T^'J^f (3 7 0mg, 0. 8 2 

2mmo 1) t^on> ^ > (6ml) &C?§ft¥U ;v ? n y K (2. 0 

0ml), 33 <fc tFN, N-^WM7 5K ( 1 ffi) £Jnx.fc?IU 4 H#HM 
m.T?mWLtz 0 £j£tt£ftiHf&SU #f>H/:»^nn^> (6ml) 
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[;gf|L/;t, jtT >-=E~T7jt (2. 0 0ml) Srinx.^ RJStftSrEiat? 2 

JVJ: f)S^ B B H L, tlffi^^ (2 5 Omg, 0. 5 5 8 mm o 1 , 6 8%) *fi 
[0 8 15] 

iH-NMR (400 MHz, CDC l3/DMSO-d6) 8:5. 7 9 (1 H 
, brs) , 5. 95 (1H, s) , 6. 42 (1 H, brs), 6. 63 (1 
H, d, J = 15. 9Hz), 6. 94 ( 1 H, td, J = 9. 0, 4. 4Hz 
), 7. 00-7. 07 (1 H, m), 7. 41 (2H, d, J =8. 5Hz) 
, 7. 56 (2H, d, J=8. 5Hz), 7. 62 ( 1 H, d, J = 15. 9 
Hz), 7. 64 (1H, d, J=8. 1Hz), 7. 85 (1H, dd, J = 
8. 1, 2. 2Hz) , 8. 02 (1H, ddd, J=9. 0, 5. 4, 3. 2 
Hz) , 8. 7 4 (1H, d, J =2. 2Hz) . 
mp : 2 1 9 - 2 2 Ot). 

jtmfrffi : C 2 lH 15 C i f 2 n 2 o 3 s : ai^ifi : C, 5 6. 1 9 ; H, 3. 3 
7 ; c l , 7. 90 ;f, 8. 46; N, 6. 24 ; s, 7. 14. $mm : c 

, 5 5. 9 8 ; H, 3. 34 ;C1, 8. 0 3 ; F, 8. 4 5 ; N, 6. 39; 
S, 7. 2 3. 

[0 8 16] 

mWM 13 7: N — T6- f (4-^nn7x-^;v»^;v) (2, 5-v>7 

[0 8 17] 
Mfcl 8 1] 




ci 
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[0 8 18] 

Hifcffi! 5 0 [6- [ (4 - ^no7x-;^;v^^) (2, 5-v7 
)Vto7i-;v) fcf y v>- 3 (lOOmg, 0. 

2 3 6mmo 1 ) O^nn^ > (5ml) jgffcK, h 'Jxfjvjr/ (8 0 
ix 1 , 0 . 5 6 6 mm o 1 ) „ 4 - 5 / If y v > ( 1 4 m g , 0 . 1 

18mmol) , l-^)V-3- ( 3 - V* fJV7 5 7 T'n tf ;V) # JVsJ*y>f 
H'SIS (5 4mg, 0. 2 8 3mmo 1) Jo ilF^'J y>xf jvxxfJVl 
II (4 0mg, 0. 283 mmol) Srflnx^ 7 R$ffl3t& Lfco RJE 

(9 5mg, 0. 18 7mmol, 7 9%) fc&fe&Wfe^Rfc LT#^ 0 
[0 8 19] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 33 (3H, t, J = 7. 1 
Hz), 4. 25 (2H, d, J = 5. 1Hz), 4. 28 (2H, q, J = 7 
. 1Hz), 6. 00 (1H, s), 6. 99 (1H, brs), 6. 91-6 
. 97 (1H, m) , 7. 0 0-7. 0 6 (1 H, m) , 7. 42 (2H, d, 
J = 8. 5Hz) , 7. 56 (2H, d , J=8. 5Hz) , 7. 73 (1H, 
d, J = 8. 3 Hz) , 7. 96-8. 00 (1 H, m), 8. 18 (1H, d 
d, J = 8. 3, 2. 2Hz) , 9. 01 (1H, d, J=2. 2Hz) . 
MSm/z : 5 0 9 (M++H) . 
[0 8 2 0] 

mt&W 13 8! \ 2 - r f6- r (4-»Da7x-^J^-^ (2. 5- 
y7^a7x^) yfjk] bfy v>- 3 T^-yl # 
;ws'5 yjUlX e r t. 
[0 8 2 1 ] 
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Hfcl 8 2] 



0 



H 

0 1 




0 



CI 

[0 8 2 2] 

HGSfcfil 5 0 T&fc [6- [ (4-^nn7x-^H-)l/) (2, 5-y7 
;i/tD7i-;v) if y ¥>- 3 -4 ;v] *W>S(l0 0mg, 0. 

2 3 6 mm o 1 ) <Di?? uu*$y (5ml) jgffc^ V } ) ^7 ^ > (40 
p I, 0. 2 8 3 mmo 1) , 4-^^f^75 ^ fefV v> (1 4mg, 0. 1 
18mmol) > 1-jc^;V-3- (3-V>f^7V^n^) #/Hi?^>f 
5Kfi»ffi (5 4mg, 0. 2 8 3mmol) fii^N- (2-75;xfjv) 
*;VAr/ttert-7f;V (4 5// 1, 0. 2 8 3mmo 1) *10x., t£ 
izx 6 ^FWm^bfCo RI5»«*5>* n n * * >T*3mU tJc^ ffrfo^mTfcSt:?- 

nvf^7^-t:#U ^v^r^> : ftgfeif-A/= l : 

iEiliLt, (5 7mg, 0. lOlmmol, 4 3%) Srfi-felfr 

[0 8 2 3] 

1H-NMR (400 MHz, CDC 1 3) 5:1. 44 (9 H, s) , 3. 37 
-3. 43 (2H, m) , 3. 5 5- 3. 5 9 (2 H, m) , 4. 97 ( 1 H, 
brs), 6. 00 ( 1 H, s), 6. 92-7. 05 (2 H, m) , 7. 40 
(2H, d, J = 8. 6Hz) , 7. 55 (2H, d, J=8. 6Hz) , 7. 
60 (1H, brs), 7. 70 (1H, d, J = 8. 3 H z) , 7. 92-7 
. 97 (1H, m), 8. 17 (1H, dd, J = 8. 3, 2. 4Hz), 9. 
0 3 (1 H, d, J =2. 4 H z ) . 
MSm/z 15 6 6 (M+ + H) . 
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[0 8 2 4] 

HifeM 13 9! N— (2-T^y^-^;U) -6- [ (4-^an7x-jV^;^ 
— ;V) (2. 5-v>7^P7i^) ^JVl ^>f>71H 
[0 8 2 5] 
Hfcl 8 3] 



o 




CI 



[0 8 2 6] 

[2- [ [6- [ (4-^nn7xiWH^) (2, 5-v7Wn7 

e r t-y^-fr (50mg, 0. 088 0 mm o 1) <D*.? S—)l> (2ml) j§ 
mzmm. (2ml) fcillx-* mater 2 OflflHt#Lfco RJSi£8t*«EET« 
iSHLfco # h fitz mfa* v -r ^T'^ t ^ffiffc^ (4 4mg, 

0. 0 8 8 0 mm o 1 , quant. ) tl. 5 (S^feR*) Lt#f; 

O 

[0 8 2 7] 

iH-NMR (4 0 0MHz, CD3OD) d \ 3. 19 (2H, t, J = 5. 9 
Hz), 3. 69 (2H, d, J =5. 9 Hz) , 6. 27 (1H, s) , 7. 
0 3 -7. 0 9 ( 1 H, m) , 7. 12-7. 18 (1H, m) , 7. 54 (2 
H, d, J = 8. 6 H z) , 7. 66 (2H, d, J = 8. 6 H z) , 7. 83 
(1H, d, J =8. 3Hz), 8. 06-8. 10 (1H, m), 8. 27 ( 
1H, dd, J = 8. 3, 2. 4Hz), 9. 08 (1H, d, J=2. 4Hz 
) • 

mp : >2 5 0°C (decomp. ) . 

5c***f : C a 1 c d for C2iHi 8 C 1 F2N3O3 S • 1 . 5 H2O • 1 . 
5HC 1 : aiMt : c, 46. 06; H, 4. 1 4 ; C 1 , 16. 18; F, 6 
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. 9 4 ; N, 7. 6 7 ; S, 5. 8 6. ggffllt : C, 4 6. 3 9 ; H, 3. 9 3 
;C1, 16. 58; F, 6. 84 ;N, 7. 74 ; S, 5. 94. 
[0 8 2 8] 

mnn 14 0: 6- r (4-*uuy3.-juxfr*~fr) (2, 5-vWd 

[0 8 2 9] 
Mb 1 8 4 ] 



CI 

[0 8 3 0] 

HJfc«5 0'C#fc [6- [ (4-^nn7x-WW-^) (2, 5-S>7 
;^D7x^) tfi; ->f ;v] (lOOmg, 0. 

2 3 6mmo 1) (DViruu* fry (5ml) : SWiK, f'Jxf;VT5> (8 0 
fi 1 , 0 . 5 6 6 mm o 1 K 4 - -^T ( 1 5 m g , 0 . 1 

ISmmol) > l-^^;v-3- (3-^W5;^nif;V) fc/l'tfSM 
U'ttlft (5 4mg, 0. 2 8 3mmo 1) i3 i(/x^/-;V7 5 «^ ( 
28m g, 0. 283 mmol) fcJnx.* MKT 17. 5B$MflM$Lfc 0 RJS 

Ltz Q #t^li^7 7 r>^'>'J *W5A^n7 ^97* —left U 

ffift^l (6 9mg, 0. 14 8mmol, 6 3%) *fife©*tU#fco 
[0 8 3 1 ] 

1H-NMR (4 0 0MHz, C D C 1 3) S I 2 . 38 (1H, t, J=4. 9 
Hz), 3. 65 (2H, td, J = 5. 4, 4. 9Hz), 3. 85 (2H, 
q, J=4. 6 H z) , 5. 99 (1H, s), 6. 77 (1H, brs), 6 



0 
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. 90-6. 96 (1 H, m), 7. 00-7. 06 (1 H, m), 7. 4 2 ( 
2H, d, J=8. 6Hz) , 7. 56 (2H, d, J=8. 6Hz) , 7. 7 

0 (1H, d, J = 8. 1 Hz) , 7. 97-8. 01 (1 H, m) , 8. 15 
(1H, dd, J=8. 1, 2. 2Hz), 8. 99 (1H, d, J=2. 2H 

z) . 

mpl 179-181 "C. 

: C21H17C 1 F2N2O4S : mwtfa. : c, 54. 02; H, 3. 67 
; C l , 7 . . 5 9 ; F, 8. 14; N, 6. 00 ; s, 6. 87. mmm : C, 

53. 8 3 ;H, 3. 6 3 ; C 1 , 7. 7 2 ; F, 8. 14; N, 6. 06 ; S 
, 7. 0 2. 

[0 8 3 2] 

mmm hi: r2- r T6- r (4-^an7x^^) (2. 5- 

1 ftJW*3 >m t e r t =7±Jk 

[0 8 3 3] 
frffcl 8 5] 



CI 

[0 8 3 4] 

T)V=Tymm%T, ^IMl3 8Ti#fc [2 - [ [6 - [ (4-^nn7x^ 
(2, 5-y7;Ha7xdii/) tv-fr] feTy 3 -fcfl'tf 
r?;j xfjV] *iVAr/|tert-W (12 0mg, 0. 2 1 
2 mm o 1 ) b JWcV (8ml) SftfttC n - V Vf*H ( 9 4 m g , 0 . 23 
3mmo 1) SriDx., M11T1. 5BflM#L£o *3fl»»fc*^T*« 

:^i^;v=i : l mmnz 0»fc5Mi*:ift»U «IBffr&4fe (8 4 
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232/ 



mg, 0. 14 4mmol, 6 8%) fclHMBSBWJtfc LT#£ 0 
[0 8 3 5] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 46 (9H, s), 3. 52 
-3. 57 (2H, m) , 3. 8 2 -3. 8 6 (2 H, m) , 5. 09 (1H, 
brs), 5. 99 (1H, s) , 6. 92-6. 98 (1 H, m) , 6. 99 
-7. 05 (1H, m) , 7. 41 (2H, d, J=8. 6Hz) , 7. 55 ( 
2H, d, J=8. 6Hz), 7. 63 (1H, d, J=8. 3 Hz), 7. 8 
9-7. 94 (1H, m) , 8. 21 (1H, dd, J=8. 3, 2. 2Hz) 
, 9. 06 (1H, d, 1=2. 2Hz), 9. 61 (1H, brs). 
MSm/z : 5 8 2 (M+ + H) . 
[0 8 3 6] 

Hifeflfl 142: n- (2-y^yj^;v) -6- r (4-^qp7x^;i/» 

-;i/) (2. 5-y7JVtQ7x^) ft-Jf>7$ K 

[0 8 3 7] 
frffcl 8 6] 



[0 8 3 8] 

[2- [ [6- [ (4-^nD7z-MH-Jl') (2, 5-y7Wn7 
.x~;v) tf u 3 - # ;v tf- >f;i/] T^y] Ji-^/l/] y 

Stert-7*f;v (8 0mg, 0. 137mmol) Ox^-A' (3ml) 

wm^mm (2m d *snx.> i?si:-c2o^fii#i^o r*&*«*«jeet 

HIMt^ ( 7 6 m g , 0. 1 3 7 mm o 1 , quant. ) * 1 . 75 MBM. 
[0 8 3 9] 



s 




o=s=o 
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iH-NMR (4 0 0MHz, DMSO-de) d:3. 07-3. 12 (2H, 
m) , 3. 9 3 -3. 9 7 (2 H, m) , 6. 46 (1H, s) , 7. 20-7 
. 26 (1H, m) , 7. 2 8-7. 3 4 (1 H, m) , 7. 66 (2H, d, 
J = 9. 0Hz) , 7. 69 (2H, d, J = 9. 0Hz), 7. 88 (1H, 
d, J=8. 3Hz) , 8. 05-8. 12 (1H, m) , 8. 14 (2H, b 
r s) , 8. 24 (1H, dd8. 3, 2. 4), 9. 05 (1H, d, J=2 
. 4Hz) , 10. 7 4 (1H, b r s) . 
mp : 1 6 4 - 1 6 6°C. 

Ttm^ff : C 2 iHi 8 C 1 F2N3O2S2 • 0. 5H 2 0-1. 7 5HC1 
: C, 4 5. 4 6 ; H, 3. 77 ;C1, 17. 5 7 ; F, 6. 8 5 ;n, 7. 
5 7 ; s , 11. 5 6. mmiU : C, 45. 02 ;h, 3. 8 3 ; C 1 , 17. 
3 7; F, 6. 36; N, 7. 54 ; S, 11. 36. 
[0 8 4 0] 

MMM 14 3: 2- T (4-»PP7x-;Vft) (2. 5 -y7^tP7xr 
;M ;*^;T/1 -6- (1. 3-yt^V7>-2-^fJV) \dVV> 
[0 8 4 1] 
Hfcl 8 7] 



[0 8 4 2] 

T)\z*V%m%T^ 3 2 -e#7t 2 - [ (2, 5-y7^07x-jV) 

EKo^>^ffl/] - 6- (1, 3-yt^V7>-2-^iV) (2. 
48g, 8. 46mmo 1) Ov^nn^ y?£ffi. (30ml) K, zfci^T h 'J 
xf;V7 ^ > (1. 77ml, 12. 7 mm o 1 ) „ * 9 y 9 u ij 

K (8 5 1^1, 11. Ommo 1) *in*.T\ 3 . 5 0#F^»L/c o R 




CI 
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(2. 1 4 g, 5. 7 6mmol) ©^fWA7n' (2 0ml) 
4-^nci^>^Vft-JV (1. Og, 6. 9 1ramo 1) , » 
VtfA (1. 19g, 8. 64mmol) *llD£t 5 0tt2f|Wi^Uo S 

:itxf^=5 : l*ffl«S«t l9||.^H«r*EaUeLT, flfB-ffc^ (2. 1 
2 g, 5. 0 5 mm o 1 , 88%) £&3lfe«M#»R£: tT#^ 0 
[0 8 4 3] 

iH-NMR (4 0 0MHz, C D C 1 3) S : 4 . 0 6 -4. 2 0 (4 H, m) 
, 5. 84 (1H, s) , 5. 89 (1H, s), 6. 8 6 - 6. 9 6 (2 H, 
m) , 7. 17 (2H, d, J=8. 8Hz) , 7. 23 (2H, d, J=8. 
8Hz) , 7. 38 (1H, d, J=7. 8Hz), 7. 43 (1H, d, J = 
7. 8Hz) , 7. 4 4- 7. 4 8 (1 H, m) , 7. 69 (1H, t, J = 7 
. 8Hz) . 

MSm/z : 4 2 0 (M++H) . 
[0 8 4 4] 

%mm 144: 2- r (4-»pp7x^^^) (2. 5-y7^a 

7x-;V) 2^jV] - 6- (1. 3-yt^rV7>-2-^^ fc^JyV 
[0 8 4 5] 
[<fc 1 8 8 ] 




ci 



[0 8 4 6] 
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2- [ (4-^no7i-jVft) (2, 5-^7^tn7x-jl/) 
-6- (1, 3-vi^rV7>-2 — i)V) (2. 4 0g, 5. 7 2m 

mol) (DJ?y-)l< (40ml) igtfcfc^ -bt'J ?T>W3sT > J E — •> AfflzK 
» (2 0 0mg) % 3 0%«HMbjt** (20ml) fcijnAT 5 BIW«#Lfc 

fttif^WLt, UHB-ffc^* (2. 0 9g, 4. 6 3mmol, 81%) 
[0 8 4 7] 

iH-NMR (400 MHz, CDC 1 3) 5:4. 05-4. 17 (4H, m) 
, 5. 73 (1H, s), 5. 98 (1H, s) , 6. 93-7. 05 (2 H, 
m) , 7. 41 (2H, d, J=8. 8Hz) , 7. 52 (2H, d , J=8. 
8Hz) , 7. 5 0 - 7. 5 3 (1 H, m) , 7. 64 (1H, dd, J = 7. 
6, 1. 0Hz) , 7. 80 (1H, t, J = 7. 6Hz), 7. 91-7. 9 
5 (1H, m) . 

MSm/z : 4 5 2 (M++H) . 
[0 8 4 8] 

14 5: r 6 - r (4-»nn7i-^W^) (2. 5-^7^3- 

[0 8 4 9] 
Mb 1 8 9 ] 




CI 



[0 8 5 0] 

2- [ (4-^nD7i-W;i/*-^) (2, 5-^7Hn7x-^) * 

- 6- (1, 3-^**y9v-2->f^) (2. 05g, 4. 
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^-v I 236/ 



5 4mmo 1) <Dl, A-V***yy (40ml) mm-WiWk (10ml) £ 

h fttz^mm * wt? ? * v ^ a -eta*&, «j±m l . nfa<t^ ( 1 . 8 5 

g, 4. 5 4mmo 1 , quant. ) h LX&tz a 

[0 8 5 1] 

1H-NMR (400 MHz, CDC 1 3) d : 6. 05 (1 H, s) , 6. 92 
-6. 9 8 (1H, m) , 7. 0 2 - 7. 0 8 (1 H, m) , 7. 4 3 (2H, 
d, J = 8. 8Hz), 7. 58 (2H, d, J = 8. 8Hz), 7. 90 (1 
H, dd, J=7. 1, 2. 0Hz) , 7. 9 3 - 7. 9 9 (2 H, m) , 8. 
04-8. 09 (1 H, m) , 10. 00 (1H, s) . 
MSm/z : 4 0 8 (M++H) . 
[0 8 5 2] 

HJfetffl 14 6: 6- r (4-»Pn7x^MJ^^^1 (2. S-y7^tP 

[0 8 5 3] 

Hfcl 9 0] 



[0 8 5 4] 

[6 - [ (4-^nn7x-WM^) (2, 5-^7;VtD7x^^) 
tf ij W- 2 *;VA>ftF (3 9 0mg, 0. 9 5 6 mm 0 

1 ) (5ml) if ft£^> 3 0 %mWtikfoMfo (325^1, 2. 87 mm 

0 1) £Jnx., mS^T4B#ram#b/io RJfe»«[t-7lc*3ra£*3iL, 




CI 
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10mg, 0. 7 3 1mmol, 7 7%) £ LX%tz 0 
[0 8 5 5] 

1H-NMR (400 MHz, CDC 1 3) 8 I 6. 01 (1 H, s) , 6. 93 
-6. 99 (1H, m) , 7. 04-7. 10 (1H, m) , 7. 44 (2H, 
d, J = 8. 6Hz), 7. 61 (2H, d , J = 8. 6Hz), 7. 78-7 
. 82 (1H, m) , 7. 99 (1H, d, J =7. 8Hz), 8. 06 (1H 
, t, 1=7. 8Hz), 8. 26 (1H, d, J =7. 8Hz). 
mp : 2 0 0 -2 0 It. 

7G*#tff : C19H12C 1 F2NO4S : mmm : c, 53. 84; H, 2. 85; 

C 1 , 8. 37 ;F, 8. 97 ;N, 3. 3 0 ; S , 7. 57. mMU I C, 5 
3. 55 ;h, 2. 80;C1, 8. 23 ;f, 9. oo;n, 3. 55;S, 
7. 6 8. 

[0 8 5 6] 

mmm 147: ls_= r (4-»nn7i^^^) (2, 5-^7^ 

) * *7 > 

[0 8 5 7] 
[ft 1 9 1 ] 



ci 

[0 8 5 8] 

6- [ (4-^bo7i-W^-^) (2, 5-y'7JVtn7x-;i/) ^ 
tfn V >M ( 1 3 0 m g, 0. 307 mm o 1 ) Wnn> (5m 
1) N-^^-;^^* 1 ; > (41^ 1, 0. 3 6 8mmo 1) > 

Fn*W/f>J77-A' (I3mg, 0. 3 6 8ramol) , — 
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3- (3-y7W5/rn^) ii Jl^SM ^ V^BM (7 1mg, 0. 3 
6 8mmo i) -^/H^^W (4 0 // 1, 0. 3 6 8mmo 1 ) 

jjffrjiy 2»?u-? y Vyy 4 -KiiL, s j 9 uu* *ry : ^ 3 0 : 

lv#tB£RJ: i3#^ffl£ME^§LT, ^ISfk^ (4 0mg, 0. 0791m 
mol, 26%) *6^»ftLt#fc 0 
[0 8 5 9] 

1H-NMR (4 0 0MHz, CDC 1 3) £ : 2 . 36 (3 H, s), 2 . 44 
-2. 65 (4H, m) , 3. 4 8 -4. 0 0 (4 H, m) , 5. 91 (1H, 
s), 6. 87-6. 94 ( 1 H, m) , 6. 98-7. 05 (1 H, m) , 7 
. 41 (2H, d, J =7. 8Hz), 7. 55-7. 60 (3H, m) , 7. 
74 (1H, d, J = 7. 3Hz), 7. 85 (1H, t, J=7. 6Hz), 
8. 06-8. 13 (1H, m) . 

FAB-MS : 5 0 6. 1 0 8 5 (C24H23C 1 F2N3O3S t It, It# / !fi ' 
5 0 6. 1 1 1 7). 
[0 8 6 0] 

14 8: f 6 - r (4-^nn7x^^M^) (2. 5-y-7;v^- 
D7x^;i/) bf u yy— 2 ^jw^>it e r t-ffli/ 

[0 8 6 1] 
[it 1 9 2 ] 



[0 8 6 2] 




ci 
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fr) (2, 5-V7Wn7x-)l/) (6 0 0mg, 1. 4 

2 mm o 1 ) C0t e r t J—)\> (2ml) t f;l/x> (l 0ml) <DM& 

&m~, ^7x-jWJ >17 v K ( 4 2 8 ^ 1 , 2 . 0 0 mm o 1 ) , h U 
^T*> (3 9 4 ^1, 2. 83mmol) fcjtoAtnf&SaET 2 3 BfF«# Lfc 

(3 8 0mg, 0. 7 6 8mmol, 5 4%) *mm&&%M®nt tt|#/: 0 
[0 8 6 3] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 54 (9H, s), 5. 76 
(1H, s), 6. 90-6. 95 (1 H, m) , 6. 99-7. 05 (1 H, 
m), 7. 14 (1 H, d, J =7. 3 H z) , 7. 19 (1H, brs), 7 
. 40 (2H, d, J = 8. 8Hz) , 7. 55 (2H, d, J=8. 8Hz) 
, 7. 65 (1H, dd, J=8. 3, 7. 3Hz) , 7. 95 (1H, d, J 
= 8. 3 Hz) , 8. 01-8. 05 ( 1 H, m) . 
MSm/z : 4 9 5 (M++H) . 
[0 8 6 4] 

%W$ U 14 9: 6- [ (4-»DP7x^^A/) (2. 5->'7^n 
■7^^;V) kf'Jy>-2-^f^7ry 

[0 8 6 5] 
lit 1 9 3 ] 



CI 

[0 8 6 6] 

[6- [ (4-^Dn7x-^;l/*-;v) (2, 5-77Wn7x-;>) 
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\£W>-2-4 JV] *^r/®tert-yf;V (3 7 0mg, 0 
.7 4 8 mm o 1 ) (0^-9 / (5ml) igifcfcflfc&ai (5ml) £flnx^ M 
fiCT6S|fWL/:o ^»ft*»EET*ill&U *§<b*L^SKf^^;v£2in 

* $cm^ v * v * a ^jEane t , iRiMt#4& ( 2 1 0 m g , 0 . 53 

7mmol, 7 1%) ^6M*tLT#fco 
[0 8 6 7] 

1H-NMR (400 MHz, CDC 1 3) d : 4 . 46 (2H, b r s) , 5. 
72 (1H, s), 6. 45 (1H, d , J =8. 1 H z) , 6. 88 (1H, 
d, J = 7. 3 H z) , 6. 91-7. 03 (2 H, m) , 7. 39 (2 H, d 
, J = 8. 6Hz) , 7. 3 9 - 7. 4 3 ( 1 H, m) , 7. 56 (2H, d, 
J = 8. 6Hz) , 7. 9 8 - 8. 0 3 ( 1 H, m) . 
mp I 1 8 3 - 1 8 4t. 

7cSf5HJr : Ci 8 Hi 3 C 1 F 2 N 2 o 2 S : HMHIft : C, 54. 76; H, 3. 32 
; C 1 , 8. 98 ; F, 9. 62; N, 7. 10|S, 8. 12. mmm : c, 
54. 4 6 ;H, 3. 22 ;C1, 8. 8 2 ; F, 9. 55; N, 7. 07 ; S 
, 8. 11. 

[0 8 6 8] 

$mW 15 0: N — 16 - r (4-»nn7x^;^^) (2, 5-v7 

;PiP7x^^ 2LfL?k3 if')y>-2-^;vl -2- (tf U 2 ->f ;v) 

[0 8 6 9] 
Hb 1 9 4 ] 




ci 



[0 8 7 0] 
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6- [ (4-^no7i-WM-;i/) (2, 5-y'7;^n7x-;v) ^ 
f^] f'Jy>-2-'f^7 5> (7 4mg, 0. 1 8 7 mm o 1 ) <D n n 
^>(5ml)ifcN-^fiWJ>(9 0/il, 0. 8 1 8 mm o 
lK l-tKn^y^>7HJ77-;V (llmg, 0. 3 13mmol)> 
1 3 - (3 - y 7°nt°;v) *;V^y^5 F« (60 

m g , 0 . 3 1 2 mm o 1 ) $3 «£ l>* 2 — tf V ( 5 4 m g , 0 . 3 

1 2mmo 1) fcitlx.. Si^:t2 4B|F H 1I#L/':o n n ^ ? > 

7 7 y yay'J *^VA7A^n7 f^77^f -KfaU ^3r-^>" ! fflftfcx.^)]/ 
= 4 : littBSBJ: ^f^I^SEIiLt, W£A)C&® (4 8mg, 0. 0 9 
3 4 mm o 1 , 5 0%) £ &&m%te%dWt LX'&tio 
[0 8 7 1] 

iH-NMR (400 MHz, CDC 1 3) £13. 86 (1H, d, J = 1 5. 
9 H z) , 3. 95 (1 H, d, J = 1 5. 9Hz), 5. 82 (1H, s), 
6. 92-6. 96 (1 H, m), 6. 98-7. 08 (1 H, m), 7. 21 
(1H, d, J=7. 6Hz) , 7. 2 5 - 7. 3 3 (3 H, m) , 7. 3 9 ( 
2H, d, J=8. 5Hz) , 7. 54 (2H, d, J=8. 5Hz) , 7. 6 
6-7. 73 (2H, m) , 8. 07-8. 11 (1H, m) , 8. 20 (1H 
, d, J=8. 6Hz) , 8. 69 (1H, d, J=4. 4Hz). 
FAB-MS: 5 1 4. 0 8 0 0 (C 2 5H 19 C 1 F 2 N 3 0 3 S t IT, ftiHfi : 
5 1 4. 0 8 0 4). 
[0 8 7 2] 

151: (e) -2- r (4-»dd7x^jv7M-^ (2. 5-v 

7JVin7xr.jv) -6- (2 -if*; v>- 2 ^UkJ^Jkl ^JUjy 

[0 8 7 3] 
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Utl 9 5] 




CI 

[0 8 7 4] 

||«14 5ti!/:6- [ (4-^nn7x^H^) (2, 5-v7 
j^D7x-]i') eu v>-2--f ;v] ^W^I/t^H K (lOOmg, 

0. 2 4 5mm o 1) Ol, 4-yt^rt> (5ml) h V 7 - ^ ( 

2 -if 1 ; *.x*^A^n'; Kmi£i& (3 3 6mg, 0. 7 7 3 m 

mol) , b ij *-?-)VT ^ > (215^1, 1. 55mmol) ^rJPx.^ M7m&~ 

^a.^-;V=4 : li§ffig|U 0#^®^i)tffiMtT, lUffi-ffc^ (2 0 2m 
g, 0. 4 18mmol, 8 1%) tt#f;o 
[0 8 7 5] 

iH-NMR (400 MHz, CDC 1 3) d : 5 . 99 (1H, s) , 6. 98 
-7. 08 (2H, m) , 7. 21-7. 25 (1H, m) , 7. 37-7. 4 
8 (6H, m) , 7. 54 (2H, d, J=8. 1Hz) , 7. 64 (1H, d 
, J = 1 5. 4Hz), 7. 69-7. 75 (2H, m), 8. 04-8. 09 
(1H, m) , 8. 65 (1H, d, J=4. 4Hz) . 

FAB-MS : 4 8 3. 0 7 3 9 (C25H18C 1 F 2 N 2 0 2 S t It, tmm : 
4 8 3. 0 7 4 6) . 
[0 8 7 6] 

%WH 15 2: 2- [ (4-^nD7xr.;vxjV^^ (2. 5-y7iV^n 
7j..=ji/) - 6- (2 -g'j y>- z -4 )± ^±M 

[0 8 7 7] 

ffifE# 2004-3069437 
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ci 



[0 8 7 8] 

(E) -2- [ (4-^DD7x-H)l/*-)V) (2, 5 - ^7^n -7^ 
- 6- (2 -try 2 -4 ;nf-;v) tf'j^v (I8 0mg 
, 0. 3 7 3 mmo 1) <0*-9 S-fr (5ml) 1 , 4 (2 ml 
) (DM^m', 7 tr)V(D2-? J -)VmmWL (lml) £;0nx^ l^CJE 

<D7mm-m%Tx- 1 . 5 b#pto t < mw as^ts* ufc^ 

fl^^^^S^JI. Irimik&b (llOmg, 0. 2 2 7 mm o 1 , 61% 
) ^M*at#f: 0 
[0 8 7 9] 

iH-NMR (400 MHz, CDC 1 3) 3 I 3 . 13-3. 23 (4H, m) 
, 5. 92 (1H, s), 6. 93-7. 06 (2H, m), 7. 07-7. 1 
2 (3H, m) , 7. 3 7 - 7. 4 0 (3 H, m) , 7. 5 2 - 7. 6 0 (4 H 
, m) , 8. 0 5- 8. 0 9 (1 H, m) , 8. 52 (1H, d, J = 3. 7H 
z) . 

mp : 8 8 - 8 9°C. 

5c3!f##f : C25H19C 1 F2N2O2S : mWsiU : C, 61. 9 2 ; H, 3. 95 
; C 1 , 7. 31; F, 7. 84; N, 5. 78 ; s, 6. 61. mmm : c, 

6 1. 84 ;H, 4. 08 ; CI, 7. 2 6 ; F, 7. 69; N, 5. 90 ; S 
, 6. 7 5. 

[0 8 8 0] 

^MW 15 3: 3- r (4-»DD7x^VXM^ (2. 5-y7;]/^n 
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[0 8 8 1] 
[ftl9 7] 



[0 8 8 2] 

T;V^>#H^T, - 7 8oCfc:fev>-C##0a 1 2 - [ (4-^no7 

i — ;v) -1, 4 - v"7;v^ n^v-t? > (6 3. Omg, 0 

. 2 0 8mmo 1) <£>1, 2-y^f^yi^>i$ (2ml) K n ;WJ 
f^A (1. 5 6MA^fVjgS, 0. 14 0ml, 0. 2 1 8mmo 1) 

- 7 8 "C-e 5 frmffi&LtZo ##M 3 4 3 -7*n^- 1 - [3 - 

(t e r t-yfiVy^f^y'J^t^y) 7*n^] tf^ V v > - 2 - ^ > ( 
7 2. 8mg, 0. 2 0 8mmol) ^tinx.^, £OSifc*:S»*? 1 5 ($Rttt& 

= 4:1) KTttSJl U fiStt v 1; ;v^SH£ (30. Omg) , £ «£ TOH14v 
'JiV»(3 0. Omg) tr-etL^tL^tfeM^Si: LT#f; 0 #fc*L7«& 
14 v V ;W£M# ( 3 0 . Omg) 1^7tKn77> (3ml) Kit^L^y 

ikfcm-^wy (0. 5mi) srjnx.^o R^*ms-c3B#r^t^b^f^ 

#£ 0 «9S^ H B B L> Hffi^tJ (1 1. 

8mg, 0. 0 2 5 8mmol, 12%) *m&$tVi%BM> t Lt#/: 0 
[0 8 8 3] 




ci 
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iH-NMR (400 MHz, CDC 1 3) d l 1 . 50-1. 60 (2 H, m) 
, 1. 88-2. 08 (3 H, m) , 2. 70-2. 77 (1 H, m), 2. 8 
6-2. 93 (1H, m) , 3. 20-3. 36 (5 H, m) , 3. 62 (1H 
, ddd, J = 13. 7, 9. 0, 4. 6Hz), 3. 7 0 - 3. 7 8 (1 H, 
m) , 5. 71-5. 73 (1H, m) , 6. 86 (1H, td, J=9. 0, 
4. 6Hz), 6. 96-7. 02 (1 H, m), 7. 37 (2H, d, J = 8 
. 8Hz) , 7. 5 5 - 7. 6 2 (3 H, m) . 
mp ! 1 2 0 - 1 2 1 °C. 

FAB-MS : 4 5 8. 0 9 6 6 (C21H23C 1 F 2 N 0 4 S t It, ft^l : 4 
5 8. 1 0 0 4). 
[0 8 8 4] 

mm 154: 3_z [ rs-^pp-4- r u-^pp? ^=jk±A} - (2 

Bfr t e r t zi2j±ik 
[0 8 8 5] 
HH19 8] 



[0 8 8 6] 

p-T?->t e r t -~7^;v^^x;^m^ (1. 5 g) *&&<OlffiUjfcM 

'J ~<D p -T9~> t e r t --T^V-X-^x^* 7 2 0 mg#f: 0 £tth> 
«5 4 Wc2, 5-v^nn-4- [ (4-^nD7x-^f t) - (2, 5 
-^7J^n7x-ik) tiVv^ (3 0 0mg, 0. 7 2 mm o 1 ) <D 

1, 4-^**-9-> (2. 0ml) »«[4:T^=f>#H^Tl 2 0lCt?4 BM« 




CI 



tBSE^ 2004-3069437 



#0 2003-187796 



246/ 



^o7f^*77^ - : @^j^;i/= 5 : D la^fltt, Hlfrffc; 

^» (79mg, 16%) SrfStfeWiR lt#/; 0 
[0 8 8 7] 

iH-NMR (400 MHz, CDC 1 3) S ! 1. 46 (9H, s), 2. 52 
(2H, t, J=6. 0Hz) , 3. 58 (2H, q, J = 6. OHz) , 4. 
95 (1H, b r) , 5. 96 (1 H, s) , 6. 68 (1 H, s) , 6. 9- 
7. 05 (2 H, m) , 7. 11 (1 H, m) , 7. 22 (2 H, d , J = 8. 
4Hz), 7. 23 (2H, d, J = 8. 4Hz), 8. 02 (1H, s). 
MS : 5 2 5 (M++H) . 
[0 8 8 8] 

mtMM 15 5: 3_z I" r.S-^DQ-4 - r (4-»ao7i^JV^) 
- (2. f)-y7^tn7i^ ^jvI eUv>-2-^f;vl T^y] -7°n 
tf 

[0 8 8 9] 
Hfcl 9 9] 




[0 8 9 0] 

3 - [ [5-^oo-4- [ (4-^nn7x-m) - (2, 5-/7JV 
*n 7^-/1,) tfi; v>-2 T^y] 7'n^vltert- 

•7^;v (79mg) oy^y-;v (6ml) -b^'J7T>t^T>^- 
"7AE7X^tl (3 0mg) SriBx., 3 0%liit7Kf7X (3ml) ^^JP^T, 1 

ewmnwLtzo mm.*-?-* (6 0mi) xmKLfzmz, mwL*7ktmwk& 
7kx*ffifrL?zo mmzm±TmmLxntzmm^ v vy d. om 

1) fclm*.Tll$W3l#Lifco hy7^*nftm*«BET«*U*:|fe^ 



ffiiE# 2004-3069437 



#H 2003-187796 



tk-^^/-;v (i : i) immLtzo ztiizmmmtfcmi- v v *y A?mwL ( 
o. 2mi) zmz-xm.m'&tLfzm-, mwmi-yv^^mm^m^r, 
u&mzwm^fr (8 0mi) x»m&Ltzo nmm^mm^^-vm^^s %t 

»(61mg, 81%) £0. 5tM»£ LT#7to 
[0 8 9 1 ] 

iH-NMR (4 0 OMH z, CDC 1 3) <?:. 76 (2 H, m), 3. 72 ( 
2H, m) , 6. 11 (1 H, s) , 6. 9 2 (1 H, m) , 7. 0 4 (1 H, 
m) , 7. 44 (2H, d, J=8. 8Hz), 7. 46 (1H, s), 7. 4 
8 (1H, m) , 7. 61 (2H, d, J = 8. 8Hz) , 7. 94 (1H, s 
) • 

mp:200-205°C. 

imfrffi'. C21H16C 1 2F2N2O4S • 0. 5H 2 0 : JIf&lfi : C, 4 9. 4 
2 ; H, 3. 3 6 ; N, 5. 49 ; S, 6. 28 ;C 1, 13. 8 9 ; F, 7. 
4 4 . %®m :C, 49. 5 1 ; H, 3. 28; N, 5. 5 2 ; S , 6. 35; 
CI, 13. 7 5 ; F, 7. 77. 
[0 8 9 2] 

%1MM 15 6: 2- f [5-»nn-4 - [ ( 4 n n 7 j^ik±Jl) - (2 
[0 8 9 3] 

Hfc2 0 0] 



[0 8 9 4] 

HJ&flU 5 4 2 , 5-^nu-4- [ (4-^DD7x-W) - ( 




ci 
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248/ 



2, 5-y'7^n7x-;V) ^f-^] tfV^V (2 0 0mg, 0. 4 8mmo 

1) ^f;l/75/x^^-^ (2 0 0/i 1) <D1, A V (2. 0m 
1) ^*7;^^fl^Tl 1 0*Ct?3 BW*#Lfco Mi&i*T?*£*p^ «J± 

xf-^=3 ! 1) K£ SflMSLT, »fB'ffc'&* (164mg, 7 5%) 

[0 8 9 5] 

iH-NMR (400 MHz, CDC 1 3) 513. 07 (3H, s) , 3. 73 
(2H, d, J=4. 8Hz) , 3. 85 (2H, d , J=4. 8Hz) , 5. 
99 (1H, s) , 6. 86 (1 H, s), 6.-9 1-7. 12 (3 H, m) , 
7. 23 (2H, d, J=8. 8Hz) , 7. 25 (2H, d, J = 8. 8Hz 

) , 8. 0 0 (1 H, s) . 

MSm/z : 4 5 5 (M++H) . 
[0 8 9 6] 

%mm 15 7! B-^nn-4- r (4-»nn7x^ft) - (2. 5-v 
7Mn7x^^ - 2- ra- QgJi 2 2 -4 jk) x^;i/T^y 

1 e-)y> 

[0 8 9 7] 
[ft 2 0 1] 




[0 8 9 8] 

^ifetf!) 5 4 -e#7t 2 , 5-y^nn-4- [ ( 4 - * n n y i-;v^*) - ( 
2, 5-^7Wn7x-;v) tfU^> (15 0mg, 0. 3 6mrao 

1) t 2 -If U W—2 -4 )V3-*f-)VT ^ y (4 0 0 fi 1) Ol, 4-^*^r"9- 
y (1. 5ml) ISiStT^^l^Tl 2 0tt?5 BSBfttlfco SiftfC 



ttilE# 2004-3069437 



#M 2003-187796 



*<-*J: 249/ 



drt>:fttxf;i/=i : i) Kx^ommLx^ mmit&m (i2 6m g , 70 

%) fcflMfcWSfc Lt#/; 0 
[0 8 9 9] 

iH-NMR (400 MHz, CDC 1 3) d : 3 . 07 (2H, d, J =6. 4 
Hz) , 3. 71 (2H, q, J=6. 4Hz) , 5. 24 (1H, br) , 5 
. 96 (1H, s) , 6. 69 (1H, s) , 6. 9 3 - 7. 3 0 (9 H, m) 
, 7. 61 (1H, dt, J=2. 0, 7. 6Hz), 8. 01 (1H, s), 
8. 5 6 (1 H, m) . 
MSm/z : 5 0 2 (M++H) . 
[0 9 0 0] 

15 8: 5-^nn-4 - r (4-^nn7x^fi) - (2. 5-v 
7;PtP7x-;^ *±Jkl -2- f3- (r£ s r/-^- 1 -^f;M -7°ne;v 

[0 9 0 1] 
Mb 2 0 2] 



[0 9 0 2] 

H»y5 4Ti#fc2, 5-'^no-4- [ ( 4 - * n n 7 x. ~)V^-3r) - ( 
2, 5-^7;Ptn7x-;V) k''Jy> (2 0 0mg, 0. 4 8mmo 

\) t3 - (4 < 1 -4 ;v) -/ntf^TSV (4 0 0 /i 1) ©1, 4 

- > ( 1 . 5ml) i&flfcfc T;V d->#ffl$CT 120°Cf5S WttltWLfz 

(^4r-9"> :»»i^=l I 1) i:i ^omULX, m&it&to (9 4m 
g, 3 9%) *»«»RfcU#fc, 




ci. 



tbf» 2004-3069437 
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[0 9 0 3] 

iH-NMR (400 MHz, CDC 1 3) S ! 2. 11 (2H, m) , 3. 35 
(2H, m) , 4. 1 1 (2H, d, J = 6. 8Hz) , 4. 86 (1H, m) 
, 5. 94 (1H, s) , 6. 69 (1H, s) , 6. 96 (1H, s) , 6. 
9 5 - 7. 2 6 (3 H, m) , 7. 12 (1H, s) , 7. 21 (2H, d, J 
= 8. 8Hz) , 7. 23 (2H, d, J = 8. 8Hz) , 7. 92 (1H, m 
) , 8. 0 2 ( 1 H, s) . 
MSm/z : 5 0 5 (M+ + H) . 
[0 9 0 4] 

15 9: 2 - r [5-^nn-4 - [ (4-»nD7x^jW) - (2 

[0 9 0 5] 
[<fc 2 0 3 ] 



[0 9 0 6] 

^ifefll 5 4 2 , 5-^nn-4- [ (4-^nn7x-;W) - ( 

2, 5-^7;i/tD7x-;i') tf'JvV (I8 0mg, 0. 4 3mmo 

1) h7^x^;-JV (300// 1) <Dl, 4 (1. 5ml) ?# 
M7;^>fl^Tl 2 CCT 6 4Bfr H 1»t^o SrU$"e^Sp#i, i5U±Tsft 

;w= 1 : 1) fr'cfc OlILt, SIBft^ (1 0 6mg, 56%) «rfft*t!»Kfc 

[0 9 0 7] 

iH-NMR (400 MHz, CDC 1 3) d I 3. 00 (1H, br), 3. 5 
1 (2H, br) , 3. 81 (2H, d, J=4. 8Hz) , 5. 05 (1H, 




ci. ^ 
Vfy^n 



ttiSE# 2004-3069437 



2003-187796 



^- v* : 251/ 



br), 5. 95 (1H, s) , 6. 74 (1H, s), 6. 92-7. 06 ( 
2H, m) , 7. 13 (1H, m) , 7. 23 (4H, s) , 7. 99 (1H, 
s) . 

MSm/z : 4 4 1 (M++H) . 
[0 9 0 8] 

H»J 16 0: i - f3- r [5-^dp-4 - r ( 4 - fuuy^ — 

- (2. 5 -y7;v^-p -7j.~;i0 ^ ±jk] evvV-2-^;vl 7°n 

10 9 0 9] 
Kb 2 0 4 ] 



[0 9 10] 

IiM5 4T*#^2, 5-y^on-4- [ (4-^nn7x^;vf - ( 
2, 5-y7;i/^n7xx;v) ^^;v] (2 0 0mg, 0. 4 8 mm o 

1 ) hi - (3-7U7"n t£;v) t°m; v^- 2 (4 0 0/. 1 ) CD 1 , 

4-y*^r-9-> (1. 5m 1) i!^7;V^>f i^Tl 2 Ottl 7B#F»# 

^77^- Ktv:S8Sxf^=i : l) KX^)m9kLX, WMit^m (6 
8 m g , 2 7%) ZffiVmm t LX&tZo 
[0 9 1 1 ] 

1H-NMR (400 MHz, CDC 1 3) d : 1 . 7 7 (2H, m), 2. 04 
(2H, m) , 2. 41 (2H, m) , 3. 3 0 -3. 4 0 (6 H, m) , 5. 
53 (1H, br), 5. 94 (1H, s), 6. 72 (1 H, s), 6. 90 
-7. 03 (2H, m) , 7. 13 (1H, m) , 7. 22 (2H, d, J=8 
. 0Hz) , 7. 25 (2H, d, J=8. 0Hz) , 7. 99 (1H, s) . 




ci 
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MSm/z : 5 2 2 (M++H) . 
[0 9 12] 

H»J 1 6 1 : 4- r rs-*PP-4- r (4-^an7x^W) - (2 

- 1 -ft;V^>BE t =?±Jk 

[0 9 13] 
Mfc 2 0 5 ] 




[0 9 14] 

^&#IJ 5 4 2 , 5-^nn-4- [ (4-^nn7i-m) - ( 
2, 5-^7Wn7x-^) tfVvV (3 0 0mg, 0. 4 8 mm o 

1) b 4 -75 tf^V V-y- 1 -*A/^>Bfet -Tf-)^ (6 0 0mg) <D 1 , 
4-^^^> (2. 2ml) M^7;v^fi^T120t-C5aFlt#l 

77-f- (^^r^> :M^^=3 : D izxnmwiLx, m&ik&to (3 6 

mg, 9%) ^WtU#/;o 
[0 9 15] 

1H-NMR (400 MHz, CDC 1 3) a I 1 . 34 (2H, m) , 1. 47 
(9H, s) , 1. 98 (2H, m) , 2. 94 (2H, m) , 3. 79 (1H 
, m) , 4. 11 (2 H, m) , 4. 5 8 (1 H, b r) , 5. 9 5 ( 1 H, s 
) , 6. 63 (1H, s) , 6. 93-7. 04 (2 H, m) , 7. 12 (1H 
, m) , 7. 2 2 (4 H, s) , 8. 0 1 (1 H, s) . 
MSm/z : 5 8 0 (M++H) . 
[0 9 16] 

%mm 162: 3- r rs-^pp-4- r u-^pp ^-^sH - (2 



fctifE#2 004-3069437 
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: 253/ 



. 5-v7;vtn7x^) **JiA e'jy>-2->f^l 7 5 71 ^nlf;^ 
;w<?5 yB t =i^±ik 

[0 9 17] 
lit 2 0 6 ] 



[0 9 18] 

iPJ5 4t#/;2, 5-v7do-4 - [ (4-^no7x^m) - ( 
2, 5-y7^n7x-)V) 7 f-A/] tf'Jv> (3 0 0 mg, 0. 4 8 mm o 
1 ) t (3-757 7*nif;v) #;w*5 >ft-yf^ (4 0 0 1 ) <D 1 , 4 
(1. 5ml) 7 ^ ^>fl^T 1 2 0 2 H fl«# L/: 

- (^dr-^> : a=Stx^;i/ = 1 : 1) i?fjfi£LT, ^IB-fb^ (7 1m 

g, 27%) zmtmowtLxmto 

[0 9 19] 

1H-NMR (4 0 0MHz, CDC 1 3) 8 : 1. 45 (9H, s), 1. 73 
(2H, m), 3. 21 (2H, m), 3. 38 (2 H, m) , 4. 85 (1H 
, br), 5. 10 (1H, br), 5. 95 (1H, s), 6. 96-7. 0 
4 (2H, m) , 7. 12 (1H, m) , 7. 22 (2H, d, J=8. 8Hz 
), 7. 24 (2H, d, J = 8. 8Hz), 8. 00 (1H, s). 
MSm/z : 5 5 4 (M++H) . 
[0 9 2 0] 

16 3: r [5-^Pn-4 - [ (4-^nn7x-jPft) - (2. 5 
-Vyn/Xuy *_±Jk\ - 2- (2^i2i±Jk±±^±2k) 7571 gjj 

[0 9 2 1] 




ci 



ci 
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^-v: 254/ 



Hb2 0 7] 




[0 9 2 2] 

mMM 5 4 2 , 5-v^nn-4- [ (4-^nn7x^ft) - ( 

2, 5-y'7i^n7x-^) tf';v> (2 0 0mg, 0. 4 8 mm o 

1 ) t 2-^f^f^if^7 r/ (2 0 0/* 1 ) Ol, 4 -v^-^r-9-> ( 1 . 
5ml) iti^7JV3~>WTl 2 0°C-e2 BHTO£L/io T?*£*P1£, 

^^^-;v=3 : 1) ««§£L-C, (2 9mg, 13%) ***** 

[0 9 2 3] 

iH-NMR (400 MHz, CDC 1 3) d : 2 . 12 (3H, s) , 2. 74 
(2H, d, J = 6. 4Hz) , 3. 52 (2H, m) , 4. 98 (1H, br 
) , 5. 96 (1H, s), 6. 69 (1H, s), 6. 92-7. 05 (2H 
, m) , 7. 13 (1H, m) , 7. 23 (4H, m) , 8. 02 (1H, s) 

MSm/z I 4 7 1 (M++H) . 
[0 9 2 4] 

%tm\ 16 4! 2- [ r5-*nn-4- I" (4-»PP7x^J^^;M 
- (2. 5-y'7KP7x-JV) 2L^2k] n° 1 Jv>-2-^;M LgL±2k) T 

[0 9 2 5] 



tBliE# 2004-3069437 
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^-v : 255/ 



[ft 2 0 8] 




[0 9 2 6] 

HWJ 15 6 2 - [ [5-^nn-4- [ (4-^nn 7 x~;l^*) 

- (2, 5-V7Kn7i-^) if V V>- 2 ->f ;v] T 

^y] x^y-ji/ (1 60mg, 0. 35mmo 1) W^/-JV (6ml) i 
tftfc, -b^e 'J y x T > ^6 - A fflTKf Pt/ (3 0mg) £inx., 3 0%if 

ft7X*7jc (3ml) £#Dx.T, 17B$F»U: 0 ftiW (6 0ml) Tift 

S^y'J*W07l>/77^- Kt>:SHifA/=2 : 1) KJ^fit 
SL, 19 IS^ftLT^ffift^ (1 6 2mg, 9 5%) 

[0 9 2 7] 

iH-NMR (4 0 OMH z, CDC 1 3) 8:3. 20 (3H, s), 3. 7 - 
3. 85 (2H, m) , 3. 89 (2H, m) , 6. 14 (1H, s) , 6. 9 
4 (1H, m) , 7. 04 (1H, m) , 7. 42 ( 1 H, br) , 7. 44 ( 
2H, d, J=8. 8Hz) , 7. 52 (1H, m) , 7. 62 (2H, d, J 
= 8. 8 H z) , 7. 99 (1 H, s). 
mp : 8 8 - 8 9°C. 

%mfrtf: C21H18C 1 2F2N2O3S • 0. 5H2O : 3SBWIt : C, 5 0. 8 

2 ; H, 3. 8 6 ; N, 5. 64 ; S, 6. 46 ;C1, 12. 2 9 ; F, 7. 
6 6 . mwm : C , 5 1. 1 6 ; H, 3. 6 6 IN, 5. 78 ; S, 6. 62; 
CI, 14. 32; F, 7. 73. 
[0 9 2 8] 

%mm 16 5: 2- r rs-*nn-4- r (4-^nn7x^l/7M^;v) 



ffilE^2 004-3069437 
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jc-f-;v= j.-^;i/^7 jWlXn b 

[0 9 2 9] 
[it 2 0 9] 



[0 9 3 0] 

2- [ [5-*nn-4- [ (4-^nn7x^W;^-;l') - (2, 5- 

-;V (7 3mg, 0. 1 5mmo 1) tf^fcy > (1. 0ml) tf 
'Jy> (0. 5ml) fciDiU -^/W VS/T?— h (100// 1) ^iPx-T, 
1 9 8*111818* Lfco £ m±TFm.m L K , ^y'J^Wnvf^ 
7-f- : gfsg£:n.^;i/ = 3 : 1) l~J:>)ff§£U tffB4b^ (6 5mg 

, 7 4%) ^»iat#/;o 
[0 9 3 1] 

iH-NMR (400 MHz, CDC 1 3) 8 \ 1 . 06 (3H, t, J = 7. 2 
Hz) , 3. 19 (3H, s) , 3. 20 (2H, m) , 3. 68 (1H, m) 
, 3 . 9 1 ( 1 H, m) , 4 . 2 5 ( 1 H, m) , 4 . 4 0 ( 1 H, m) , 5 . 
15 (1H, br), 6. 16 (1 H, s), 6. 92 (1H, m) , 7. 03 
(1H, m) , 7. 45 (2H, d, J=8. 4Hz) , 7. 49 (1H, s) 
, 7. 55 (1H, m) , 7. 60 (2H, d, J=8. 4Hz) , 8. 03 ( 
1 H, s) . 

EI-MS : 5 5 7. 0 7 1 4 (C24H23C 1 2F2N3O4S t Lt\ tUHfi : 5 
5 7. 0 7 5 4). 
[0 9 3 2] 

mnm 16 6: 5-^nn-4- r (4-»pp7x^;^ - (2. 




CI 



CI 



ffi|E#2 004-3069437 
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^-v : 257/ 



5-y7;vtn7x^;^ **$A -2- f 2 - (fcf ]} W- 2 ->f ;l/) 

t ^ y 1 tfii v> 

[0 9 3 3] 
[ft 2 1 0] 



[0 9 3 4] 

HIMl 5 7t?#^5-^nn-4- [ (4-?nn7x^W) - (2, 
5-v7^tn7x^) -2- [2- (if y v >- 2 --f ;v) 

T<y] If W> (1 2 Omg, 0. 35mmol) <D*9 S-)\> (6ml) m 
ttV7r>m.*T>*-yAm7kmm (3 0mg) £#nx., 3 0%M 
ft*** (3ml) £ftnx.T, 2BWI^U, f^.x^;v (8 0ml) tr^rW 

^y'J*^^n7f^7 7^ (^\^^> : gf=g£.x-?-;i/ = 3 : l) K£*)mWk 
U HfBft^ (43mg, 33%) £ T^)Vy r * t LX%fz 0 
[0 9 3 5] 

iH-NMR (4 0 0MHz, C D C 1 3) d:3. 19 (2H, t, J = 5. 2 
Hz), 3. 81 (2 H, m) , 5. 51 (1H, br), 6. 13 (1H, s 
) , 6. 91 (1H, m) , 7. 03 (1H, m) , 7. 2 0 - 7. 3 0 (3 H 
, m) , 7. 43 (2H, d, J=8. 8Hz) , 7. 50 (1H, m) , 7. 

62 (2H, d, J=8. 8Hz), 7. 68 (1H, s), 7. 98 (1H, 

s) , 8. 6 0 (1 H, m) . 

FAB-MS : 5 3 4. 0 6 5 1 (C25H20C 1 2F2N3O2S t IT, ttttt : 
5 3 4. 0 6 2 1). 
[0 9 3 6] 

^Sfefll 16 7 1 5-*pp-4- [ (4-»OQ7x^A/»^ - (2. 




ci 



7 xx 



CI 
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B-y7jVtn7x-ji-) -2- T3- 7 

[0 9 3 7] 

Mb 2 i i] 



[0 9 3 8] 

»U5 8ti#f:5-^nn-4- [ (4-^nu7x^jVf t) - (2, 
5-y7;vtn7x^jv) -2- [3- ^ ^v'-;v- 1 -<i )V) 7° 

otf;V7?y] tf'Jv> (9 4mg, 0. 19mmol) (6ml 
) iSifc^ -b^V 7*7 ? >l/s7> ; E^'7 AE9*^PW (3 0mg) Sritlx.* 3 0% 
jflStfbfc&Tlc (3ml) StAHx-T^ 1 7HWi#Uo f^-^^ (8 0ml) 

^ SHi^VAWn^b^y-f- (7%^^/-;v-^nn^;vA) |:± 
19 fg gg u tCfS-ffc^ ( 5 m g , 5 %) SrflMfltoK t Lt#/; c 
[0 9 3 9] 

iH-NMR (400 MHz, CDC 1 3) £ : 2. 20 (2 H, m), 3. 44 
(2H, m) , 4. 32 (2H, m) , 5. 77 (1H, br) , 6. 13 (1 
H, s) , 6. 91 (1H, m) , 7. 02 (1H, m) , 7. 10 (1H, s 
) , 7. 30 (1H, s), 7. 40 (1 H, s) , 7. 44 (2 H, d , J = 
8. 4Hz) , 7. 54 (1H, m) , 7. 65 (2H, d, J=8. 4Hz) 
, 7. 97 (s, 1 H) , 8. 05 (1H, s), 8. 89 ( 1 H, s). 
FAB-MS : 5 3 7. 0 7 3 7 (C24H21C 1 2F2N4O2S t LX, ff^Mt ! 
5 3 7. 0 7 3 0) . 
[0 9 4 0] 

16 8: 2- r f5 nn- 4 - [ (4-»nP7xc^^^) 




ci. 



CI 
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y-;v 

[0 9 4 1] 
Ms 2 l 2] 



[0 9 4 2] 

Hft«l 5 9tW:2- [ [5-?nn-4 - [ ( 4 - * o n 7 
- (2, 5-y'7;vtn7x^v) t: y v>- 2 ->f ;v] T^y] 

(1 4 3mg, 0. 3 3 mm 0 1) <7}y ^y-;u (6ml) -t^e 
V 7'f>f^ T >*-7A ESTRf m (30mg) £ £ > 30 %i§m^7K^7X ( 
3ml) £iDx-T, 17HPWL/:o«if^ (6 0ml) X«ifrffi.LtzfeK 

Wn7f^77-f- (^^> : ftBtJc^-^/= 1 : 1) KJOffiS&U -x* 
y - )V X *) ftftft LTWSMt&m ( 9 8 m g , 6 3%) fc L T#7to 

[0 9 4 3] 

1H-NMR (400 MHz, CDC 1 3) <5 : 3 . 60 (2H, m), 3. 87 
(2H, m) , 5. 53 (1 H, br), 6. 11 ( 1 H, s), 6. 92 (1 
H, m) , 7. 03 (1H, m) , 7. 40 ( 1 H, s) , 7. 45 (2H, d 
, J = 8. 8 Hz) , 7. 48 (1 H, m), 7. 61 (2H, d, J =8. 8 
Hz), 7. 9 6 (1 H, s) . 
mp : 1 6 8 - 1 6 9"C. 

5c*#*f: C20H16C 1 2F2N2O3S : mmm : C, 5 0. 7 5 ; H, 3. 4 
1 ; N, 5. 92 ; S, 6. 77 ; CI, 14. 98 ; F, 8. 03. mWM : 
C, 5 0. 3 3 ; H, 3. 4 0 ; N, 5. 9 5 ; S, 6. 90 ;C1, 14. 9 
3 ; F, 8. 0 4. 




ci 



CI 
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[0 9 4 4] 

16 9: 1- T3- r rs-^nn-4 - [ (4-»nn7x^j^M 
- (2. 5 -v-7;v^-p-7^-=-;v) e^v>-2-^f;vl T^y 

[0 9 4 5] 

Hfc2 1 3] 




[0 9 4 6] 

mMM 1 6 0 X%tz 1- [3 - [ [5-*nn-4 - [ (4-^nn7x^v 
f-^-) - (2, 5 - y'7Wn7 i-A') tf V ^ > - 2 - >f /U] 7 

] 7*n tf;i/] tf n y v> - 2 ( 1 4 3 m g, 0. 33 mm o 1 ) (D * 9 J 

-)V (6ml) '<&m~, -t^V 7*7*^7^^7 A|2l7.M» (3 0mg) =1: 
Jnx.. 3 0%aftBMfcfc** (3ml) £2jnx.-C, 1 7B#H8H$Lfc 0 f^^^;v 
(6 0ml) -Csi&JRLfcffe^ »«L**fcffiSlAtt7K^^-b^o v#?££MJ±T 
jftm Lfc&K, $eiS£ v 'J * nvH*77^f- (2%^^^ -jv-mfc^ 

KzvmmL, ^-TfrXQm&fcLxvm4\&m (4 2m g , 6 0%) 

[0 9 4 7] 

1H-NMR (400MHz, CDC 1 3) a I 1. 82 (2 H, m), 2. 05 
(2H, m) , 2. 43 (2H, m) , 3. 3 5 - 3. 5 0 (6H, m) , 5. 

53 (1 H, br), 6. 12 (1 H, s) , 6. 92 (1 H, m) , 7. 02 
(1H, m) , 7. 2 3 (1H, s) , 7. 4 2 (2H, d, J =8. 4 Hz) 

, 7. 53 (1 H, m) , 7. 62 (2H, d, J =8. 4 Hz) , 7. 96 ( 

1 H, s) . 

mp : 7 8-8 Or. 
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Tc^^f: C25H23C I2F2N3O3S :aa8MI: c, 5 4. 16 ;h, 4. 1 

8 ; N, 7. 58 ; S, 5. 7 8 ; C 1 , 12. 79IF, 6. 85. Hffllfig ' 
C, 54. 1 5 ; H, 4. 37; N, 7. 39 ; S, 5. 60 ;C1, 12. 2 
0 ; F, 6. 6 4. 
[0 9 4 8] 

Mt&ffl 17 0: 4 - r [5-^nn-4- [ (4-^nn7x-jV7;l/»^JV) 
- (2. 5-^7^p7x^ji/) j*-7-/H tf i; y>- 2 -^f;H 
'Jy'v-i-i? jkji>M t - 2^ik 

[0 9 4 9] 
Mb 2 1 4] 



[0 9 5 0] 

HW01 6 1 Tiffc 4 - [ [5-*nn-4 - [ (4-^no7i-W) 
- (2, 5-y7Wo7x^) fc?V v>- 2 T<S] 

'Jy>-l-*H*>f t-W (4 1mg, 0. 0 7 0mmo 1) <^)^^ 
(6ml) -fc^e 1 ; /f^T^*-^ A|Zg7jc» (3 0mg) £ 

lJUL 3 0 %«B£fbfc*7fc (3ml) ^iD^T, 2 0 H# L fco it^f^ 

(8 0ml) T?:J&JRLfc&^ v«^7jct»^7XT^fe^-L/io il^lET 
jjtlSL*:^^ »y'J*^^n^^*77^- (^-^>- : g^gftjr.^-;v = 
4 : 1) \,Z± (Ji^LTW^I (4 lmg, 9 5%) ^r»St tt#t 



[0 9 5 1 ] 

iH-NMR (400 MHz, CDC 1 3) S : 1 . 43 (2H, m), 1. 47 
(9H, s) , 2. 04 (2H, m) , 2. 97 (2H, m) , 3. 88 (1H 
, m) , 4. 08 (2H, m) , 6. 08 (1H, s) , 6. 89 (1H, m) 




CI 
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. 7. 02 (1H, m) , 7. 25 (1H, s) , 7. 43 (2H, d, J=8 
. 0Hz) , 7. 46 (1H, m) , 7. 58 (2H, d, J=8. OHz) , 
7. 9 6 (1 H, s) . 
MSm/z : 6 12 (M++H) . 
[0 9 5 2] 

MW&ffl 1 7 l : 4- r [5-^Pn-4- r (4 -?uv7 x^^JUZJkJk^Jk} 
- (2. 5-y7^P7i^^) jt^jH H°JJ v>- 2 ->fjH T^yl fcf^ 

[0 9 5 3] 
[ft 2 1 5] 




[0 9 5 4] 

4- [ [5-^nn — 4- [ (4-^nn7x^W-^) - (2, 5- 
y7i^n7x-jv) tf >; v>- 2 --f ;v] T ^ /] bf^ 1 ; v>- 1 - 

*M>ftt-W (4 lmg, 0. 0 6 7mmol) i:2 0°«-^^^ 
-;«^j)D£T 2 B#H«H$ Lfco «F«t«r«ETaMil L T&fcJUaE* * o n 
AfcfcffiLWtfSfcK&Lfco #^tL^H B H ®f$^^J±TI£^L-C^ffi'fb^ (3 4 
mg, 8 4%) £#7t 0 
[0 9 5 5] 

1H-NMR (4 0 0MH z, CD3OD) <5 : 1 . 90 (2 H, m), 2. 33 
(2H, m) , 3. 22 (2H, m) , 3. 52 (2H, m) , 4. 10 (1H 
, m) , 6. 28 (1H, s) , 7. 09 (1H, m) , 7. 23 (1H, m) 
, 7. 53 (1H, m) , 7. 61 (2H, d, J = 6. 4Hz) , 7. 75 ( 
2H, d, J = 6. 4Hz) , 7. 89 (1H, s) , 8. 05 ( 1 H, s) . 

Ttmfrm: C23H21C 12F2N3O2S • 2hc 1 • h 2 o c, 45 
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. 79 ;h, 4. 18; N, 6. 96 ;s, 5. 3 1 ; C 1 , 23. 5o;f, 
6 . 3 0. :C, 45. 4 8 ;H, 4. 17 ;N, 7. 2;S, 5. 24 

; C 1 , 22. 82; F, 6. 02. 
[0 9 5 6] 

m.M®\ 17 2! 3- r - f (4-)nP7x-M^^;V) 

- (2. 5-y'7^tP7x^jy) tfij v>- 2 T<y] -/p 

[0 9 5 7] 
[4fc2 1 6] 



[0 9 5 8] 

mmmi 6 2l:i#£3- [ [5-^nn-4 - [ (4-^nn7x^Ht) 
- (2, 5-y7JViG7x^) tfU v>- 2 T^-y] 7*n 

li^*;w-?r/tt-/f JV (7 0mg, 0. 13mmol) <7)y^y-;V (6 
ml) »ifc£, -fc^'J yf^ATV^- 1 ; AHTK^nt/ (3 0mg) £2rax^ 3 
0%«-ffc7X#7X (3ml) £inx.T, 2 0I^Wa#UoSKif^ (8 0m 

»y'j*wnvK77^- > : ^^^-^;v= 2 : l) 

K X «9 3»»L-C«HIB'fk'&% ( 6 1 m g , 8 2%) t tt#/^ 

[0 9 5 9] 

1H-NMR (400 MHz, CDC 1 3) 511. 45 (9H, s), 1. 77 
(2H, m) , 3. 23 (2H, m) , 3. 42 (2H, m) , 4. 89 (1H 
, br), 5. 36 (1H, br), 6. 10 (1H, s), 6. 90 (1H, 
m) , 7. 02 (1H, m) , 7. 24 (1H, s) , 7. 42 (2H, d, J 
= 8. 8Hz) , 7. 49 (1H, m) , 7. 59 (2H, d, J = 8. 8Hz 
) , 7. 9 5 (1 H. s) . 




CI 



CI 
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MSm/z : 5 8 6 (M++H) . 
[0 9 6 0] 

%mm 17 3: N— f5-^nn-4 - [ (4-^nn7x^jv^;^-;i/) - 

[0 9 6 1] 

Ut 2 1 7 ] 



[0 9 6 2] 

3- [ [5-^nn-4- [ (4-^nn7x-j^W^V) - (2, 5- 
y7JVtn7i-^) ify S>>-2 -'OKI 7^/] 7 1 nf;v*;VA^ 

>|t-7*f;V (7 0mg, 0. 13mmo 1) C2 0%Sf-^ 
(2ml) £irax.T2B#ft«#Lfc 0 *ifc*»BETaMl& tt#f:^l^x^ y - 
;v^^|g H H H'fbtTmMb^*e'felI# (4 2mg, 8 3%) t Ut#/: 0 
[0 9 6 3] 

1H-NMR (4 0 0MHz, DMSO-d 6 ) d : 1. 83 (2H, m) , 2. 
87 (2H, m) , 3. 33 (2H, m) , 6. 16 (1H, s) , 7. 28 ( 
1H, m) , 7. 36 (1H, s) , 7. 38 (1H, m) , 7. 52 (1H, 
m) , 7. 69 (2H, d , J=8. 4Hz) , 7. 74 (2H, d, J=8. 
4 H z) , 8. 0 5 ( 1 H, s) . 
mp! 193-195 t:. 

ytmftffi: C21H19C l 2F2N3O2S • 2HC l : SiSME : C, 4 5. 10; 

H, 3. 7 8 ; N, 7. 5 1 ; S, 5. 7 3 ; C 1 , 2 5. 3 6 ; F, 6. 79 

. mmm : c, 44. 55; h, 3. 74; n, 7. 521s, 5. 73 ;ci 

, 25. 09; F, 6. 73. 
[0 9 6 4] 




ci. 
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mmm 174: n- 13- r rs-^pp-4- r (4-»nP7x^^» 

-;v) - (2. 5-V7^tn7x^) *±JU\ Wits- 2-4 r^y 

[0 9 6 5] 
Mb 2 1 8] 




[0 9 6 6] 

N— [5 on- 4 - [ (4 n n — — - (2, 5-v* 

rift (4 7mg, 0. 0 8'4mmol) «>fl^>it (5. 0ml) 
|:f'Jy> (17^1, 0 . 3 4 mm o 1 ) „ MpfcSm. ( 9 . 5 fx 1 , 0 . 10 
mm o 1 ) £flnx.-C 1 B# HSH$Lfco RJSSifc***! LT#£>*Ltf:£|afc& v V 
IV? ovf^77^ : ^ * y -;lx= 1 0 : 1 ) tilt, flfMb 

^ (3 5mg, 7 9%) £#*io £*L£j.--r "CUfS'ffcUT, ( 
2 7mg) *#fc 0 
[0 9 6 7] 

iH-NMR (400 MHz, CDC 1 3) : 1. 80 (2 H, m), 2. 02 
(3H, s) , 3. 36 (2H, m) , 3. 45 (2H, m) , 5. 25 (1H 
, br), 6. 12 (1 H, s) , 6. 15 (1H, m), 6. 93 (1H, m 
) , 7. 04 (1H, m) , 7. 44 (2H, d, J=8. 8Hz) , 7. 50 
(1H, m) , 7. 62 (2H, d, J=8. 8Hz) , 7. 97 (1H, s) 

mp : 1 0 3 - 1 0 5°C. 

FAB-MS : 5 2 8. 0 7 4 0 (C23H22C 1 2F2N3O3S t L"C„ It^fft I 
5 2 8. 0 7 2 7). 
[0 9 6 8] 

fflftE#2 004-3069437 
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17 5: N— r5-^nn-4- [ (4-^an7x^M;V^JV) - 
(2. 5-y7iVtn7x-jv) ^'Jy>-2-^;i/l -N : - (kf T J 

[0 9 6 9] 
Mb 2 1 9] 



[0 9 7 0] 

17 3 -e#7tN- [5 — * nn- 4 - [ (4-^nD7x^M;i/*- 
;u) - (2,'5-y7W07i^v) fcf U v>- 2 -4)V\ y'u^y 

-I, 3 -vT^ y~mBM. (7 6mg, 0. 13 6 mm o 1 ) <7) 1 , 4 -v* 
3^ ( 1 . 0ml) iZYV xf;V7^ > (7 6 fi 1 , 0 . 54 mm o 1 ) 

, v/> (2 3mg, 0. 20mmol) *Jnx.T8 0*Ct?l 9 

j^n7^*77^ (^3r*f> : WB.^^= l : 2) -est flfElfc^ 

(5 0mg, 6 5%) Zmzo i^a^y-^T^^tLT, fifelH^ (3 
6mg) £#fc 0 
[0 9 7 1 ] 

iH-NMR (400 MHz, CDC 1 3) d : 1 . 94 (2 H, m) , 3. 48 
(2H, m) , 3. 59 (2H, m) , 5. 33 (1H, br) , 5. 60 (1 
H, br), 6. 12 (1H, s), 6. 56 (1 H, t, 1=4. 8Hz) , 
6. 92 (1H, m) , 7. 03 (1H, m) , 7. 24 (1H, s) , 7. 4 
4 (2H, d, J=8. 0Hz) , 7. 51 (1H, m) , 7. 61 (2H, d 
, J=8. 0Hz), 8. 00 (1H, s) , 8. 32 (1H, d, J=4. 8 
Hz) . 

mp : 1 7 6 - 1 7 8X3. 




CI 
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FAB-MS : 5 6 4. 0 8 1 1 (C25H22C 1 2F2N5O2S £ LT. tt"#IE I 
5 6 4. 0 8 3 9). 
[0 9 7 2] 

17 6: r [5-^nn-4 - [ ( 4 - ^ a n -7 ju) - ( 

2. 5 - v-7;v^-n -7 - 2- ( 2 —* ±juzJk^s^Jk^=±Jk} 

t ^ y 1 v> 

[0 9 7 3] 

[ft: 2 2 0] 




[0 9 7 4] 

HJfcfl! 1 6 3 [ [5-?nn-4 - [ (4-^D7x^vft) - ( 
2, 5-^7^t07x-;l/) -2- ( 2 75/ 

] t"ijy> (2 9mg, 0. 0 6 lmmo 1) <7)J? S-A> (3ml) 

-t*i)7r>m.ssT>^~y AizgTK^n't/ (i5m g ) £flnx.. 3 o %^m<t:7X^ 

7X (1. 5mi) *inx.r, 2 o^mmwLfz 0 mm^^ (somi) -c^m. 

^y'j*^V^D7^^7 7^ (^^r^-v : mw.^^= 1 : 1) ^i«9**M 
U OMS'fbLT^fMk^ (2 4mg, 7 3%) 

[0 9 7 5] 

iH-NMR (400 MHz, CDC 1 3) <J : 2 . 98 (3H, s) , 3. 37 
(2H, t, J = 6. OHz) , 3. 94 (2H, m) , 5. 38 (1H, m) 
, 6. 10 (1H, s) , 6. 9 0 (1H, m) , 7. 0 1 (1H, m) , 7. 
32 (1H, s) , 7. 42 (2H, d, J = 8. 8Hz) , 7. 45 (1H, 
m) , 7. 59 (2H, d, J=8. 8Hz) , 8. 00 (1H, s) . 
mp: 134-136 *C. 

mum 2004-3069437 
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Ttmfrffi: c 2 iHi 8 c I2F2N2O4S :mWsm: c, 4 7. 11 ;h, 3. 3 
9 ; N, 5 . 2 3 ; s, 11. 9 8. mmm : c, 46. 8 0 ; H, 3 . 35; 

N, 5. 3 0 ; S, 11. 8 4. 
[0 9 7 6] 

17 7: 2. 5-v?np-4- r (2. 5-y-7;i/:frP-7^~;v) - ( 

[0 9 7 7] 
HE 2 2 1] 



[0 9 7 8] 

#t«2 4t#f:2, 5-v^nn-4- [ (2, 5 - ?J7 7 ^-)l<) 

-tFD^y^^] HVv^ (1. 2 2 g, 4. 8mmol) — ;v 

(5. 0ml) tc^flf L/^C % )»iI(?)^^f;^;H75 F**nx.4^K* 

i(7)»y^f;^^A7 5 K (10ml) Ki§fi$U 4-yfl/*w<>-V> 
ft-fl/ (7 3 0mg, 5. 7mmo 1 ) *A (2. 0 7 g, 15m 

mo 1) *a^#ffl^TJnx.T^ST-2 4ir«L/io R£«:yifJVi- 

t-;v (120ml) *mz-, cifi^yKtmm-A^^m^tzo 

it&m ( 9 5 0 m g , 4 9%) t tt#^ 0 

[0 9 7 9] 

1H-NMR (400 MHz, CDC 1 3) 8:5. 92 (1H, s), 6. 94 
-7. 04 (4 H, m) , 7. 19 (1H, m), 7. 33-7. 4 (2 H, m 
) , 7. 5 7 (1H, s) , 8. 3 3 (1H, s) . 
mp : 9 5-9 7t. 
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MSm/z : 4 0 0 (M++ 1) 
[0 9 8 0] 

mmm i i 8 : 2- r rs-^nn-4- r (2. 5-y7^P7x^) - 

ik 

[0 9 8 1] 
[4b 2 2 2 ] 




[0 9 8 2] 

2, 5-y^ao-4- [ (2, 5-'?7^07xi^) - (4-"7;v^n 
7x-;Vft) \£V*J> (2 0 0mg, 0. 5 0mmol) hT % J 

(3 0 0 ^1) <^1, 4 if V (1. 5ml) »7;v^f 

oiI^y 1 J*yi^o7^7 7-f- (^^Ht> : I^m^^^= l : l) 
fjillt, Wffift&fo (1 2 Omg, 5 6%) ^rW»Kt LTftfco 
[0 9 8 3] 

1H-NMR (400 MHz, CDC 1 3) d \ 3. 53 (2 H, m) , 3. 82 
(2H, m) , 4. 95 (1 H, b r) , 5. 89 (1 H, s), 6. 74 (1 
H, s) , 6. 9 0 - 7. 0 0 (4 H, m) , 7. 16 (1 H, m) , 7. 3 1 
-7. 36 (2 H, m) , 7. 99 (1H, s). 
MSm/z : 4 2 5 (M++H) . 
[0 9 8 4] 

%1fcM 17 9: 2- r r5-^nn-4 - r (2. 5-y7^iP7x^jM - 
f4-7^i-P7x-MM^;v) jt-f-;i/l b 0l J 2 ;H T<y1 J. 

[0 9 8 5] 



ffifiE# 2004-3069437 



#M 2003-187796 



^-v: 270/ 



[ft 2 2 3] 




[0 9 8 6] 

2- [5 - ^ no- 4 - [ (2, 5-y7Wn7xijV) - {A-DV^ru 
7x-;^t) t°'Jy>-2-^^7 5y] (i i 9mg, 

0. 2 7mmol) <D*9S-)l> (6ml) ~XT>WtXT > 

*?&m-*$m (30m g ) £jnx.. 3 o %mkik&mfo (3 mi) fcjnx.-c, 1 
9b#f«^l^o it^^v (8 0mi) -emRLtzm-, mfctttfflu&m. 

- (^^-9-^ :ftBfei^;v=l : 1) i:i^flU / -fr J: ^ISHftLT 
*IBft#» (6 5mg, 5 6%) fc*MKftfc LT#/; 0 
[0 9 8 7] 

1H-NMR (40 0 MHz, CDC 1 3) 5:3. 61 (2 H, m) , 3. 88 
(2H, d, J=4. 8Hz) , 6. 09 (1H, s) , 6. 90 ( 1 H, m) 
, 7. 04 (1H, m) , 7. 10-7. 18 (2H, m) , 7. 42 (1H, 
s) , 7. 49 (1 H, m) , 7. 66-7. 71 (2 H, m) , 7. 95 (1 
H, s) . 

mp: 157-158 °C. 

jtmftffi: C20H16C 1 F3N2O3S : mmm : c, 5 2. 5 8 ; h, 3. 5 

3;N, 6. 13 ; s , 7. 02; CI, 7. 7 6 ; F, 12. 48. HfflMi : 
C, 52. 18 ;h, 3. 5 1 ; N, 6. 1 9 ; S, 7. 10 ;ci, 7. 82 
; F, 12. 3 8. 
[0 9 8 8] 

%mm 18 0: 5-»on-4- r (4-»PP7x^ft) (2. 5-V7 
^Q7xzA') 2L±ik3 -2- 12 - (tf ]} -Jy-A x.?-)]/T<y~\ 
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[0 9 8 9] 

Ut2 2 4] 




CI 



[0 9 9 0] 

Hifcfll 5 4 "C#fc 2 , 5-y?an-4- [ (4-^nn7x-W) (2 
, 5-y'7Kn7x^) fcf 1 Jv> (2 2 0mg, 0. 5 2 8mm o 

1) &£lf4- (2-75 y.x^;i/) tfVv> (4 0 0 // 1 ) Ov^*^ (1 
. 5ml) IS**»ftl 2 0°C^T3 BKMU: a ac^^lSt^t 

(=i:3o) <Dmmmx vntzfrmzmzmmL, mmt& 

ftdUmg, 0. 2 2 7 mm o 1 , 43%) t lt#f: 0 

[0 9 9 1] 

1H-NMR (4 0 0MHz, C D C 1 3) 8 \ 2 . 90 (2H, t, J = 7. 1 
Hz), 3. 54-3. 65 (2 H, m), 4. 70-4. 81 ( 1 H, m) , 
5. 96 (1H, s) , 6. 64 (1H, s) , 6. 90-7. 03 (2H, m 
), 7. 05-7. 16 (3H, m), 7. 22 (4H, s), 8. 03 (1H 
, s) , 8 . 5 3 (2 H, d, J = 6 . 1 H z) . 
MSm/z : 5 0 1 (M+) . 
[0 9 9 2] 

%mm 1 8 1 : 5-^na-4- r (4-^pn-7^-;v;a,;w-fr~;M (2. 
5-y7;i/tn7x^;^ -2- f 2 - (t^J 2 ^- 4 ->f 2k) ^±ik 

[0 9 9 3] 

{±iBE# 2 004-3069 4. 37 
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[ft 2 2 5] 




[0 9 9 4] 

5-^no-4 - [ (4-^nn7i-^ft) (2, 5-^7Wn7x = 
;v) -2- [2- (tf y v>-- 4 --f/v) ^f^7^y] tf'j^> (l 

lOmg, 0 . 2 19 mm o 1) <D * ? J (6ml) ?#V&KlzM£KT 3 0 % 

SHSKbk** (3mi) io x rf-fre v yr>m.^r >^-*7& eitMW (34m 

^^r-9-v:ft»^^ (=2 : 3) <z>#ffiifcJ: OW^H*«0E*lftt 
, SSft^ft (10 2mg, 0. 19 1mmol, 8 7%) *mM&&mfc£L 

, IIIBIk^t; (8 7mg) ^6fet*tlt^o 
[0 9 9 5] 

1H-NMR (400 MHz, CDC 1 3) d I 2. 96 (2H, t, J = 7. 1 
Hz), 3. 68 (2H, q, J=6. 8Hz), 4. 72 (1H, t, J=6 
. 1Hz), 6. 12 (1H, s), 6. 89-6. 96 ( 1 H, m) , 6. 9 
8-7. 08 (1H, m) , 7. 20 (2H, d , J = 5. 9Hz) , 7. 24 
(1H, s) , 7. 4 0 - 7. 5 0 (3 H, m) , 7. 60 (2H, d, J=8 
. 6Hz) , 8. 03 (1H, s) , 8. 56 (2H, d, J=5. 9Hz) . 
mp : 1 4 8 - 1 5 Or. 

5c*$Mfr: C25H19N3O2C I2F2S : mmm : C, 5 6. 1 9 ; H, 3. 5 
8 ; n, 7. 8 6 ; c 1 , 13. 27; F, 7. 1 1 ; s, 6. 00. mmm: 
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: 273/ 



C, 56. 0 1 ;H, 3. 5 7 ; N, 7. 93 ;C1, 13. 2 7 ; F, 7. 0 
4 ; S, 6. 16. 
[0 9 9 6] 

mm a 1 8 2 : 2- r2- rs-^gp-4- r (4-^pn7 x^ft) ( 

x ^ y - ;v 

[0 9 9 7] 

I-fb 2 2 6] 



[0 9 9 8] 

5 4 2 , 5-v^dd-4- [ (4-^nn7i^Vft) (2 

, 5-v7Mn7x^) kf'jvV (210mg, 0. 5 0 4 mm o 

1) &£Tf2- x^y-;v (4 0 0// 1) ^v^^r^^ 

( 1 . 5ml) vtm^itW^ 1 2 0 °C tc T 3 B muf&Ltio REt^IS^ 

% ^ * y - ^/nt y f - vovttam x v #7^^w * Straws u mzik&^ ( 

8 5 m g , 0 . 1 7 5 mm o 1 , 3 5%) Zm&i&WMjM t lt#/; 0 
[0 9 9 9] 

1H-NMR (400 MHz, CDC 1 3) d : 2. 11 (1 H, brs), 3. 
53 (2H, q, J=5. 3Hz) , 3. 61 (2H, t, J=4. 4Hz) , 
3. 70 (2H, t, J = 5. 1Hz) , 3. 7 2 - 3. 8 0 (2 H, m) , 4 
. 95 (1 H, t, J = 5. 6Hz), 5. 97 (1H, s) , 6. 71 (1H 
, s) , 6. 8 0-7. 0 3 (2 H, s) , 7. 08-7. 17 (1H, m) , 




ci 
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7. 18-7. 30 (4H, m) , 8. 03 (1H, s) . 
MS (m/z) : 4 8 4 (M+) . 
[1 0 0 0] 

mmm 1 8 3 : 2- r2- rs-»pp-4- r (4-^pp7x^^^ 

[1001] 
[4h2 2 7] 



[1002] 

2- [2- [5-?nn-4- [ (4-^nn7i-;Vft) (2, 5-5>7 
/U*n7i-/l/) p< f'Jy>-2--fil'7U] ^h*v] ( 

8 0mg, 0. 1 5 5mmo 1) <7)*?S-fr (6 m 1) mWL^^KX 3 0% 
iiSt-fb-fcilTK (3ml) £ «£ CK-b^e U ^7* VgfeAT > * A Eg7jcfPtf (32m 
g) £flnx.fco KJ&ftfcMSfcT 2 4B#W**m&, * ^/-/ufcWBhteT^L 

fco t# fitzmM k mm.*- ^ ^ * in & , i&*o£t®*3fc3!H- h; * a , ^-^mmi-h 

KttU : f^f if ;v (=2 : 3) oigtHifcJ: 0*#fc#li£$fcffi5ftai L 

^ ^IflMtl (7 0mg, 0. 13 5mmol, 8 7%) *7^7 7^»f 

*>&&t, M&fo&to (5 5mg) ^tt*at#/; 0 
[ 1 0 0 3] 

1H-NMR (400 MHz, CDC 1 3) 8 \ 2. 11 (1H, brs), 3. 
5 5-3. 6 3 (2H, m) , 3. 66 (2H, t, J=4. 5Hz) , 3. 7 




ci 
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4 (2H, t, J =5. 1Hz), 3. 78-3. 85 (2H, m), 5. 03 
-5. 13 (1H, m) , 6. 13 (1H, s) , 6. 8 9 - 6. 9 7 (1 H, 
m) , 6. 9 8 - 7. 0 8 (1H, m) , 7. 30 (1H, s) , 7. 45 (2 
H , d, J = 8. 5Hz) , 7. 4 8 - 7. 5 6 (1 H, m) , 7. 62 (2H 
, d, J = 8. 5Hz) , 8. 0 0 (1 H, s) . 
mp: 113-115 r. 

jtmfttt: C22H20N2O4C I2F2S :mmm: c, 51. 0 7 ; H, 3. 9 
0 ; N, 5. 4 1 ; c 1 , 13. 70;f, 7. 34;s, 6. 20. mm : 

C, 50. 8 1 ; H, 3. 83 ;N, 5. 49 ;C1, 13. 6 4 ; F, 7. 4 
6 ; S, 6 . 3 4. 
[1 0 0 4] 

mmm is 4 : r (4-»pn7i>m) (2, 5-^7 

[1 0 0 5] 
[ft 2 2 8] 



[1 0 0 6] 

mm 5 4 t?#7t 2 , 5-y^DD-4 - [ (4-^07x-;Vft) (2 
5-y7Wn7x-;v) t^JvV (2 16mg, 0. 5 18mmo 

1 ) £ <fc 0*3 h*>"/n vf;VT 5 > (2 0 0 ^ 1 ) ( 1 . 5 m 

1) it^Sf ^ 1 2 0°C^T3 BWiMftLfco RJ&ffl.*MUtX~i$mik, yitffi 

(=3 : 1) ©»fflifcJ: D#fc#®&Mffi**iU 

S (1 0 lmg) 

#e>ftfe«EJtfe«ltt*Jt (1 0 lmg) <J>*9J-fr (6ml) »8tfc3k*£fc 




ci 
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^-v : 



X 3 0 %3®Mlbfcit7ft (3ml) £ £ tf-fc* V 7^/1^7 * A E?l7ic#0^ 

(4 lmg) 4rUnA.7t 0 fcfcfaZM^zx 1 6HFIim ^ y -->v«EB~ 

9 ^*-9-> : ftSt*-^ (=3 : l) o»ffiifcJ: 

EifcRSU tRSB-fk^* (9 Omg, 0. 1 8 Ommo 1, 3 5%) i&&mfc£ 

Lxntzo nbfttzmfa*^-T)\'-^**r>Kxmmk, iiie^^ 

(6 4mg) SrfifeftSi LTft^o 
[ 1 0 0 7] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 87-1. 98 (2 H, m) 
, 3. 39 (3H, s) , 3. 46 (2H, q, J = 6. 1Hz), 3. 55 ( 
2H, t, J=5. 8 Hz') , 5. 09 (1H, brt, J=5. 3Hz) , 6 
. 13 (1H, s), 6. 88-6. 96 (1 H, m) , 6. 98-7. 08 ( 
1H, m) , 7. 20 (1H, s) , 7. 43 (2H, d, J=8. 7Hz) , 
7. 5 0-7. 5 7 (1 H, m) , 7. 62 (2H, d, J=8. 7Hz) , 7 
. 9 8 (1 H, s) . 
mp : 146-148 "C. 

itmfrtir: C22H20N2O3C l 2 F 2 S :wmm: c, 52. 70 ;h, 4. 0 
2 ; N, 5. 5 9 ; C 1 , 14. 1 4 ; F, 7. 5 8 ; s , 6. 40. mfflfe : 

C, 5 2. 7 2 ; H, 3. 9 5 ;N, 5. 78 ;C1, 14. 1 4 ; F, 7. 7 
5 ; S , 6 . 5 4. 
[1 0 0 8] 

%Mm 18 5: 5-*pp-4 - f (4-»PP7x-JVft) (2, 5-v7 

y_ 

[1 0 0 9] 
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[ft 2 2 9] 




CI 



[10 10] 

5 4 -C#*r 2 , 5-y^an-4- [(4-^OD7x^Vft) (2 
, 5-^'7Mo7x^^) ^f^V] f'Jy> (218mg, 0. 5 2 3mmo 
1) &£Zf3, 4-y^>+y^>y>7 5> (4 0 0 /; 1) ^ytH> (1 

. 5mi) mfozmw* 1 2 o *cicr 3 0 mmm Lfz a Kfcmzmi&t ~?i$m& 

^•frv : Sf^^^ (=4 : 1) ff)iffi$ii)WI^«ffIiL, ^IfBft 

(1 4 Omg, 0. 25 6mmo 1, 4 9%) 4:7*^7 T^WMMt LT 
[10 11] 

1H-NMR (400 MHz, CDC 1 3) d *. 3. 86 (3H, s) , 3. 88 
(3H, s) , 4. 42 (2H, d, J=5. 6Hz) , 4. 99 (1H, t, 
J =5. 6Hz), 5. 95 (1H, s) , 6. 68 (1H, s), 6. 80- 
7. 02 (6H, m) , 7. 12-7. 21 (4H, m) , 8. 05 (1H, s 
) . 

MSm/z I 5 4 7 (M++H) . 
[10 12] 

H jfcffil 18 6: 5-^nn-4- [ (4-^po7x^)^jI/^^) (2 , 5 

-yy)U±u7 ^-^;v1 -2- (3. 4-y'^ f^y^>y>7^7) 

[10 13] 
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[ft 2 3 0] 




[10 14] 

5-^nn-4 - [ (4-^no7x-iW) (2, 5-y7Wn7x- 
-2- (3, 4-^F^^>W5y) H°'Jv> (13 1m 
g, 0. 2 3 9 mm o 1 ) ^ / - ^ ( 6 m 1 ) MWt: t 3 0 %«b 

7kH7K (3mi) ^xxr^vr-rym^ry^^^^myKm^ (3 im g ) £ 

mmit^ ( 7 5 m g , 0. 1 2 9 mm o 1 , 54%) £ 6tLEtf$£ t T#7c 0 
[10 15] 

iH-NMR (400 MHz, CDC 1 3) 8:3. 89 (6H, s), 4. 48 
-4. 51 (2H, m) , 5. 08-5. 15 (1H, m) , 6. 12 (1H, 
s) , 6. 85-7. 05 (5H, m) , 7. 24 (1H, s) , 7. 28-7 
. 35 (1H, m) , 7. 40 (2H, d, J = 8. 5Hz) , 7. 55 (2H 
, d, J = 8. 5Hz) , 8. 0 1 (1 H, s) . 
mp 1204-206 TC. 

ytmfrVf : C27H22N2O4C I2F2S :mwsm: c, 5 5. 9 7 ; H, 3. 8 
3;n, 4. 83 ;c 1, 12. 24 ;f, 6. 56 ; S, 5. 53. H«!HB : 
C, 5 6. 0 5 ; H, 3. 8 2 ; N, 4. 87 ;C1, 12. 3 0 ; F, 6. 6 
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0 ; S, 5. 7 3. 
[10 16] 

18 7! 5-»PP-4- f (4-^QP7x^ft) (2. 5-^7 
)^P7x^Jk) pL±2k3 - 2- r (tf 'J v>-4 -J)V*?-)V) T<y\ gjj 

[10 17] 

[ft 2 3 1] 



[10 18] 

Hifeflll 5 4 -C#fc 2 , 5-v7nD-4- [(4-^DD7x^ft) (2 
, 5-y7;^n7x^JV) \L*) 9 J> (2 2 9mg, 0. 5 5 0mmo 

1) ^J:O f 4-T^y^^-;VtfV V> (2 0 0// 1 ) Ovt^rtV (1. 5ml 
) 1 2 0TCi:t3 HMMfeLfco RJ&ifcfcMi&S MM 

JffibTto #fbtt7 v ^S^>' 1 ; *W7A^D7 h^^-fcfaU 
:iixfiv (=1 : 3) 0^«-M*«EE»«aU HHB-ffc^* (3 

7mg, 0. 0 7 6mmol, 14%) *7^7 7^tf fcUfc 
[10 19] 

iH-NMR (4 0 0MHz, C D C 1 3) S : 4 . 55 (2H, d, J = 6. 1 
Hz) , 5. 06 (1H, t, J = 6. 0Hz), 5. 94 (1H, s), 6. 
61 (1H, s), 6. 90-7. 09 (3H, m), 7. 13-7. 30 (6 
H, m) , 8. 05 (1H, s) , 8. 55 (2H, d, J=6. 1Hz) . 
MSra/z I 4 8 8 (M++H) . 
[1 0 2 0] 

%im\ 18 8: 5-»PP-4- r (4 -#UV7 3,=-)\,7,)Vfc=.)\,) (2. 5 
-*J"7 frJruy -2- \ (\£Wy - 4 - J )V **f-)V) T^J 




ci 



ffiSEifc 2004-3069437 



#M 2003-187796 



280/ 



1 £22JS> 

[10 2 1] 
1^2 3 2] 




CI 



[ 1 0 2 21 

5 _^ nn _4_ [ (4-^nn7x-;Vft) (2, 5-^7W07x- 
)V) -2 - [ (tf i; yy- 4 -^OVJ^jU) 757] tf'Jy> (3 5 m 

g, 0. 0 7 2mmol) (D*?J~)V (2ml) \ZX 3 0 %MMit 

TK^TK (3ml) iSXtfttV 7T-yW&tT>*-V&m*myo (2 3mg) * 

, ^ ^/-^ : (=1 : 30) (Dm&mx ^mzftm*mi±mmL 

U UWAt^O (1 6mg, 0. 0 3 1mmol, 4 3%) *SM*ttt# 
[1 0 2 3] 

iH-NMR (4 0 0MHz, C D C 1 3) S \ 4 . 63 (2H, dd, J=6. 
1, 2. 9Hz) , 5. 20 (1H, t, J=6. 4Hz), 6. 11 ( 1 H, 
s) , 6. 8 7-6. 9 5 (1 H, m) , 6. 9 9 - 7. 0 8 (1 H, m) , 7 
. 25 (1H, s) , 7. 30 (2H, d, J = 6. 0Hz), 7. 35-7. 
40 (1H, m) , 7. 42 (2H, d, J=8. 9Hz) , 7. 56 (2H, 
d, J = 8. 9Hz) , 8. 02 (1H, s) , 8. 59 (2H, d, J = 6. 
OHz) . 



WaEij#2 004-3069437 



#M 2003-187796 



mp : 141-142TC. 

FAB-MS: 5 2 0. 0 4 6 5 (C24H18O2N3C 1 2F2S t LT, t\m% I 
5 2 0. 0 4 6 1). 
[1 0 2 4] 

nmm 1 8 9 : n- r rs-^nn-4- r (4-^nP7x-^M 

EJk) - (2. 5-V7^P7j^) 2LfL!k3 tf U y>-2 -^f jH T^y 

[1 0 2 5] 
\it2 3 3] 



[1 0 2 6] 

IIM17 3tW:N- [5-*nn-4- [ (4-^nn7x-WH^ 

;v) - (2, 5-^7Wn7x^v) y^;v] tfy v>- 2 ->f ;v] -7°n^> 
-1, 3-y7r/l£iI (6 0mg, 0. 10 7mmo 1) <Ol{^f ^> 
mWL ( 5 . 0ml) K V V if;l/T r/ (7 0// 1, 0. 0 5mmol) , ^ 
^W^=^n'JK (10/il, 0. 13mmol) ^An^T 2 055*WSH$ 
Lfco EU&mzx.-Tfr (5 0ml) ZlBz-tz'&K, t&fflAtt*-etfci£LT 

: ftgftjff-^=2 : D -effimu Hffi-ft;^ (6 0m g , 9 9%) 

fco rtL^^^y-;V^^ H H B <btT, SfeStt (4 6mg) *#fco 
[1 0 2 7] 

1H-NMR (400 MHz, CDC 1 3) * : 1. 86 (2H, quint, J 
= 6. 0Hz) , 2. 95 (3H, s) , 3. 21 (2H, q, J=6. 0Hz 
), 3. 55 (2H, q, J=6. 0Hz), 4. 99 (1H, b r) , 5. 6 
5 (1H, br), 6. 11 (1H, s), 6. 91 (1H, m), 7. 03 ( 




ci 
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1H, m) , 7. 29 (1H, s) , 7. 44 (2H, d, J=8. 8Hz) , 
7. 49 (1H, m) , 7. 60 (2H, d, J=8. 8Hz) , 8. 00 (1 
H, s) . 

mp : 1 3 8 - 1 3 9°C. 

5c«4Wf: C22H21C l2F2N304S 2 :?l^: C, 4 6. 8 1 ;h, 3. 
7 5 ; N, 7. 4 4 ; S, 11. 36. ; F, 6. 73; CI, 12. 56 ;I 
mm: C, 4 6. 8 1 ; H, 3 . 7 2 ; N, 7 . 43 ; S, 11. 39 ; F, 6 
. 8 0 ; C 1 , 12. 41. 
[1 0 2 8] 

19 0: 1- [5-jrnn-4- [ (4 u u 7 ~ )\< 7, )V * ~ )V) - 
(2. 5-y7^tn7x-A/) tf U v?>- 2 -^f;H f h7tiKne 

]2 < v>- 2 

[1 0 2 9] 
Ut2 3 4] 



[1 0 3 0] 

Hifcflll 7 3t:i#fcN- [5 nn-4 - [ (4-^nn7x-M;^ 
)V) - (2, 5-^7;vtn7x^;v) M V 9 J>- 2 -4 ^n;^ 

-1, 3-y7r/Itfi (5 1mg, 0. 0 9 1mmo 1) ©M^fV> 

( 5 . 0 m i ) Ch'J if;V7 ^ > ( 5 1 1 , 0. 36 mm o 1 ) „ 1 , 
1* -3&>M?— >!/*>>f S (16. 2mg, 0. lOmmol) Srin&T 

1 7B#»»J^Ufco a£*^Hxffl/ (8 0ml) &flnx.fc^fc. l&ftfc 

K ( 1 . Oml) KmmLXRmtJW^ (27. 2mg, 0. 2 m 0 1 ) £3)11 

x.T5 013^2 4^»m^t7 t co mzatw*P.t?tm^7K*ijnA3to mkx- 




CL 
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(6 0ml) KT#JRL;fc«fc#«»*$MfcbT\ t&*n&&3R-eifci£Lfco 

(^*^> : St xf ;v= 1 : 2) tint, 31i5ft^ (1 5mg, 9 9% 
) ^SWatH/co 

[10 3 1] 

1H-NMR (400 MHz, CDC 1 3) 8 : 2. 12 (2H, m), 3. 46 
(2H, m) , 3. 99 (2H, m) , 5. 22 (1H, br) , 6. 26 (1 
H, s) , 6. 96 (1H, m) , 7. 03 (1H, m) , 7. 43 (2H, d 
, J = 8. 8 H z) , 7. 68 (1H, m), 7. 76 (2H, d , J = 8. 8 
Hz), 8. 2 3 (1 H, s) , 8. 9 3 (1 H, s) . 
MSm/z : 5 1 2 (M++H) . 
mp : > 2 3 or. 
[1 0 3 2] 

MMffl 1 9 1 : 2- f r 5 -^nn-4 - r (4-^nn7i^jVft) - (2 

[ 1 0 3 3] 
[ft 2 3 5 ] 



[1 0 3 4] 

MM®} 5 4 2 , 5 -v? nn-4 - [ (4-^on7i-W) - ( 
2, 5-^7Wn7x-;V) tfUi^^ (610mg, 1. 46mmo 

1) t (2-r ^y-^f- ;v) *;w^>it-7f;v (7 0 0mg, 4. 3 8m 
mo 1)4)1, 4-*J***r> (6. 0ml) M^7;^>f i^Tl 2 Ot 




ci 
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IB^^tJ ( 1 7 6 m g , 2 2%) =S:fft^R t LT#£ 0 
[1 0 3 5] 

1H-NMR (400 MHz, CDC 1 3) 5:1. 43 (9H, s), 3. 36 
(2H, m) , 3. 42 (2H, m) , 5. 01 (1H, br) , 5. 12 (1 
H, br) , 5. 95 (1H, s) , 6. 9 0 - 7. 0 4 (2H, m) , 7. 1 
3 (1H, m) , 7. 21 (2H, d, J=8. 4Hz) , 7. 23 (2H, d 
, J=8. 4Hz), 8. 0 0 (1H, s) . 
MSm/z : 5 4 0 (M++H) . 
[ 1 0 3 6] 

%ffiM 19 2: 2- f [5-»nu-4 - [ (4-^na7x-^;V^V) 
- (2. 5-v7JVin7x^;^ tfU V>- 2 -4 ;H T\;~\ 

[1 0 3 7] 
Mb 2 3 6] 



[1 0 3 8] 

2- [ [5 on- 4 - [ (4-?nD7x-W) - (2, 5-v"7;v 
*n7:n~;i/) \£ V i? > — 2 — 4 fr] 757] xf^*;w^>Kt- 

(1 7 6mg, 0. 3 2mmo 1) <T)*9 J—fr (6ml) itifc^ -fc* 
V77*^Ib*TV*-* A 123*3*0* (3 0mg) 3 0%*BBMt*** ( 

3ml) *in*.t\ 2 0rai#L/:oitif^ (80ml) -CJmLfcfcfc 

it&w ( 1 4 8 m g, 81%) zmmofRt Lxmzo 




CI 
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[1 0 3 9] 

iH-NMR (400 MHz, CDC 1 3) 8 : 1. 45 (9H, s) , 3. 39 
(2H, m) , 3. 49 (2H, m) , 5. 03 (1H, br) , 5. 29 (1 
H, br), 6. 12 (1H, s), 6. 91 ( 1 H, m) , 7. 03 (1H, 
m) , 7. 24 (1H, s) , 7. 43 (2H, d, J = 8. 8Hz) , 7. 5 
2 (1H, m), 7. 61 (2H, d, J = 8. 8 H z) , 7. 98 (1 H, s 
) . 

MSm/z : 5 7 2 (M++H) . 
[1 0 4 0] 

19 3: N- f5-^np-4- [ (4-»aa7x^^^) - 
(2. 5-y7Ji/tn7x_ji/) ^jul t^J v>- 2 -^f ;u1 j^v-i. 2 

[10 4 1] 

Mk 2 3 7] 



[1 0 4 2] 

2 - [ [5-^nn-4 - [ (4-^nn7x-;i/7;Kt-;i/) - (2, 5- 
5;7WD7xiJP) tf';v>-2-^;V] 757] J^;l/#;W^ > 

^t-7f;v (I4 6mg, 0. 2 5 mm o 1 ) C 2 0 ^ 7 - « 

(lml) fcJn&TlBfMWaiSLfco #**«EET*»UT»fe«ffi*^^-/- 
^^JMb LT^ffift^ ( 1 0 6 m g, 7 6%) £#fc 0 
[1 0 4 3] 

iH-NMR (4 0 0MHz, DMS0-d 6 ) * : 2. 99 (2H, m) , 3. 
5 1 (2 H, m) , 6. 17 ( 1 H, s) , 7. 2 8 (1 H, m) , 7. 3 8 ( 
1 H, m) , 7. 39 (1H, s) , 7. 52 (1H, m) , 7. 69 (2H, 
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d, J=8. 8Hz) , 7. 75 (2H, d, J=8. 8Hz) , 8. 04 (1 
H, s) . 

mp : 163-166 °C. 

Ttmfrffi: C20H17C 12F2N3O2S • 2hc 1 • 0. 5E 2 o:mmm:c 

, 4 3. 3 4 ; H, 3. 64 ;N, 7. 58 ; S, 5. 78 ;C1, 25. 59 

; F, 6 . 8 6. nmm :C, 43. 32; H, 3. 55; N, 7. 67 ; S, 
5. 83 ; C 1, 25. 84; F, 6. 87. 
[1 0 4 4] 

miMW 19 4: 3- f5-^nn-4 - [ (4-^nn7x_;l/f (2, 5 

-y'7)^P7x^JV) h°'J Vis- 2 =JJkZ S ZJ -2. 

;V7°D/\°V— l — — ;i/ 
[1 0 4 5] 
[ft 2 3 8] 




ci 



[1 0 4 6] 

HJfeM 5 4 TWc 2 , 5-v^nn-4- [ (4-^nn7x-;vf t) (2 
, 5-v7;Vtn7xcjv) \iWy (19 1mg, 0. 4 5 8 mm o 

1 ) is £Tf3 -T 5. y - 2 , ^-)Vy'u^y- 1 (5 1 5 mg, 

5. OOmmol) WW (1. 5 m 1 ) m%L*mW* 1 2 0 °C iZX 3 0 

lc#u : ^m^^v (=3 : 1) <nmmWL£. ^#£55-®&Mffi^fciL 

, ^IflMIl (19 9mg, 0. 4 12mmol, 9 0 %) £T*;V7 T 
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[1 0 4 7] 

1H-NMR (400 MHz, CDC 1 3) 8:0. 91 (6H, s), 3. 12 
-3. 28 (4H, m), 4. 73 (1H, t, J = 6. 4 Hz) , 4. 87 ( 
1H, brs), 5. 92 (1H, s), 6. 62 (1H, s), 6. 92-7 
. 07 (2H, m) , 7. 16-7. 32 (5H, m) , 7. 96 (1H, m) 

MSm/z ! 4 8 3 (M++H) . 
[1 0 4 8] 

19 5: 3- f5-»nn-4- [ (4-^nD7x-M^^V) £ 

2. 5-y7^/tP7x^) 2Lg^k] tfU^y-2-^fA/7^y1 -2. 2- 

[1 0 4 9] 
Mb 2 3 9] 



[1 0 5 0] 

3- [5-*nn-4- [ (4-?nn7x^Vft) (2, 5-v"7;v^-n 
7x-^) yf-;v] try v>- 2 -f;vr^ y] -2, 2-~77f^7'n;r/- 
1 ( 1 8 8 mg, 0. 389 mm o 1) (6ml) fe&K 

IkftKX 3 0 %3§^h7jc^7X (3ml) 43 J: tf-b* U 7T>t^7 V^fAE 
TftfQ^ (3 5mg) £Jnx./Co RlSifc*£i&fc-C 1 3 B#P«#?&> *9J-fr* 

vF^77-f-WtU 's^Mf-v iM^c*-* (=3 : 1) o^ffiiftJ: S&fcfl* 




CI 



CI 
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mtU ife&fe. 61$IU Umt&tfo (i 5 6mg, 0. 3 0 3mmol, 7 8 
[10 5 1] 

1H-NMR (400 MHz, CDC 1 3) d I 0 . 94 (3 H, s), 0. 95 
(3H, s) , 3. 20 (2H, d, J=6. 6Hz) , 3. 27 (2H, d, 
J = 7. 1Hz), 4. 68 (1H, brs), 4. 94 (1H, t, J = 6. 
9Hz), 6. 09 (1H, s), 6. 86-6. 95 (1 H, m), 7. 00 
-7. 09 (1H, m) , 7. 29 (1H, s) , 7. 4 0 - 7. 5 2 (3 H, 
m) , 7. 60 (2H, d, J = 8. 6Hz) , 7. 94 (1H, s) . 
mp: 176-178 °C 

Tumfrtir: C23H22N2O3C 1 2F2S : c, 5 3. 6 0 ; H, 4. 3 0 ; N, 

5. 44 ;C1, 13. 76 ;F, 7. 37 ; S, 6. 22. ^PJHt : C , 5 3 
. 50 ;H, 4. 2 6 ; N, 5. 44;C1, 13. 7 8 ; F, 7. 31 I S, 
6.3 0. 

[1 0 5 2] 

mmm 1 9 6 : 2 -t ^ y - 5 pq- 4 - r (4- »pp7x^jv^ 

jk) (2. 5-y7^to7x^i/) if'JS?v 
[ 1 0 5 3] 
[<fc2 4 0] 



[1 0 5 4] 

HJfe^l 8 6T*^5-^nn-4 - [ (4-^nn7x^j^;i/^-;i/) ( 
2, 5-^7Wn7i-^) -2- (3, 4 -V * Y *->^> v^VT 

If'J^V (4 3mg, 0. 0 7 4mmo 1) OT-teh — H; (4ml) 




ci 



miiE# 2004-3069437 



#M2 003-187796 



<*-v : 289/ 



/*. (lm 1) M&mmiZyiLtirKXffiWi-Ty^-VAlzW A (IV) (10 0 
mg) ZtiasLl. 5RjMBI«#Lfco RJStSfticl&ffllfeabKS^hU^ASrlnx., 

t> i^=3 : 1) t:t!SU iffiMt (1 2mg, 0. 0 2 8m 

mol, 3 8%) ^iltefef *t Lt#/;„ 
[ 1 0 5 5] 

1H-NMR (4 0 OMH z, CDC 1 3) d : 4. 65 (2H, brs), 6. 
13 (1H, s) , 6. 89-6. 98 (1 H, m) , 7. 00-7. 09 (1 
H, m) , 7. 33 (1H, s) , 7. 44 (2H, d, J=8. 8Hz) , 7 
. 4 9- 7. 5 7 (1 H, m) , 7. 62 (2H, d, J=8. 8Hz) , 7. 
9 9 (1 H, s) . 
mp : 1 4 7 - 1 5 01C. 
MSm/z ! 4 2 9 (M++H) . 
[1 0 5 6] 

mm 

it&m<D p r < u 4 K®a«ia#sttti. tb^j *-~?mm (h 4 «) 

Hf£M jS75 n^f KSfitlftSfijl^t** A P P 7 5 1 aHS^fc* 
AUE 3 5»^fflV^T, Wfc*fc$Mfc3*l'Sj9T5n>f KSS (A/9) ^ 

9 6 ^^V- b fc, E 3 5$BJI&&2NMbLfc 1 0 %^I&JB]fiLi»«r#tr* r /W*y 

>f >*a.^-^-rtt?J#aiU 2 4NM^KDMSO^mK^Lfc'fb 

ftSJid^WSt^o $<bK2 4BW#^fc#*±»*E|JRU A/925-3 
5*xeh-ytf £^y*n-?-;i/tfc#:2 5-1 £@^bLrt:9 6^^^-T^f 
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290/ 



ffi-ZV- HUnx., 4 1 6 - 2 O^^f a^-v a > L/; a 
f^'y7 7- (pH7. 4) X-ffi&Ltz'^ \£*J-ymW.LtzAf! l-8^xe 
b-yti-^-^y ^n-^-;i/tJL#:MA3 2 -4 0 £}Jt];U 4 C C"C 2 B#f§3iiM£ L/£ 

-7^ (Blue Phos: KP L*±) "C, Ltz a 3D 

MJ&£Jfct£LT5 0%MiftJS (EC 5 (MS) £JffcB Lt^o 
[ 1 0 5 7] 

H 4 fflitjt^^ii L t 7 2 ^FIIICT 7 v - (a 1 ama 

r Blue; (B I O S OUR CE) tt) ^J^TH^-^ -fe 

HflftJ^ £ iiTE L , MM*® M <D 8 0 % i: * & Sftjg £ »#'ftf&5lflftJE £ t 0 
E C 5 0 ^LT»#tt3&iaa^ 

*%W<D<ik&® (1) SrJiffiTy-tr^&KJ: *)ffFHL/ii^£m K^ir 0 
EC5 0^5 0 nMKT^|j5: + ++, 5 0 nM~ 5 0 0 nM©fb^i* + 
+ , 5 0 0 n M~ 5 M«Mt * + t L^o 
[1 0 5 8] 



ffi§E# 2004-3069437 



#M 2003-187796 



291/E 







mmmi 


++ 


mmm 1 9 




mmm 2 0 


+ + 


mmm 2 3 at^mA) 


+ + + 


mmm 4 2 


++ 


mmm 4 3 


+ + 


4 6 


+ + 


mmm 5 5 




5 6 


+++ 


mmm 5 7 


+++ 


mmm 5 9 


++ + 


^JS0»J 6 1 


+++ 


mmm 8 2 


++ 


mmm 8 4 


++ 


mmm 109 


+++ 


mmm 111 


++ + 


l&fi&ft 114 


+++ 


mmm 1 1 6 


+++ 



[1 0 5 9] 
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[mm] 



mm&m ( 1 ) 
mi] 



SO-Zli-S 0 2 -i7F+o ) 

xmZtiZ<k&®, -eoN-^-^rvK, f«S-t+y h\ -e<0&;£*:{±^*Lib 
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ia^l" Hizgii^jj^ 0093 

ft&n «i5^ 7^ is 



[HffiBj ¥J&15^ 6£30B 
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1 • H 1 9 9 0^ 8H2 80 

ft Bf lfl^*EB*!3T@l 4f 1 Of 
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